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group: 
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Y represents a C.|.6 alky! group, etc.; and 
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Description 

[TECHNICAL FIELD] 

5 [0001 ] The present invention relates to 5-(m-cyanobenzylamino)pyrazole derivatives, salts thereof, and agricultural 
chemicals containing them as an effective ingredient. 

[BACKGROUND ART] 

10 [0002] 5-(Substituted anriino)pyrazole derivatives are described in Japanese Patent Application Kokai No. Sho 
57-167972 and they are known to be usable as herbicides. This publication however does not include any description 
of 5-(m-cyanobenzylannino)pyrazole derivatives having a 5-amino group to which a m-cyanobenzyl group is bonded. 
In addition, the fact that 5-(substituted amino)pyrazole derivatives are usable as an agricultural or horticultural fungicide 
is not known. 

15 [0003] An object of the present invention is to develop novel agricultural or horticultural fungicides capable of con- 
trolling, at a low application rate, late blight on tomatoes {Phytophtora infestans) and downy mildew on grape vines 
{Piasmopara viticoia) which, among plant fungal diseases, sometimes cause serious damage to agricultural or horti- 
cultural crops. 

20 [Disclosure of the Invention] 

[0004] The present inventors carried out an extensive investigation on 5-amlnopyrazole derivatives. As a result, it 
has been found that 5-(m-cyanobenzylamino)pyrazole derivatives having a 5-amino group to which a m-cyanobenzyl 
group is bonded exhibit excellent fungicidal activities, specifically against various plant diseases, leading to the com- 
25 pletion of the present invention. 

[0005] According to the present invention, there is thus provided a 5-(m-cyanobenzylamino)pyrazoIe derivative rep- 
resented by the following fomnula (1): 



30 
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wherein: 

40 Ri represents a C^.g alkyi group, a C3.7 cycioalkyi group or a phenyl group; 

R2 represents a hydrogen atom or a C^.g alkyi group; 

R3 represents a C^.q alkyi group, a cyano-Ci.6 alkyi group, a hydroxy-Ci.6 alkyi group, a (C^.g alkoxy)-Ci.6 alkyi 
group, a (C2.7 aliphatic acyloxy^C^.g alkyi group, a (C^.6 alkylamlno)-Ci.6 alkyi group, a di(Ci^ alkyl)amino-C<|.6 
alkyl group, a (5- or 6-membered nitrogen-containing saturated heterocyclyl)-Ci.6 alkyi group (the heterocyclyl 

45 moiety of said heterocyclylalkyi group may additionally include one ring oxygen atom or NH group), a substituted 

or unsubstituted C3.7 cycloalkyl-C^.g alkyl group (the substituent(s) of the cycioalkyi moiety of said cycloalkylalkyi 
group Is (are) one C^.g alkyl group or 1 to 3 halogen atoms which may be the same or different, and the cycioalkyi 
moiety of said cycloalkylalkyi group may be interrupted by one oxygen atom), a C3.7 cycloalkenyl-C^.g alkyl group, 
a halo-C^.g alkyl group (said halogen substituent(s) is (are) 1 to 6 halogen atoms which may be the same or 

50 different), a substituted or unsubstituted C7.9 aralkyi group (the substituent(s) of the aryl moiety of said aralkyi 

group is (are) 1 to 5 substituents which are selected from the below-described substituent group A and may be 
the same or different), a substituted or unsubstituted heteroaralkyi group (the substituent(s) of the heteroaryl moiety 
of said heteroaralkyi group is (are) 1 to 5 substituents which are selected from the below-described substituent 
group B and may be the same or different) , a C3.7 cycioalkyi group, a C3.g alkenyl group, a C2.7 aliphatic acyl 

S5 group or a substituted or unsubstituted phenyl group (the substituent(s) of said phenyl group is (are) 1 to 5 sub- 

stituents which are selected from the below-described substituent group A and may be the same or different), 
R4 represents a hydrogen atom, a halogen atom, a C^.^ alkyl group, a cyano-Ci.g alkyl group, a hydroxy-C<|.G alkyl 
group, a halo-C^.g alkyl group (said halogen substituent(s) is (are) 1 to 3 halogen atoms which may be the same 
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or different), a {C^.q alkoxy)-C^.6 alkyi group, a {{C^.q alkoxy)-Ci.6 alkoxyl-C^.g alkyi group, a (C3.6 alkenyloxy) 

alkyi group, a (substituted or unsubstituted C2.7 aliphatic acyloxy)-Ci.g alkyi group (said substituent is a 
alkoxy group), a (substituted or unsubstituted C2.7 alkoxycarbonyloxy)-C^.g alkyi group (said substituent is a C^.^ 
alkoxy group), a (substituted or unsubstituted phenoxy)-Ci.g alkyi group (said substituent(s) is (are) 1 to 5 substit- 

5 uents which are selected fronn the below-described substituent group A and may be the sanne or different), a 

(substituted or unsubstituted benzyloxy)-C^.g alky! group (said substituent(s) is (are) 1 to 5 substituents which are 
selected from the below-described substituent group A and may be the same or different), a (substituted or un- 
substituted heteroaryloxy)-Ci.6 alkyi group (said substituent(s) is (are) 1 to 3 substituents which are selected from 
the below-described substituent group B and may be the same or different), a (substituted or unsubstituted C^.^ 

10 alkylamino)-C^.6 alkyi group (said substituent Is a phenyl group or a C^.g alkoxy group), a (C3.6 alkenylamlno)-C^.6 

alkyi group, a (phenylamino)-Ci.6 alkyi group, an {N-(C^.g alkyl)anilino}-C^,g alkyi group, a dl(Ci.6 alkyOamino-C^.g 
alkyi group, a (substituted or unsubstituted 5- or 6-membered nitrogen -containing saturated heterocyclyO-C^.g alkyi 
group (said substituent(s) is (are) 1 or 2 C^.q alkyi groups which may be the same or different and the heterocyclyl 
moiety of said heterocyclylalkyi group may additionally include one ring oxygen atom or NIH group), a (substituted 
or unsubstituted C^.g alkylthio)-Ci.g alkyi group (said substituent is a phenyl group or a C^.g alkoxy group), a (C3.g 
alkenylthio)-C^^ alkyi group, a (substituted or unsubstituted phenylthio)-C^.g alkyi group (said substituent(s) is 
(are) 1 to 5 substituents which are selected from the below-described substituent group A and may be the same 
or different), a (substituted or unsubstituted heteroarylthio)-C^.g alkyi group (said substituent(s) is (are) 1 to 3 
substituents which are selected from the below-described substituent group B and may be the same or different), 

20 a (C2.7 alkoxycarbonyl)-Ci.g alkyi group, a substituted or unsubstituted C7.9 araikyi group (said substituent(s) is 

(are) 1 to 5 substituents which are selected from the below-described substituent group A and may be the same 
or different), a substituted or unsubstituted heteroaralkyi group (said substituent(s) is (are) 1 to 3 substituents which 
are selected from the below-described substituent group B and may be the sam.e or different), a C3.7 cycloalkyi 
group, a substituted or unsubstituted phenyl group (the substituent(s) of said phenyl group is (are) 1 to 5 substit- 

25 uents which are selected from the below-described substituent group A and may be the same or different), a 

substituted or unsubstituted heteroaryl group (said substituent(s) Is (are) 1 to 3 substituents which are selected 
from the below-described substituent group B and may be the same or different), a C3.g alkenyl group, a C2.7 
alkoxycartDonyl group, a C^.g alkoxy group, a (C^.g alkoxy)-C^.g alkoxy group, a (C^.g alkylamino)-C^.g alkoxy group, 
a cii(C^.g alkyi)amino-C^.g alkoxy group, a substituted or unsubstituted heteroaralkyloxy group (said substituent(s) 

30 is (are) 1 to 3 substituents which are selected from the below-described substituent group B and may be the same 

or different), a C3.7 cycloalkoxy group, a C^.e alkenyloxy group, a substituted or unsubstituted phenoxy group (said 
substltuent(s) is (are) 1 to 5 substituents which are selected from the below-described substituent group A and 
may be the same or different), a substituted or unsubstituted benzyloxy group (said substltuent(s) is (are) 1 to 5 
substituents which are selected from the below-described substituent group A and may be the same or different), 

35 a substituted or unsubstituted heteroaryloxy group (said substituent(s) is (are) 1 to 3 substituents which are selected 

from the below-described substituent group B and may be the same or different), a substituted or unsubstituted 
Ci.g alkylamino group (said substituent is a phenyl group or a Ci.g alkoxy group), a Cq^q alkenylamino group, a di 
(C^.g alkyl)amino group, a substituted or unsubstituted 5- or 6-membered nitrogen-containing saturated heterocy- 
clic group (said substituent(s) is (are) 1 or 2 C^.q alkyi groups which may be the same or different, and said hete- 

40 rocyclic group may additionally include one ring oxygen atom or NH group), a substituted or unsubstituted C^.g 

alkylthio group (said substituent is a phenyl group or a C^.g alkoxy group), a C3.g alkenylthio group, a substituted 
or unsubstituted phenylthio group (said substituent(s) is (are) 1 to 5 substituents which are selected from the below- 
described substituent group A and may be the same or different), or a substituted or unsubstituted heteroarylthio 
group (said substituent(s) is (are) 1 to 3 substituents which are selected from the below-described substituent 
group B and may be the same or different); 

Y represents a C^.g alkyi group, a C^.g alkoxy group, a cyano group, a nitro group, a halogen atom, or a C2.7 
alkoxycartoonyl group; 

n is an integer of 0 to 4, with the proviso that when n is 2 to 4, the groups Y may be the same or different; 
substituent group A consists of C-i.g alkyi groups, halo-C^.g alkyi groups (said halogen substituent(s) is (are) 1 to 

50 3 halogen atoms which may be the same or different), C^.g alkoxy groups, a cyano group, a nitro group, halogen 

atoms, C2.7 alkoxycarbonyl groups, C2.7 alkylcariDonylamino groups and C1.3 alkylenedioxy groups; and 
substituent group B consists of C^.g alkyi groups, halo-C^.g atkyi groups (said halogen substituent(s) is (are) 1 to 
3 halogen atoms which may be the same or different), C^.g alkoxy groups, a cyano group, a phenyl group, halogen 
atoms, C2,7 alkoxycarbonyl groups, and an 0x0 group; 

55 or a salt thereof; and an agricultural chemical containing the derivative or salt as an effective ingredient. 

[0006] In the present Invention, the "C^ .g alkyi group" represents, for example, a linear or branched alkyi group having 
1 to 6 carbon atoms such as methyl, ethyl, propyl, isopropyl, butyl, isobutyl, s-butyl, t-butyl, pentyl, isopentyl, 2-meth- 
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ylbutyl, neopentyl, 1-ethylpropyl, hexyl, 4-methylpentyl, 3-methylpentyl, 2-methylpentyl, 1 -methylpentyl, 3,3-dimethyl- 
butyl, 2,2-dimethylbutyl, 1 ,1 -dimethyl butyl, 1 ,2-dlm ethyl butyl, 1 ,3-dimethylbutyl, 2, 3-dimeth ylbutyl or 2-ethylbutyl, pref- 
erably a linear or branched alkyi group having 1 to 5 carbon atonns (C^.g alkyi group) . As R^, the "C^.e alkyi group" Is 
more preferably a linear or branched alkyi group having 4 to 5 carbon atoms (C4.5 alkyi group), still more preferably a 
branched alkyi group having 4 or 5 carbon atoms (branched 04^5 alkyi group), of which the isobutyl or neopentyl group 
is particularly preferred and the isobutyl group is most preferred. As the other substituents and the substituent group 
A of a linear or branched alkyi group having 1 to 4 carbon atoms (C^^ alkyi group) is more preferred, of which a 
linear or branched alkyi group having 1 to 3 carbon atoms is still more preferred, the methyl or ethyl group alkyi 
group) Is particularly preferred, and the methyl group is most preferred. 

[0007] In the present invention, the "C3.7 cycloalkyi group" represents, for example, a cyclopropyl, cyclobutyl, cy- 
clopentyl, cyclohexyl or cycloheptyl group. As the substituent for the alkyi group of R^, the cyclopropyl, cyclobutyl, 
cyclopentyl or cyclohexyl (03^ cycloalkyi group) is preferred, of which the cyclobutyl, cyclopentyl or cyclohexyl (C4.6 
cycloalkyi group) is more preferred and the cyclobutyl or cyclopentyl group is still more preferred. As R^, the cyclopropyl 
or cyclobutyl group is preferred, while as the other substituents, the cyclohexyl group is preferred. 
[0008] In the present invention, the "cyano-C^.g alkyi group" represents, for example, the above-described "C^.e alkyi 
group" substituted with 1 or 2 cyano groups, such as cyanomethyl, dicyanomethyl, 1 -cyanoethyl, 2-cyanoethyl, 3-cy- 
anopropyl, 3,3-dicyanopropyl, 4-cyanobutyl, or 3-cyano-2-methylpropyl, of which the cyanomethyl or 2-cyanoethyl 
group is preferred and the cyanomethyl group is more preferred. 

[0009] In the present invention, the "hydroxy-C^.e alkyi group" represents, for example, the above-described "C^.e 
alkyi group" substituted with 1 or 2 hydroxyl groups, such as hydroxy methyl, dihydroxymethyl, 1-hydroxyethyl, 2-hy- 
droxyethyl, 3-hydroxypropyl, 3,3-dihydroxypropyl, 4-hydroxybutyl, or 3-hydroxy-2-methylpropyl, of which the hy- 
droxymethyl, hydroxyethyl or hydroxypropyl group is preferred, the hydroxymethyl or 2-hydroxyethyl group is more 

preferred, and the hydroxymethyl group is still more preferred. 

[0010] In the present invention, the "C^^ alkoxy group" or "C^.g a'koxy moiety of the (C^.g alkoxy)-Ci.6 alkyi group" 
represents, for example, a linear or branched C^^ alkoxy group such as methoxy, ethoxy, propoxy, Isopropoxy, butoxy, 
isobutoxy, s-butoxy, t-butoxy, pentyloxy, isopentyloxy, 2-methylbutoxy, neopentyloxy, 1-ethylpropoxy, hexyloxy, 
(4-methylpentyl)oxy, (3-methylpentyl)oxy, (2-methylpentyl)oxy, (1 -methylpentyl)oxy, 3,3-dimethylbutoxy, 2,2-dimethyl- 
butoxy, 1,1-dimethylbutoxy, 1 ,2-dimethylbutoxy, 1 ,3-dimethylbutoxy, 2,3-dlmethylbutoxy or 2-ethylbutoxy, of which a 
linear or branched alkoxy group having 1 to 4 carbon atoms alkoxy group) is preferred, the methoxy, ethoxy or 
isopropoxy group is more preferred, the methoxy or ethoxy group is still more preferred, and the methoxy group Is 
particularly preferred. 

[0011] In the present invention, the "(C^^ alkoxy)-Ci.6 alkyi group" represents, for example, the above-described 
"C^.g group" substituted with one above-described "C^.g alkoxy group", such as methoxy methyl, ethoxymethyl, 
propoxymethyl, isopropoxymethyl, butoxymethyl, tsobutoxymethyl, s-butoxymethyl, t-butoxymethyl, pentyloxymethyl, 
(isopentyloxy)methyl, (2-methylbutoxy)methyl, (neopentyloxy)methyl, (1 -ethylpropoxy)methyl, 2-methoxyethyl, 

2- ethoxy ethyl, 2-propoxyethyl, 1-isopropoxyethyl, 1 -butoxyethyl, 2-isobutoxyethyl, 2-t-butoxyethyl, 3 -methoxy propyl, 

3- ethoxypropyl, 3-propoxypropyl, 3-isopropoxypropyl, 1 -methoxy butyl, 4-ethoxybutyl or 5-methoxypentyl, of which an 
alkyi group which has 1 or 2 carbon atoms and is substituted with one linear or branched alkoxy group having 1 to 4 
carbon atoms {(C^^ alkoxy)-C^.2 alkyi} is preferred, the methoxymethyl, ethoxymethyl or methoxyethyl group is more 
preferred, the methoxymethyl or 2-methoxyethyl group is still more preferred, and the methoxymethyl group is partic- 
ularly preferred. 

[0012] In the present invention, the "C2.7 aliphatic acyloxy moiety of the (C2.7 aliphatic acyloxy)-C^.g alkyi group" 
represents, for example, a linear or branched aliphatic acyloxy group having 2 to 7 carbon atoms such as acetoxy, 
propionyloxy, butyryloxy, isobutyryloxy, pentanoyloxy, isobutyryloxy, isopentanoyloxy, 2-methylbutanoyloxy, pivaloy- 
loxy or hexanoyloxy; a cyclic aliphatic acyloxy group having 4 to 7 carbon atoms such as cyclop ropy Icarbony I oxy, 
cyclobutylcarbonyloxy orcyclopentylcarbonyloxy; or an unsaturated aliphatic acyloxy group having 4 to 7 carbon atoms 
such as 2-methyl-1 -butenoyloxy or 2-methyl-2-butenoyloxy, of which a linear or branched aliphatic acyloxy group having 
2 to 6 carbon atoms, a cyclic aliphatic acyloxy group having 4 to 6 carbon atoms or an unsaturated aliphatic acyloxy 
group having 5 or 6 carbon atoms is preferred. As R^, the acetoxy group is more preferred, while as R^, the butyryloxy, 
isobutyryloxy, pivaloyloxy, cyclopropylcarbonyloxy, 2-methyl-1 -butenoyloxy or 2-methyl-2-butenoyloxy group is more 
prefen-ed, with the butyryloxy, isobutyryloxy, pivaloyloxy or cyclopropylcarbonyloxy group being still more preferred. 
[0013] In the present invention, the "(C2.7 aliphatic acyloxy)-C^.g alkyi group" represents, for example, the above- 
described "C^.g alkyi group" substituted with one above-described "C2.7 aliphatic acyloxy" moiety, such as acetoxyme- 
thyl, propionyloxymethyl, butyryloxymethyl, isobutyryloxy methyl, pentanoyloxymethyl, isopentanoyloxymethyl, 2-meth- 
ylbutanoyloxymethyl, pivaloyloxymethyl, hexanoyloxymethyl, 1-(acetoxy)ethyl, 2-(propionyloxy)ethyl, 1 -(butyryloxy) 
ethyl, 1-(acetoxy)propyl, cyclopropylcarbonyloxymethyl, cyclobutylcarbonyloxymethyl, cyclopentylcarbonyloxymethyl, 
(2-methyl-1-butenoyl)oxymethyl, (2-methyl-2-butenoyl)oxymethyl or methoxyacetoxymethyl, preferably an alkyi group 
which has 1 or 2 carbon atoms and is substituted with one linear or branched aliphatic acyloxy group having 2 to 6 
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carbon atoms, cyclic aliphatic acyloxy group having 4 to 6 carbon atoms or unsaturated aliphatic acyloxy group having 
5 or 6 carbon atoms. As R^, the acetoxymethyl group is more preferred, while as R^, the butyryloxymethyl, isobutyry- 
loxymethyl, pivaloyloxymethyl, cyclopropylcarbonyloxymethyl, 2-methyM -butenoyloxymethyl or 2-methyl-2-butenoy- 
loxymethyl group is more preferred, of which the butyryloxymethyl, tsobutyryloxymethyl, pivaloyloxymethyl or cyclo- 
propylcarbonyloxymethyl group is still more preferred. 

[0014] In the present invention, the "C^.g alkylamino group" or the C^.g alkylamino moiety of the (C^.g alkylamino) 
-C^^ alkyi group" represents, for example, an amino group substituted with one above-described "C^.g all<yl group", 
such as methylamino, ethylamino, propylamine, isopropylamino, butylamino, isobutyiamino, t-butylamino or hexylami- 
no, of which the amino group substituted with one linear or branched alkyI group having 1 to 4 carbon atoms Is preferred. 
[0015] In the present invention, the "(C^.galkylamino)-C^.g alkyI group" represents, for example, the above-described 
"C^i.g alky! group" substituted with one above-described "C^.g alkylamino group", such as methylaminomethyl, ethyl- 
aminomethyl, propylaminomethyl, isopropylaminomethyl, butylaminomethyl, isobutylaminomethyl, t-butylaminome- 
thyl, hexylaminomethyl, 2-(methylamino)ethyl, 2-(ethylamino)ethyl, 2-(propylamino)ethyl, 2-(butylamfno)ethyl, 

1- (dimethylamino)ethyl, 2-(dimethylamino)ethyI, 3-(methylamino)propyl, 3-(ethylamino)propyl, 3-(dimethylamino)pro- 
pyl, 4-(methylamino)butyl, or 6-(methylamino)hexyl, of which the methylaminomethyl, ethylaminomethyl, propylami- 
nomethyl, isopropylaminomethyl, butylaminomethyl, isobutylaminomethyl or t-butylaminomethyl group is preferred. 
[0016] In the present invention, the "di(C^.g alkyl)amino group** or the di(C^.g alkyl)amino moiety of the "di(Ci.g alkyI) 
amino-C^.g alkyI group" represents, for example, an amino group substituted with two above-described "C^.g alkyI 
groups" which may be the same or different, such as dimethylamino, diethylamino, ethylmethylamino, dipropylamino 
or dihexylamino, of which the dimethylamino, diethylamino or ethylmethylamino group is preferred, and the dimethyl- 
amino group is more preferred. 

[0017] In the present Invention, the "dl(C^.g alkyl)amlno-C^.6 alkyI group" represents, for example, the above-de- 
scribed "C-j.g alkyI group" substituted with one above-described "di(C^.g alkyl)am!no group", such as dimethylaminome- 
thyl, diethylaminomethyl, ethylmethylaminomethyl, dipropylaminomethyl, dihexylaminomethyl, 1-(dimethylamin6)ethyl, 

2- (dimethylamino)ethyl, 3-(dimethylamino)propyl or 6-(dimethylamino)hexyl, of which the dimethylaminomethyl, di- 
ethylaminomethyl or ethylmethylaminomethyl group is preferred, and the dimethylaminomethyl group is more preferred. 
[0018] In the present invention, the "5- or 6-membered nitrogen-containing saturated heterocyclic moiety (said het- 
erocyclic moiety may additionally include one ring oxygen atom or NH group) in the (5- or 6-membered nitrogen- 
containing saturated heterocyclyl)-C^.g alkyI group (the heterocyclic moiety of said heterocyclylalkyi group may addi- 
tionally include one ring oxygen atom or NH group)" represents, for example, a heterocyclic group having a 5- or 
6-membered ring formed by one nitrogen atom and 4 or 5 methylene groups, or a heterocyclic group which may have, 
between two methylene groups thereof adjacent each other, one oxygen atom, such as a 1-pyrrolidinyl, piperidino, 
1 -piperazinyl or morpholino group. As R^, the 1 -pyrrolidinyl or piperidino group is preferred, while as the other substit- 
uent, the piperidino or morpholino group is preferred, with the morpholino group being more preferred. 

[0019] In the present invention, the "(5- or 6-membered nitrogen-containing saturated heterocyclyl)-C^.g alkyI group 
(the heterocyclic moiety of said heterocyclylalkyi group may additionally include one oxygen atom or NH group)" rep- 
resents, for example, the above-described "C^.g alkyI group" substituted with one above-described "5- or 6-membered 
nitrogen-containing saturated heterocyclyl group (said heterocycly! group may additionally include one ring oxygen 
atom or NH group)", such as 1-pyrrolidinylmethyl, piperldinomethyl, 1-piperazinylmethyl, morpholinomethyl, 1-(1-pyr- 
rolidinyl)ethyl, 2-piperidinoethyl, 2-(1-piperazinyl)ethyl, 2-(morpholino)ethyl, 3-piperidinopropyl, 2-(1-pipera2inyl)pro- 
pyl, 3-(morpholino)propyl, 4-(morpholino)butyl, 5-(morpholino)pentyl or 6-(morpholino)hexyl. As R^, the 1-pyrrolidinyl- 
methyl or piperldinomethyl group is preferred, while as the other substituent, the piperldinomethyl or morpholinomethyl 
group Is preferred, with the morpholinomethyl group being more preferred. 

[0020] In the present invention, the "substituted or unsubstituted C3.7-cycloalkyl-C^.g alkyI group (the substituent(s) 
of the cycloalkyi moiety of said cycloalkylalkyi group is (are) one C^.g alkyl group or 1 to 3 halogen atoms which may 
be the same or different, and the cycloalkyi moiety of said cycloalkylalkyi group may be interrupted by one oxygen 
atom)" represents, for example, the above-described "C^.g alkyl group" which is substituted with the above-described 
"C3.7 cycloalkyi group" which may be substituted with the above-described one "C^.g alkyl group" or the above-de- 
scribed 1 to 3 "halogen atoms" which may be the same or different, or with a "C3.7 cycloalkyi group" which may be 
interrupted by one oxygen atom, such as cyclopropylmethyl, cyclobutylmethyl, cyclopentylmethyl, cycle hexylm ethyl, 
cycloheptylmethyl, 2-cyclopropylethyl, 2-cyclobutylethyl, 2-cyclopentylethyl, 3-cyclobutylpropyl, 3-cyclopentylpropyl, 
tetrahydrofuranylmethyl, tetrahydropyranylmethyl, (methylcyclobutyl)methyl, (methylcyclopenty I) methyl, (fluorocy- 
clopentyl)methyl, or (difluorocyclopentyl)methyl, of which a C^.g alkyl group substituted with a C^q cycloalkyi group 
which may be substituted with one C^.g alkyl group or fluorine atoms, or with a tetrahydrofuranyl group or a teterahy- 
dropyranyl group is preferred, the cyclobutylmethyl, (methylcyclobutyl)methyl, tetrahydrofuranylmethyl, cyclopentyl- 
methyl, (methylcyclopentyl)methyl, (ftuorocyclopentyl)methyl, (difluorocyclopentyl)methyl, tetrahydropyranylmethyl or 
cyclohexylmethyl group is more preferred, the cyclobutylmethyl, (methylcyclobutyl)methyl, tetrahydrofuranylmethyl, 
cyclopentylmethyl, (fluorocyclopentyl)methyl, (difluorocyclopentyl)methyl, tetrahydropyranylmethyl or cyclohexylme- 



EP 1 304 325 A1 



thyl group is still more preferred, and the cyclobutylmethyl, tetrahydrofuranylmethyl or cyclopentylmethyl group Is par- 
ticularly preferred. 

[0021] In the present invention, the "C3.7 cycloalkenyi" moiety of the "C3.7 cycloatkenyl-C^.e alkyi group" represents 
a cyclopropenyl, cyclobutenyl. cyclopentenyl, cyclohexenyl or cycloheptynyl group, preferably the cyclopentenyl, cy- 
clohexenyl or cycloheptynyl group, more preferably the cyclopentenyl group. 

[0022] In the present Invention, the "C3.7 cycloalkenyl-C^.6 alkyI group" represents, for example, the above-described 
"C^.6 alkyI group" substituted with one above-described "C3.7 cycloalkenyi group", such as cyclobutenylmethyl, cy- 
clopentenylmethyl, cyclohexenylmethyl, 2-cyclobutenylethyl, 2-cyclopentenylethyl, 3-cyclobutenylpropyl or 3-cy- 
clopentenylpropyl, of which a C1.2 alkyI group substituted with one cyclopentenyl, cyclohexenyl or cycloheptynyl group 
is preferred, the cyclopentenylmethyl or cyclohexenylmethyl group is more preferred, and the cyclopentenylmethyl 
group is still more preferred. 

[0023] In the present invention, the "halogen atom" represents a fluorine, chlorine, bromine or iodine atom, preferably 
a fluorine, chlorine or bromine atom, more preferably a fluorine or chlorine atom, still more preferably a fluorine atom. 
[0024] In the present invention, the "halo-Ci^ alkyI group (said halogen substituent(s) is (are) 1 to 6 halogen atoms 
which may be the same or different) represents, for example, the above-described "C^.g ^'M group" substituted with 
the above-described 1 to 3 "halogen atoms" which may be the same or different, such as trifluoromethyl, trichlorome- 
thyl, difluoromethyl, dichloromethyl, dibromomethyl, fluoromethyl, chloromethyl, bromomethyl, lodomethyl, 
2,2,2-trichloroethyl, 2,2,2-trifluoroethyl, 2-bromoethyl, 2-chloroethyl, 2-fluoroethyl, 3-chloropropyl, 3,3,3-trifluoropropyl, 
4-fluorobutyl, 3-fluoro-2-methylpropyl, 3,3,3-trifluoro-2-methylpropyl, or 6,6,6-trichlorohexyl. As R^, a alkyI group 
substituted with 1 to 3 chlorine atoms or fluorine atoms which are the same are preferred, of which the chloromethyl 
or 3,3,3-trifluoro-2-methylpropyl group is more pretended, and the 3,3,3-trifluoro-2-methylpropyl group is still more pre- 
ferred. As R'*, the trifluoromethyl, trichloromethyl, difluoromethyl, dichloromethyl, fluoromethyl, chloromethyl or bro- 
momethyl group is preferred. 

[0025] In the present invention, the "C2.7 alkoxycarbonyl group" represents, for example, a linear or branched alkox- 
ycartDonyl group having 2 to 7 carbon atoms such as methoxycarbonyl, ethoxycariDonyl, propoxycarbonyl, isopropox- 
ycarbonyl, butoxycarbonyl, 2-methylbutoxycarbonyl, isobutoxycarbonyl, t-butoxycarbonyl, pentyloxycarbonyl or hexy- 
loxycari3onyl, preferably the linear or branched alkoxycarbonyl groups having 2 to 5 carbon atoms, more preferably 
the methoxycarbonyl or ethoxycarbonyl group, still more preferably the methoxycarbonyl group. 
[0026] In the present invention, the "C2.7 alkylcartDonylamino group" represents, for example, a linear or branched 
alkylcarbonylamino group having 2 to 7 carbon atoms such as acetylamino, proplonylamino, butyrylamino, isobutyr- 
ylamino, pentanoylamino, isobutyrylamino, isopentanoylamino, 2-methylbutanoylamino, pivaloylamino or hex- 
anoylamino, preferably a linear or branched alkylcarbonylamino group having 2 to 4 carbon atoms, more preferably 
the acetylamino group. 

[0027] In the present Invention, the "0^.3 alkylenedioxy group" represents a methylenedioxy, ethylenedioxy or tri- 
methylenedloxy group, preferably the methylenedioxy group. 

[0028] In the present invention, the "substituted or unsubstituted C7.9 aralkyi group (the substituent(s) of the aryl 
moiety of said aralkyi group is (are) 1 to 5 substituents which are selected from the below-described substituent group 
A and may be the same or different)" represents, for example, a benzyl, methylbenzyl, ethylbenzyl, propylbenzyl, 
Isopropylbenzyl, dimethylbenzyl, trimethylbenzyl, trifluoromethylbenzyl, methoxybenzyl, dimethoxybenzyl, trimethoxy- 
benzyl, ethoxybenzyl, isopropoxybenzyl, methylenedioxybenzyl, ethylenedioxybenzyl, cyanobenzyl, nitrobenzyl, chlo- 
robenzyl, dichlorobenzyl, fluorobenzyl, difluorobenzyl, chloro-methylbenzyl, fluoro-methylbenzyl, m ethoxycarbonyl - 
benzyl, chloro-methoxybenzyl, acetylaminobenzyl, 1-phenylethyl, 2-phenylethyl or 3-phenylpropyl group, preferably 
the benzyl, methylbenzyl, Isopropylbenzyl, methoxybenzyl, cyanobenzyl, nitrobenzyl, chlorobenzyl or methoxycarbo- 
nylbenzyl group, more preferably the benzyl group. 

[0029] In the present invention, the "substituted or unsubstituted heteroaralkyl group (the substituent(s) of the het- 
eroaryl moiety of said heteroaralkyl group is (are) 1 to 5 substituents which are selected from the below-described 
substituent group B and may be the same or different)" represents, for example, a 2-pyridylmethyl. (3-methyl-2-pyridyl) 
methyl, (6-methyl-2-pyridyl)methyl, (3-methoxy-2-pyridyl)methyl, (6-chloro-2-pyridyl)methyl, 3-pyridylmethyl, 1-pyra- 
zolylmethyl, (4-methyl-1-pyrazolyl)methyl, 3-isoxazolylmethyl, (5-methyl-3-isoxazolyl)methyl, (4,5-dimethyl-3-isoxa- 
zolyl)methyl, (4-chloro-5-phenyl-3-isoxazolyl)methyl, (5-methoxycarbonyl-3-isoxazolyl)methyl, {5-methyl-2-(1 ,3,4-thia- 
diazolyl)}methyl, 2-pyraziny (methyl, 6-quinolylmethyl, 8-quinolylmethyI, 4-quinazolylmethyl, 2-pyrimidinylmethyl, 
(4-methyl-2-pyrimidinyl)methyl, (3,5-dimethyl-2-pyrimidinyl)methyl, 4-pyrimidinylmethyl, (2,6-dimethyl-4-pyrimidinyl) 
methyl, (6-methyl-2-isopropyl-4-pyrimidinyl)methyl. 3-benzoisoxazolylmethyl, 2-furylmethyl, (5-methyl-2-furyl)methyl, 
(3,5-dimethyl-2-furyl)methyl, 3-furylmethyl, (2-methyl-3-furyl)methyl, 2-thienylmethyl, (5-methyI-2-thienyl)methyl, 
(3,5-dimethyl-2-thienyl)methyl, 3-thienylmethyl or (2-methyl-3-thienyl)methyl group, preferably the 2-furylmethyl, 3-fu- 
rylmethyl, 2-thienylmethyl or 3-thienylmethyl group, more preferably the 3-thienylmethyl group. 
[0030] In the present invention, the "C3.6 alkenyl group" represents a linear or branched alkenyl group having 3 to 
6 carbon atoms such as allyl, 1-propenyl, 2-methyl-1-propenyl, 2-methyl-2-propenyl, 3-butenyl, 2-methyl-2-butenyl or 
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4-pentenyl, preferably a linear or branched alkenyl group having 3 to 5 carbon atoms (C3.5 all<enyl), more preferably 
the allyl, 2-methyl-1 -propenyl, 2-methyl-2-propenyl or 3-butenyl group. As R^, the 3-butenyl group Is still more preferred, 
while as R'*, the allyl, 2-methy 1-1 -propenyl or 2-methyl-2-propenyl group is still more preferred. 
[0031] In the present Invention, the "aliphatic C2.7 acyl group" represents, for example, a linear or branched aliphatic 
acyl group having2 to 7carbon atoms such as acetyl, propionyl, butyryl, isobutyryl, pentanoyi, isobutyryl, isopentanoyi, 

2- methylbutanoyl, pivaloyi or hexanoyi; a cyclic aliphatic acyl group having 4 to 7 carbon atoms such as cyclopropyl- 
carbonyl, cyclobutylcarbonyl orcyclopentylcarbonyl; or an unsaturated aliphatic acyl group having 4 to 7 carbon atoms 
such as 2-methyl-1-butenoyl or 2'methyl-2-butenoyl, of which a linear or branched aliphatic acyl group having 2 to 6 
carbon atoms, a cyclic aliphatic acyl group having 4 to 6 carbon atoms or an unsaturated aliphatic acyl group having 
5 or 6 carbon atoms is preferred, a linear or branched aliphatic acyl group having 2 to 4 carbon atoms is more preferred, 
and the acetyl group is still more preferred. 

[0032] In the present invention, the "substituted or unsubstituted phenyl group (the substltuent(s) of said phenyl 
group is (are) 1 to 5 substituents which are selected from the below-described substituent group A and may be the 
same or different)" represents, for example, a phenyl, methylphenyl, ethylphenyl, propyiphenyl, isopropylphenyl, 
dimethylphenyl, trimethylphenyl, trifluoromethylphenyl, methoxyphenyl, dimethoxyphenyl, trimethoxyphenyl, ethoxy- 
phenyl, isopropoxyphenyl, methylenedioxyphenyl, ethylenedioxyphenyl, cyanophenyl, nitrophenyl, chlorophenyl, 
dichlorophenyl, fluorophenyl, difluorophenyl, chloro-methylphenyl, fluoro-methylphenyl, methoxycarbonylphenyl, chlo- 
ro-methoxyphenyl or acetylaminophenyl group, preferably the phenyl, methylphenyl, Isopropylphenyl, methoxyphenyl, 
cyanophenyl, nitrophenyl, chlorophenyl, fluorophenyl or methoxycarbonylphenyl group. As R^, the 3-fluorophenyl or 
phenyl group is more preferred, while as R"^, the 3-methoxyphenyI or phenyl group is more prefen^ed. 
[0033] In the present invention, the "{(C^.6-alkoxy)-Ci.6 alkoxy}-Ci.6 alkyi group" represents, for example, a meth- 
oxymethoxymethyl, 2-methoxyethoxymethyl, 3-methoxypropoxymethyl, 4-methoxybutoxymethyl, 5-methoxypenty- 
loxymethyl, 2-(methoxymethoxy)ethyl, 2-(2-methoxyethoxy)ethyl, 2-(3-propoxy)ethy!, 1-(4-methoxybutoxy)ethyl, 

3- (methoxymethoxy)propyl, 3-(2-methoxyethoxy) propyl, 3-(3-methoxypropoxy)propyl, 1-(methoxymethoxy)butyl, 

4- (2-methoxyethoxy)butyl or 5-(methoxymethoxy)pentyl group, preferably the above-described "(C^^ alkoxy)-Ci.2 
alkyi group" substituted, at the alkoxy moiety thereof, with an alkoxy group having 1 or 2 carbon atoms, more preferably 
the methoxymethoxymethyl, (2-methoxy)ethoxymethyl or 2-(methoxymethoxy)ethyl group, still more preferably the 
(2-methoxy)ethoxymethyl group. 

[0034] In the present invention, the "C^q aikenyloxy group" or "C^^ alkenyloxy moiety of the "(C^^ alkenyloxy)-C.|.e 
alkyi group" represents, for example, a linear or branched alkenyloxy group having 3 to 6 cari3on atoms, such as 
allyloxy, 1 -propenyloxy, 2-methyl-1-propenyloxy, 2-methyl-2-propenyloxy, 3-butenyloxy, 2-methyl-2-butenyloxy or 
4-pentenyloxy, preferably the allyloxy group. 

[0035] In the present invention, the "(C3.6 alkenyloxy)-Ci^ alkyi group" represents, for example, the above-described 
"C^.3 alkyi group" substituted with one above-described "C^q alkenyloxy group", such as allyloxymethyl, 1-propeny- 
loxymethyl, 2-methyl-1-propenyloxymethyl, 2-methyl-2-propenyloxymethyl, 3-butenyloxymethyl, 2-methyl-2-buteny- 
loxymethyl, 4-pentenyloxymethyl, 2-(allyloxy)ethyl, 2-(1 -propenyloxy) ethyl, 2-(2-methyl-l-propenyloxy)ethyl, 2-(2-me- 
thyl-2-propenyloxy)ethyl, 2-(3-butenyloxy)ethyl, 2-(2-methyI-2-butenyloxy)ethyl, 2-(4-pentenyloxy)ethyl, 3-(allyloxy) 
propyl, 4-(allyloxy)butyl, or 6-(allyloxy)hexyl group, preferably the allyloxymethyl or 2-allyloxyethyl group, more prefer- 
ably the 2-al!yloxyethyl group. 

[0036] In the present invention, the "(substituted or unsubstituted C2.7 aliphatic acyloxy)-C^.g alkyi group (said sub- 
stituent is a C^.g alkoxy group)" represents, in addition to the above-described "(Cg.y aliphatic acyloxy)-Ci.e alkyi group", 
the above-described "(C2.7 aliphatic acyloxy)-C^.e alkyi group" substituted with one above-described "C^,q alkoxy 
group", such as methoxyacetoxymethyl, ethoxyacetoxymethyl, propoxyacetoxymethyl, butoxyacetoxymethyl, penty- 
loxyacetoxym ethyl, hexyloxyacetoxymethyl, 3-methoxybutyryloxymethyl, 2-(methoxyacetoxy)ethyl, 3-(methoxyace- 
toxy)propyl, or 4-(methoxyacetoxy)butyl, preferably the butyryloxymethyl, isobutyryloxymethyl, pivaloyloxymethyl, cy- 
clopropylcarbonyloxymethyl, 2-methyl-1 -butenoyloxymethyl, 2-methy l-2-butenoylcxymethy I, methoxyacetoxymethyl, 
2-methoxybutyryloxymethyl or ethoxyacetoxymethyl, more preferably the butyryloxymethyl, isobutyryloxymethyl, pival- 
oyloxymethyl, cyclopropylcarbonyloxymethyl or methoxyacetoxymethyl group. 

[0037] In the present invention, the "substituted or unsubstituted C2.7 alkoxycarbonyloxy moiety of the (substituted 
or unsubstituted C2.7 alkoxycarbonyloxy)-Ci^ alkyi group (said substituent is a C^.g alkoxy group)" represents, for 
example, amethoxycartDonyloxy, ethoxycarbonyloxy, propoxycarbonyloxy, isopropoxycarbonyloxy, butoxycarbonyloxy, 
2-methylbutoxycarbonyloxy, isobutoxycarbonyloxy, t-butoxycarbonyloxy, pentyloxycarbonyloxy, hexyloxycarbonyloxy, 
methoxymethoxycarbonyloxy, 2-methoxyethoxycarbonyloxy, 3-methoxypropoxycarbonyloxy, 4-methoxybutoxycarbo- 
nyloxy, 5-meth oxy pentyloxycarbonyloxy or 6-methoxy hexyloxycarbonyloxy group, preferably them ethoxycarbonyloxy, 
ethoxycarbonyloxy, methoxymethoxycarbonyloxy or 2-methoxyethoxycarbonyloxy group, more preferably the meth- 
oxycarbonyloxy or 2-methoxyethoxycarbonyloxy group. 

[0038] In the present invention, the "(substituted or unsubstituted C2.7 alkoxycari3onyloxy)-C<|.6 all<yl group (said 
substituent is a C^^g alkoxy group)" represents, in addition to the above-described "(C2.7 alkoxycarbonyloxy)-C.,.e alkyi 
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group", for example, a C2.7 alkoxycarbonyloxy group substituted with one C^^q alkoxy group such as methoxymethox- 
ycarbonyloxymethyl, 2-methoxyethoxycart)onyloxynn ethyl, 3-m et h oxy p ropoxycarbony I oxy methyl, 4-methoxybutoxy- 
carbonyloxymethyl, 5-methoxypentyloxycarbonyioxymethyl, 6-methoxyhexyloxycarbonyloxymethyl, 2-(methoxymeth- 
oxycarbonyloxy)ethyl, 2-(2-methoxyethoxycarbonyloxy)ethyl or 2-(ethoxymethoxycarbonyioxy)ethyl, preferably the 
methoxycarbonyioxymethyl, ethoxycarbonyloxymethyl, 2-(methoxycarbonyloxy)ethyl, methoxymethoxycarbony- 
loxymethyl or 2-methoxyethoxycarbonyloxymethyl group, more preferably the methoxycarbonyioxymethyl or 2-meth- 
oxyethoxycarbonyloxy methyl group. 

[0039] In the present invention, the "(ph6noxy)-Ci.6 alkyi group" represents, for example, the above-described "0^.3 
alkyi group" substituted with one phenoxy group, such as phenoxymethyl, 1-phenoxyethyl, 2-phenoxyethyi, 3-phenox- 
ypropyl, 4-p hen oxy butyl, 5-phenoxypentyl or 6-phenoxyhexyl, preferably the phenoxymethyl or 1 -phenoxyethyl group. 
[0040] In the present Invention, the "substituted or unsubstituted phenoxy group (said substituent(s) is (are) 1 to 5 
substituents which are selected from the below-described substituent group A and may be the same or different)" or 
"the substituted or unsubstituted phenoxy moiety (said substituent(s) is (are) 1 to 5 substituents which are selected 
from the below-described substituent group A and may be the same or different) of the (substituted or unsubstituted 
phenoxy)-C^^ alkyi group (said substituent(s) is (are) 1 to 5 substituents which are selected from the below-described 
substituent group A and may be the same or different)" represents, for example, a phenoxy, methylphenoxy, ethylphe- 
noxy, propylphenoxy, Isopropylphenoxy. dimethylphenoxy, trimethylphenoxy, trifluoromethylphenoxy, methoxyphe- 
noxy, dimethoxyphenoxy, trimethoxyphenoxy, ethoxyphenoxy, isopropoxyphenoxy, methyl enedioxyphenoxy, ethylen- 
edioxyphenoxy, cyanophenoxy, nitrophenoxy, chlorophenoxy, dichlorophenoxy, fluorophenoxy, difluorophenoxy, chlo- 
ro-methylphenoxy, fluoro-methylphenoxy, methoxycarbonylphenoxy, chloro-methoxyphenoxy or acetylaminophenoxy 
group, preferably the phenoxy, 2-fluorophenoxy, 3-fluorophenoxy, 4-ftuorophenoxy, 2,4-dichlorophenoxy, 3-trifluor- 
omethylphenoxy, 2-methylphenoxy, 3-methoxyphenoxy, 4-methoxyphenoxy, 3-cyanophenoxy, or 4-cyanophenoxy 
group, more preferably the phenoxy, 2-f!uorophenoxy, 4-fluorophenoxy, 4-methoxyphenoxy or 3-cyanophenoxy group. 
[0041] In the present invention, the "(substituted or unsubstituted phenoxy)-C^^ alkyi group (said substituent(s) is 
(are) 1 to 5 substituents which are selected from the beiow-described substituent group A and may be the same or 
different)" represents, for example, a phenoxymethyl, methylphenoxymethyl, ethylphenoxymethyl, propylphenoxyme- 
thyl, isopropylphenoxymethyl, dimethylphenoxymethyl, trimethylphenoxymethyl, trifluoromethylphenoxymethyl, meth- 
oxyphenoxymethyl, d i met h oxy phenoxy methyl, trimethoxyphenoxymethyl, ethoxyphenoxymethyl, isopropoxyphe- 
noxymethyl, methylenedioxyphenoxymethyl, ethylenedioxyphenoxym ethyl, cyanophenoxymethyl, nitrophenoxyme- 
thyl, chlorophenoxymethyl, dichlorophenoxymethyl, fluorophenoxymethyl, difluorophenoxymethyl, chloro-methylphe- 
noxymethyl, fluoro-methylphenoxymethyl, methoxycarbonylphenoxymethyl, chloro-methoxyphenoxymethyl, 
acetylaminophenoxymethyl, 1-phenoxyethyl, 1 -(methylphenoxy)ethyl, 1-(trifluoromethyIphenoxy)ethyl, 1-(methoxy- 
phenoxy)ethyl, 1-(dimethoxyphenoxy)ethyl, 1-(trimethoxyphenoxy)ethyl, 1-(isopropoxyphenoxy)ethyl, 1-(methylenedi- 
oxyphenoxy)ethyl, 1-(cyanophenoxy)ethyl, 1 -(chlorophenoxy)ethyl, 1-(dichlorophenoxy)ethyl, 1-(fluorophen6xy)ethyl, 
1-(methoxycarbonyIphenoxy)ethyl, or 1-(chloro-methoxyphenoxy)ethyl group, preferably the phenoxymethyl, 2-fluor- 
ophenoxymethyl, 3-fluorophenoxymethyl, 4-fIuorophenoxymethyl, 2,4-dichIorophenoxymethyl, 3-trifluoromethylphe- 
noxymethyl, 2-methylphenoxymethyl, 3-methoxyphenoxymethyl, 4-methoxyphenoxymethyl, 3-cyanophenoxymethyl 
or 4-cyanophenoxymethyl group, more preferably the phenoxymethyl, 2-fluorophenoxymethyl, 4-fluorophenoxymethyl, 
4-methoxyphenoxymethyl or 3-cyanophenoxymethyl group. 

[0042] In the present invention, the "substituted or unsubstituted benzyloxy group (said substituent(s) is (are) 1 to 5 
substituents which are selected from the below-described substituent group A and may be the same or different)" or 
"substituted or unsubstituted benzyloxy moiety (said substituent(s) is (are) 1 to 5 substituents which are selected from 
the below-described substituent group A and may be the same or different)" of the "(substituted or unsubstituted ben- 
zyloxy)-C^.e alkyi group (said substituent(s) is (are) 1 to 5 substituents which are selected from the below-described 
substituent group A and may be the same or different)" represents, for example, a benzyloxy, methylbenzyloxy, ethyl- 
benzyloxy, propylbenzyloxy, isopropylbenzyloxy, dimethylbenzyloxy, trimethylbenzyloxy, trifluoromethylbenzyloxy, 
methoxybenzyloxy, dimethoxybenzyloxy, trimethoxybenzyloxy, ethoxybenzyloxy, isopropoxybenzyloxy, methylenedi- 
oxybenzyloxy, ethylenedioxybenzyloxy, cyanobenzyloxy, nitrobenzyloxy, chlorobenzyloxy, dichlorobenzyloxy, fluor- 
obenzyloxy, difluorobenzyloxy, chloro-methylbenzyloxy, fluoro-methylbenzyloxy, methoxycariaonylbenzyloxy, chloro- 
methoxybenzyloxy, or acetylaminobenzyloxy group, preferably the benzyloxy, methylbenzyloxy, isopropylbenzyloxy, 
cyanobenzyloxy, nitrobenzyloxy, chlorobenzyloxy or methoxycarbonylbenzyloxy group, more preferably the benzyloxy 
group. 

[0043] In the present invention, the "(substituted or unsubstituted benzyloxy)-C^.3 alkyi group (said substituent(s) is 
(are) 1 to 5 substituents which are selected from the below-described substituent group A and may be the same or 
different)" represents, for example, a benzy loxymethyl, methylbenzyloxymethyl, ethylbenzy loxymethyl, propylbenzy- 
loxymethyl, isopropylbenzyloxymethyl, dimethylbenzyloxymethyl, trimethylbenzyloxymethyl, trifluoromethylbenzy- 
loxymethyl, methoxybenzyloxymethyl, dimethoxybenzy loxymethyl, trimethoxybenzyloxymethyl, ethoxybenzyloxyme- 
thyl, isopropoxybenzyloxymethyl, methylenedioxybenzy loxymethyl, ethylenedioxybenzyloxymethyl, cyanobenzy- 
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loxymethyl, nitrobenzyloxymethyl, chlorobenzyloxymethyl, dichlorobenzyloxymethyl, fluorobenzyloxymethyl, dlfluor- 
obenzyloxymethyl, chloro-methylbenzyloxymethyl, fluoro-methylbenzyloxymethyl, methoxycarbonylbenzyloxymethyl, 
chloro-methoxybenzyloxymethyl or acetylaminobenzyloxymethyl group, preferably the benzy loxymethyl, methylben- 
zyloxymethyl, isopropylbenzyloxymethyl, cyanobenzyloxymethyl, nitrobenzyloxymethyl, chlorobenzyloxymethyl or 
methoxycarbonylbenzyloxymethyl group, more preferably the benzyloxymethyl group. 

[0044] In the present invention, the "substituted or unsubstituted heteroaryloxy group (said substituent(s) is (are) 1 
to 3 substituents which are selected from the below-described substituent group B and may be the same or different)" 
or the "substituted or unsubstituted heteroaryloxy moiety (said substituent(s) is (are) 1 to 3 substituents which are 
selected from the below-described substituent group B and may be the same or different)" of the "(substituted or 
unsubstituted heteroaryloxy)-C^.e alky I group (said substituent(s) is (are) 1 to 3 substituents which are selected from 
the below-described substituent group B and may be the same or different)" represents, for example, a 2-pyridyloxy, 
(3-methyl-2-pyridyl)oxy, (6-methyl-2-pyridyl)oxy, (3-methoxy-2-pyridyl)oxy, (6-chloro-2-pyridyl)oxy, 3-pyridyloxy, 

1 - pyrazolyloxy, (4-methyl-1-pyrazolyl)oxy, 3-isoxazolyloxy, (5-methyl-3-isoxazolyl)oxy, (4,5-dimethyl-3-isoxazolyl)oxy, 
(4-chloro-5-phenyl-3-isoxazolyl)oxy, (6-methoxycarbonyl-3-isoxazolyl)oxy, {5-methyl-2-(1,3,4-thiadiazolyl)}oxy, 

2- pyrazinyloxy, 6-quinolyloxy, 8-quinolyloxy, 4-quinazolyloxy, 2-pyrimidinyloxy, (4-methyl-2-pyrimidinyl)oxy, (3,5-dime- 
thyl-2-pyrimidinyl)oxy, 4-pyrimidinyloxy, (2,6-dimethyl-4-pyrimidinyl)oxy, (6-methyl-2-isopropyl-4-pyrimidinyl)oxy, or 

3- benzoisoxazolyloxy, preferably the 2-pyridyloxy, (3-methyl-2-pyridyl)oxy, (6-methyl-2-pyrldyl)oxy, 3-pyridyloxy or 
(4-methyl-1 -pyrazolyl)oxy, more preferably the 2-pyridyloxy, (3-methyl-2-pyridyl)oxy or 3-pyridyloxy group, still more 
preferably the 2-pyridyloxy group. 

[0045] In the present invention, the "(substituted or unsubstituted heteroaryloxy)-Ci.6 alkyi group (said substituent 
(s) is (are) 1 to 3 substituents which are selected from the below-described substituent group B and may be the same 
or different)" represents, for example, 2-pyridy loxymethyl, (3-methyl-2-pyridyl)oxymethyl, (6-methyl-2-pyridyl)oxyme- 
thyl, (3-methoxy-2-pyridyl)oxymethyl, (4-chlGro-2-pyridyl)oxymethyl, (3,5-dich!oro-2-pyridyl)oxymethyt, (4-trifluorome- 
thyl-2-pyridyl)oxymethyl, (3-cyano-6-methyl-2-pyridyl)oxymethyl, (4,6-dimethyl-3-cyano-2-pyridyl)oxymethyl,3-pyridy- 
loxymethyl, (2-chloro-3-pyridyl)oxymethyl, (5-chloro-3-pyridyl)oxymethyl, 1-pyrazoly loxymethyl, (4-methyI-1-pyrazolyl) 
oxymethyl, 5-pyrazolyloxymethyl, (4-methyl-5-pyrazolyl)oxymethyl, 3-isoxazolyloxymethyl, (5-methyl-3-isoxazolyl) 
oxymethyl, (5-isopropyl-3-isoxazolyl)oxymethyl, (4,5-dimethyl-3-isoxazolyl)oxymethyl, (4-fluoro-5-methyl-3-isoxa- 
zolyl)oxymethyl, (4-chloro-5-methyl-3-isoxazolyl)oxymethyl, (4-chloro-5-phenyl-3-isoxazolyl)oxymethyl, (5-methoxy- 
carbonyl-3-isoxazolyl)oxymethyi, 2-(1 ,3,4-thiadiazolyl)oxymethyl, (5-methyl-2-(1 ,3,4-thladiazolyl)}oxymethyl, 2-pyrazi- 
nyloxymethyl, 6-quinolyloxymethyl, 8-quinolyloxymethyl, 4-quinazolyloxymethyl 2-pyrimidinyloxymethyl, (4-methyl- 

2- pyrimidinyl)oxymethyl, (3,5-dimethyl-2-pyrimidinyl)oxymethyl, 4-pyrimidinyloxy methyl, (2,6-dimethyl-4-pyrimidinyl) 
oxymethyl, (6-methyl-2-isopropyl-4-pyrimidinyl)oxymethyl, or 3-benzoisoxazoly loxymethyl, preferably the 2-pyridy- 
loxymethyl, (3-methyl-2-pyridyl)oxymethyl, (6-methyl-2-pyridyl)oxymethyl, (3-methoxy-2-pyridyl)oxymethyl,(2-chloro- 

3- pyridyl)oxymethyl, (5-chloro-3-pyridyl)oxymethyl, 1-pyrazolyloxymethyl, (4-methyl-1-pyrazolyl)oxymethyl, 3-isoxa- 
zolyloxymethyl, (5-methyl-3-lsoxazolyl)oxymethyl, (4,5-dimethyl-3-isoxazolyl)oxymethyl, {5-methyl-2-(1 ,3,4-thiadia- 
zolyl)}oxymethyI, 6-quinolyloxymethyl, (4-methyl-2-pyrimidinyl)oxymethyl or 4-pyrimidinyloxymethyl group, more pref- 
erably, the 2-pyridy loxymethyl, 1-pyrazolyloxymethyl, 3-isoxazolyloxymethyl, (5-methyl-3-isoxazolyl)oxymethyl or 
6-quinolyloxymethyl group, still more preferably the 2-pyridyloxymethyl group. 

[0046] In the present invention, the "(substituted or unsubstituted C^.q alkylamino)-C.|.g alkyi group (said substituent 
is a phenyl group or a C-,^ alkoxy group)" represents, for example, a methylaminomethyl, benzylaminomethyl, meth- 
oxymethylaminomethyl, ethoxymethylaminomethyl, hexyloxymethylaminomethyl, ethylaminomethyl, phenethylami- 
nomethyl, 2-methoxyethylaminomethyl, 2-ethoxyethylaminomethyl, propylaminomethyl, isopropylaminomethyl, 
butylaminomethyl, Isobutylaminomethyl, t-butylaminomethyl, hexylaminomethyl, 2-(methylamino)ethyl, 2-(benzylami- 
no)ethyl, 2-(methoxymethylamino)ethyl, 2-(ethoxymethylamino)ethyl, 2-(ethylamino)ethyl, 2-(propylamino)ethyl, 

2- (butylamino)ethyI, 1-(dimethylamino)ethyl, 2-(dimethylamino)ethyl, 3-(methylamino)propyl, 3-(ethylamino)propyl, 

3- (dlmethylamino)propyl, 4-(methylamino)butyl or 6-(methylamino)hexyl group, preferably the methylaminomethyl, 
benzylaminomethyl, methoxymethylaminomethyl, ethylaminomethyl, propylaminomethyl, isopropylaminomethyl, 
butylaminomethyl, isobutylaminomethyl or t-butylamlnomethyl group, more preferably, the methylaminomethyl group. 
[0047] In the present invention, the "C3.6 alkenylamino group" or the C3.6 alkenylamino moiety of the "(C3.6 alke- 
nylamino)-C-|.6 alkyi group" represents, for example, a linear or branched alkenylamino group having 1 to 6 carbon 
atoms, such as allylamino, 1-propenylamino, 2-methyl-1-propenylamino, 2-methyl-2-propenylamino, 3-butenylamino, 
2-methyl-2-butenylamino or 4-pentenylamino group, preferably the allylamino group. 

[0048] In the present Invention, the "(03.3 alkenylamino)-C^.e alkyi group" represents, for example, the above-de- 
scribed alkyi group" substituted with one above-described "C3.6 alkenylamino group", such as allylaminomethyl, 
1 -propenylaminomethyl, 2-methyl-1 -propenylaminomethyl, 2-methyl-2-propenylaminomethyl, 3-butenylaminomethyl, 
2-methyl-2-butenylaminomethyl, 4-pentenylaminomethyl, 2-(allylamino)ethyl, 3-(allylamino)propyl, 4-(allylamino)butyl 
or 6-(allylamino)hexyl group, preferably the allylaminomethyl group. 

[0049] In the present invention, the "(phenylamino)-C^^ alkyi group" represents, for example, the above-described 
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"C^.Q alkyi group" substituted with one phenylamino group, such as a phenylaminomethyl, 1 -(phenylamino)ethyl, 2-(phe- 
nylamino)ethyl, 3-(phenylamino)propyl, 4-(phenylamino)butyl or 6-(phenylamino)hexyl group, preferably the phe- 
nyiaminomethyl group. 

[0050] In the present invention, the "N-(C^.6 allcyi)anilino moiety of the {N-(C^.e ail<yl)aniiino}-C^.e alicyi group" rep- 
5 resents, for example, an anilino group to which one above-described "C-,.6 alkyI group" is bonded at the nitrogen atom 
thereof, such as N-methylanilino, N-ethylanilIno, N-propylanilIno, N-isopropylanilino, N-butytanilino or N-hexylanilino 
group, preferably the N-methylanilino group. 

[0051] In the present invention, the "{N-(Ci.6 aIkyl)anllino}-Ci.6 aikyi group" represents, for example, the above- 
described "C-^-s all<yl group" substituted with the above-deschbed one "N-(C^.e alkyl)anilino group", such as N-meth- 
10 ylanilinomethyl, N-ethylanilinomethyl, 1-(N-methylanilino)ethyl, 2-(N-methylanilino)ethyl, 3-(N-methylanillno)propyl or 
6-(N-methylanillno)hexyl group, preferably the N-methylanilinomethyl group. 

[0052] In the present Invention, the "substituted or unsubstituted 5- or 6-membered nitrogen-containing saturated 
heterocyclic group (said substituent(s) is (are) 1 or 2 C^.g aikyi groups which may be the same or different, and said 
heterocyclic group may additionally Include one ring oxygen atom or NH group" or the "substituted or unsubstituted 5- 

is or 6-membered nitrogen-containing saturated heterocyclic moiety (said substltuent(s) Is (are) 1 or 2 C^.g alky I groups 
which may be the same or different and said heterocyclic moiety may additionally include one ring oxygen atom or NH 
group) of the (substituted or unsubstituted 5- or 6-membered nitrogen-containing saturated heterocyclic)-C^.g alkyi 
group (said substituent(s) is (are) 1 or 2 C^.e alkyI groups which may be the same or different and the heterocyclic 
moiety of said heterocyclylalkyi may additionally include one ring oxygen atom or NH group)" represents, for example, 

20 the 1-pyrrolldinyl, piperidino, 1-plperazlnyl, morpholino or 2, 6-dimethylmorphollno group, preferably the piperidino, mor- 
pholino or 2,6-dimethylmorpholino group, more preferably the morpholino group. 

[0053] In the present invention, the "(substituted or unsubstituted 5- or 6-membered nitrogen-containing saturated 
heterocyciyl)-Ci.g aikyi group (said substituent(s) is (are) 1 or 2 C^.g alky! groups which may be the same or different 
and the heterocyclic moiety of said heterocyclylalkyi group may additionally Include one ring oxygen atom or NH group)" 
25 represents, for example, the 1-pyrrolidinylmethyl, 2,5-dimethyM-pyrrolidinylmethyl, piperidinomethyl, 2,6-dimethyl- 
piperidinomethyl, l-piperazinylmethyl, 2,6-dlmethyl-1-piperazinylmethyl, morpholinomethyl, 3-methylmorpholinome- 
thyl or 2,6-dimethylmorpholinomethyl group, preferably the 1-pyrrolidlnylmethyl, piperidinomethyl or 6-dimethylmor- 
phollnomethyl group. 

[0054] In the present invention, the "substituted or unsubstituted C^.g-alkylthio group (said substituent is a phenyl or 

30 Q alkoxy group)" or the "substituted or unsubstituted C^.g alkylthio moiety (said substituent is a phenyl or C^.^ alkoxy 
group)" of the "(substituted or unsubstituted C^.g alkyIthlo)-C-|.g aikyi group (said substituent is a phenyl or C^.g alkoxy 
group)" represents, for example, a methylthio, benzylthio, methoxymethylthio, ethoxymethylthio, hexyloxymethylthio, 
ethylthio, phenethylthio, 2-methoxyethylthlo, 2-ethoxyethy!thlo, propylthio, Isopropylthio, butylthio, isobutylthio, t- 
butylthio. or hexylthio group, preferably the methylthio, benzylthio, methoxymethylthio, ethylthio, propylthio, isopro- 

35 pylthio, butylthio, isobutylthio, or t-butylthio group, more preferably the methylthiomethyl group. 

[0055] In the present Invention, the "(substituted or unsubstituted C^.g alkylthlo)-C^.g alkyI group (said substituent is 
a phenyl or C^.g alkoxy group)" represents, for example, a methylthiomethyl, benzylthiomethyl, methoxymethylthlome- 
thyl, ethoxymethylthlomethyl, hexyloxymethylthlomethyl, ethylthlomethyl, phenethylthiomethyl, 2-methoxyethylthiome- 
thyl, 2-ethoxyethylthiomethyl, propylthiomethyl, isopropylthiomethyl, butylthlomethyl, isobutylthiomethyl, t-butylthiome- 

40 thyl, hexylthiomethyl, 2-(methylthio)ethyl, 2-(benzylthio)ethyl, 2-(methoxymethyithlo)ethyl, 2-(ethoxymethylthio)ethyl, 
2-(ethylthlo)ethyl, 2-(propylthlo)ethyl, 2-(butylthlo)ethyl, 1-(dimethylthio)ethyl, 2-(dimethylthlo)ethyl, 3-(methylthlo)pro- 
pyl, 3-(ethylthio)propyl, 3-(dimethylthio)propyl, 4-(methylthio)butyl or 6-(methylthio)hexyl group, preferably the meth- 
ylthiomethyl, benzylthiomethyl, methoxymethylthiomethyl, ethylthiomethyl, propylthiomethyl, isopropylthiomethyl, 
butylthlomethyl, isobutylthiomethyl, ort-butylthiomethyl group, more preferably the methylthiomethyl group. 

45 [0056] In the present invention, the "C3.6 alkenylthio group" or the C^^ alkenylthio moiety of the "(C3.g alkenylthio) 
-C^^ alkyi group" represents a linear or branched alkenylthio group having 1 to 6 carbon atoms, such as allylthio, 
1-propenylthio, 2-methyl-1-propenylthio, 2-methyl-2-propenylthio, 3-butenylthio, 2-methyl-2-butenylthio, or 4-pente- 
nylthio group, preferably the allylthio group. 

[0057] In the present invention, the "(C3.g alkenylthio)-C^.g alkyI group" represents, for example, the above-described 
alkyi group" substituted with one above-described "63^ alkenylthio group", such as the allylthlomethyl, 1 -prope- 
nylthiomethyl, 2-methyl-1-propenytthlomethyl, 2-methyl-2-propenylthlomethyl, 3-butenylthlomethyl, 2-methyl-2-bute- 
nylthiomethyl, 4-pentenylthiomethyl, 2-(allyithio)ethyl, 3-(allylthio)propyl, 4-(allylthio)butyl or 6-(allylthio)hexyl group, 
preferably the allylthlomethyl group. 

[0058] In the present invention, the "substituted or unsubstituted phenylthio group (said substltuent(s) Is (are) 1 to 5 
55 substituents which are selected from the below-described substituent group A and may be the same or different)" or 
the "substituted or unsubstituted phenylthio moiety (said substituent(s) is (are) 1 to 5 substituents which are selected 
from the below-described substituent group A and may be the same or different) of the (substituted or unsubstituted 
phenylthlo)-Ci.g alkyI group (said substituent(s) is (are) 1 to 5 substituents which are selected from the below-described 
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substituent group A and may be the same or different)" represents, for example, a phenylthio, methylphenylthio, ethyl- 
phenylthio, propylphenylthio, isopropylphenylthio, dimethylphenylthio, trimethylphenylthio, trifluoromethylphenylthio, 
methoxyphenytthio, dimethoxyphenylthio, trimethoxyphenylthio, ethoxyphenylthio, isopropoxyphenylthio, methylene- 
dioxyphenylthlo, ethylenedloxyphenylthio, cyanophenylthio, nitrophenylthio, chlorophenylthio, dichlorophenylthio, 
fluorophenylthio, difluorophenylthio, chloro-methylphenylthio, fluoro-methylphenylthio, methoxycarbonylphenylthro, 
chloro-methoxyphenylthio, or acetylaminophenylthio group, preferably the phenylthio, methylphenylthio, isopropylphe- 
nylthio, methoxyphenylthio, cyanophenylthio, nitrophenylthio, chlorophenylthio, or methoxycarbonylphenylthio group. 
[0059] In the present invention, the "(substituted or unsubstituted phenylthio)-Ci.6 alky! group (said substituent(s) is 
(are) 1 to 5 substituents which are selected from the below-described substituent group A and may be the same or 
different)" represents, for example, a phenylthiomethyl, methylphenylthiomethyl, ethylphenylthiomethyl, propylphe- 
nylthiomethyl, isopropylphenylthiomethyl, dimethylphenylthiomethyl, trimethylphenylthiomethyl, trifluoromethylphe- 
nylthiomethyl, methoxyphenylthiomethyl, dimethoxyphenylthiomethyl, trimethoxyphenylthiomethyl, ethoxyphenylthi- 
omethyl, isopropoxyphenylthiomethyl, methylenedioxyphenylthiomethyl, ethylenedioxyphenylthiom ethyl, cyanophe- 
nylthiomethyl, nitrophenylthiomethyl, chlorophenylthiomethyl, dichlorophenylthiomethyl, fluorophenylthiomethyl, dif- 
luorophenylthiomethyl, chloro-methylphenylthiomethyl, fluoro-methylphenylthiomethyl, methoxycarbonylphenylthi- 
omethyl, chloro-methoxyphenylthiomethyl, acetylaminophenylthiomethyl, 1-phenylthioethyl, 1 -(methylphenylthio) 
ethyl, 1-(trifluoromethylphenylthio)ethyl. 1 -(methoxyphenylthio) ethyl, 1-(dimethoxyphenylthio)ethyl, 1-(trimethoxyphe- 
nylthio)ethyl, 1 -(isopropoxyphenylthio)ethyl, 1 -(methylenedioxyphenylthio)ethyl, 1 -(cyanophenylthio)ethyl, 1 -(chloroph- 
enylthio)ethyl, 1-(d}chlorophenylthio)ethyl, 1-(fluorophenylthio)ethyl, 1-(methoxycarbonylphenylthio)ethyl or 1-(chloro- 
methoxyphenylthio)ethyl group, preferably, the phenylthiomethyl, methylphenylthiomethyl, isopropylphenylthiomethyl, 
methoxyphenylthiomethyl, cyanophenylthiomethyl, nitrophenylthiomethyl, chlorophenylthiomethyl or methoxycarbo- 
nylphenylthiomethyl group. 

[0060] In the present invention, the "substituted or unsubstituted heteroarylthio group (said substituent(s) is (are) 1 
to 3 substituents which are selected from the below-described substituent group B and may be the same or different)" 
or the "substituted or unsubstituted heteroarylthio moiety (said substituent(s) is (are) 1 to 3 substituents which are 
selected from the below-described substituent group B and may be the same or different) of the (substituted or unsub- 
stituted heteroarylthio)-Ci.6 alkyi group (said substituent(s) is (are) 1 to 3 substituents which are selected from the 
below-described substituent group B and may be the same or different)" represents, for example, a 2-oxo-1 -pyridylthio, 
2-pyridylthio, 2-pyrimidinylthio, 2-imidazolylthio, 1-methyl-2-imida2olylthio, 2-(1 ,3,4-thiadiazolyl)thio, 5-methyl- 

2- (1 ,3,4-thiadiazolyl)thio, 6-trifluoromethyl-2-pyridylthio, 3-methoxy-2-pyridylthio, 3-cyano-2-pyridylthio, 4-chloro- 
5-phenyl-3-isoxazolylthio, or 5-methoxycarbonyl-3-isoxa2olylthio group, preferably the 2-oxo-1 -pyridylthio, 2-pyridylth- 
io, 1-methyl-2-imidazolylthio, or 5-methyl-2-(1 ,3,4-thiadiazolyl)thio group, more preferably the 2-oxo-1 -pyridylthio, 

1- methyl-2-imidazolylthio, or 5-methyl-2-(1 ,3,4-thiadia2olyl)thio group. 

[0061] In the present Invention, the "(substituted or unsubstituted heteroarylthio)-Ci.g alkyI group (said substituent 
(s) is (are) 1 to 3 substituents which are selected from the below-described substituent group B and may be the same 
or different)" represents, for example, a 1-pyridylthiomethyl, (2-oxo-1-pyridyl)thiomethyl, 2-pyridylthiomethyl, 2-pyri- 
midinylthiomethyl, 2-imidazolylthiomethyl, (1-methyl-2-lmida2olyl)thiomethyl, 2-(1 ,3,4-thiadiazolyl)thiomethyl, {5-me- 
thyl-2-(1 ,3,4-thiadiazolyl)}thiomethyl, (6-trifluoromethyl-2-pyridyl)thiomethyl, (3-methoxy-2-pyridyl)thiomethyl, (3-cy- 
ano-2-pyridyl)thiomethyl, (4-chloro-5-phenyl-3-isoxazolyl)thiomethyl, 2-pyrimidylthiomethyl or (5-methoxycarbonyl- 

3- isoxazolyl)thiomethyl group, preferably the (2-oxo-1-pyridyl)thiomethyl, 2-pyridylthiomethyl, (1-methyl-2-imidazolyl) 
thiomethyl, 2-pyrimidylthiomethyl or {5-methyl-2-(1 ,3,4-thiadia2olyl)}thiomethyl group, more preferably, the (1-methyl- 

2- imida2olyl)thiomethyl, 2-pyrimidylthiomethyl or {5-methyl-2-(1 ,3,4-thiadiazolyl)}thiomethyl group, still more preferably 
the (1-methyl-2-imidazolyl)thlomethyl or {5-methyl-2-(1 ,3,4-thiadiazolyl)}thiomethyl group. 

[0062] In the present invention, the "(C2.7 alkoxycartoonyl)-C-|.6 alkyI group" represents, for example, the above- 
described "C^.g group" substituted with one above-described "C2.7 alkoxycartDonyl group", such as the methox- 
ycarbonylmethyl, 1-(methoxycarbonyl)ethyl, 2-(methoxycarbonyl)ethyl, 3-(methoxycarbonyl)propyl, 6-(methoxycarbo- 
nyl)hexyl, ethoxycarbonylmethyl, 2-(ethoxycari3onyl) ethyl, isopropoxycarbonylmethyl or hexyloxycarbonylmethyl 
group, preferably the methoxycarbonylmethyl, 2-(methoxycarbonyl)ethyl, ethoxycarbonylmethyl or2-(ethoxycarbonyl) 
ethyl group, more preferably the 2-(methoxycarbonyl)ethyl group. 

[0063] In the present invention, the "substituted or unsubstituted heteroaralkyi group (said substituent(s) is (are) 1 
to 3 substituents which are selected from the below-described substituent group B and may be the same or different)" 
represents for example, 2-pyridylmethyl, (2-oxo-1 -pyridyl)methyl, (3-methyl-2-oxo-1-pyridyl)methyl, (5-methyl-2-oxo- 
1 -pyridyOmethyl, (3-methoxy-2-oxo-1 -pyridyl)methyl, (3,5-dichloro-2-oxo-1 -pyridyl)methyl, (5-trifluoromethyl-2-oxo- 
1 -pyridyl)methyl, (4-oxo-1-pyridyl)methyl, (3,5-dichloro-4-oxo-1-pyridyl)methyl, 2-pyridylmethyl, 3-pyridyImethyl, 4-py- 
ridylmethyl, 1-pyrazolylmethyl, (4-methyl-1-pyrazolyl)methyl. (3,5-dimethyl-1-pyrazolyl)methyl, (4-bromo-1-pyrazolyl) 
methyl, 1-lmidazolylmethyl, (2-methyl-1-imida20lyl)methyl, (4,5-dichloro-1-imidazolyl)methyl, {4,5-di(methoxycarbo- 
nyl)-1-imidazolyl}methyl, 3-isoxazolylmethyl, (5-methyl-3-isoxazolyl)methyl, 1-(1 ,2,4-triazolyl)methyl, 2-pyrimidinylme- 
thyl, (2-oxo-1-pyrimidinyl)methyl, or2-furylmethyl group, preferably the (2-oxo-1-pyridyl)methyl, 2-pyridylmethyl, 3-py- 
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ridylmethyl, (3,5-dimethyl-1-pyrazolyI)methyl, (4-bromo-1-pyrazolyl)methyl or {5-methyl-3-isoxazolyl)methyl group, 
more preferably the 2 -py ridylmethyl, 3-pyridylmethyl or (5-methyl-3-isoxazolyl)methyl group, still more preferably the 
2-pyridylmethyl group. 

[0064] In the present invention, the "substituted or unsubstituted heteroaryl group (the substituent(s) Is (are) 1 to 3 
substituents which are selected from the below-described substltuent group B and may be the same or different)" 
represents, for example, a 2-furyl, 2-thienyI, 5-(1 ,2,3-thiadia2olyl), 4-methyl-5-(1 ,2,3-thiadiazolyl), 4-pyridyl, 2,6-dichlo- 
ro-4-pyridyl, 1-imidazo!yl, 4,5-dichloro-1-imida20lyl, 2-pyrroIyl or 1 -methyl-2-pyrrolyl group, preferably the 2-furyl, 
2-thienyl, 2,6-dichloro-4-pyridyl or 1 -methyl-2-pyrrolyl group. 

[0065] In the present invention, the "(C^^ alkoxy)-C^^ alkoxy group" represents, for example, the above-described 
alkoxy group" substituted with the above-described one "C^.g alkoxy group", such as methoxymethoxy, 2-meth- 
oxyethoxy, 3-methoxypropoxy, 4-methoxybutoxy, 5-methoxypentyloxy, ethoxymethoxy, (2-ethoxy)ethoxy, pro- 
poxymethoxy, isopropoxymethoxy, butoxymethoxy, isobutoxymethoxy, t-butoxymethoxy, pentyloxymethoxy or hexy- 
loxymethoxy group, preferably the above-described "0^.2 alkoxy group" substituted, at the alkoxy moiety therof, with 
1 to 3 alkoxy groups, more preferably the methoxymethoxy, (2-methoxy)ethoxy or ethoxymethoxy group, more prefer- 
ably, the (2-methoxy)ethoxy group. 

[0066] In the present invention, the "(C^.e alkylamino)-C.|^ alkoxy group" represents, for example, a methylami- 
nomethoxy, benzylaminomethoxy, methoxymethylaminomethoxy, ethoxymethylamlnomethoxy, hexyloxymethylami- 
nomethoxy, ethylaminomethoxy, phenethylaminomethoxy, 2-methoxyethylaminomethoxy, 2-ethoxyethylaminometh- 
oxy, propylaminomethoxy, isopropylaminomethoxy, butylaminomethoxy, iso butyl am inomethoxy, t-butylaminomethoxy, 
hexylaminomethoxy, 2-(methylamino)ethoxy, 2-(ben2ylamino)ethoxy, 2-(methoxymethylamino)ethoxy, 2-(ethoxymeth- 
ylamino)ethoxy, 2-(ethyiamino)ethoxy, 2-(propylamino)ethoxy, 2-(butylamino)ethoxy, 1-(dimethylamino)ethoxy, 
2-(dimethylamino)ethoxy, 3-(methylamino)propoxy, 3-(ethylamino)propoxy, 3-(dimethylamino)propoxy, 4-(methylami- 
no)butoxy or 6-(methylamino)hexyloxy group, preferably, the methyl am inomethoxy, benzylaminomethoxy, meth- 
oxymethylaminomethoxy, ethylaminomethoxy, propylaminomethoxy, isopropylaminomethoxy, butylaminomethoxy, iso- 
butylaminomethoxy or t-butylaminomethoxy group, more preferably, the methylaminomethoxy or ethylaminomethoxy 
group, still more preferably, the methylaminomethoxy group. 

[0067] In the present invention, the "dl(Ci.6 alkyl)amino-Ci^ alkoxy group" represents, for example, the above-de- 
scribed "C.,.6 alkoxy group" substituted with the above-described one "di(C^.6 alkyl)amino group", such as the dimeth- 
ylaminomethoxy, diethy lam inomethoxy, ethylm ethylaminomethoxy, dipropylaminomethoxy, dihexylaminomethoxy, 

1- (dimethylamlno)ethoxy, 2-(dimethylamino)ethoxy, 3-(dimethylamlno)propoxy, or 6-(dlmethylamlno)hexyloxy group, 
preferably the dimethylaminomethoxy, diethylaminomethoxy or ethylmethy lam Inomethoxy group, more preferably the 
dimethylaminomethoxy group. 

[0068] In the present invention, the "substituted or unsubstituted heteroaralkyloxy group (said substituent(s) is (are) 
1 to 3 substituents which are selected from the below-described substituent group B and may be the same or different) 
represents, for example, a 2-pyridylmethoxy, 3-pyridylmethoxy, 4-pyridylmethoxy, 1-pyrazolylmethoxy, 1 -imidazolyl- 
methoxy, 3-isoxazolylmethoxy, 1-(1 ,2,4-triazolyl)methoxy, 2-pyrimidinylmethoxy, 2-furylmethoxy, (6-trifluoromethyl- 

2- pyridyl)methoxy, (5-phenyl-2-methyl-3-f uryl)methoxy, (6-chloro-2-pyridyl)methoxy, (5-cyano-3-methyl-1 -pyrazolyl) 
methoxy or (5-methoxycarbonyl-1-pyrazolyl)methoxy group, preferably, the 2-pyrldylmethoxy group. 

[0069] In the present Invention, the "C3.7 cycloalkoxy group" represents, for example, a cyclopropoxy, cyclobutoxy, 
cyclopentyloxy, cyclohexyloxy or cycloheptyloxy group, preferably the cyclopropoxy, cyclobutoxy, or cyclohexyloxy 
group, more preferably the cyclopropoxy group. 

[0070] In the present Invention, the "substituted or unsubstituted C^.^ alkylamino group (said substituent is a phenyl 
or alkoxy group)*' represents, for example, the methylamino, benzylamino, methoxymethylamino, ethoxymethyl- 
amino, hexyloxymethylamino, ethylamino, phenethylamino, 2-methoxyethylamino, 2-ethoxyethylamino, propylamine, 
isopropylamino, butylamino, isobutylamino, t-butylamino or hexylamino group, preferably the methylamino, benzylami- 
no, methoxymethylamino, ethylamino, 2-methoxyethylamlno, propylamine, Isopropylamino, butylamino, isobutylamino 
or t-butylamino group. 

(1) In the present invention, R** is preferably a alkyi group, a cyclohexyl group or a phenyl group; more pref- 
erably, a 0^.2 alkyI group; 

still more preferably, a methyl group. 

(2) In the present invention, is preferably a hydrogen atom or a alkyl group; 

more preferably, a hydrogen atom or a methyl group; still more preferably, a hydrogen atom. 

(3) In the present invention, R^ is preferably a C.,.5 alkyl, cyanomethyl, 2-cyanoethyl, hydroxy methyl, 2-hydroxye- 
thyl, methoxymethyl, ethoxymethyl, 2-methoxyethyl, acetoxymethyl, methylaminomethyl, ethylaminomethyl, pro- 
pylamlnomethyl, isopropylamlnomethyl, butylamlnomethyl, Isobutylaminomethyl, t-butylaminomethyl, dlmethyl- 
aminomethyl, diethylamlnomethyl, ethylmethylaminomethyl, 1-pyrrolidinylmethyl, piperidinomethyl, {C1.2 
alkyl-C3.6 cycloalkyl)-C-,.2 alkyl, (fluoro-C3.6 cycloalkyl)-Ci.2 (clifluoro-C3.6 cycloalkyl)-C^.2 a'ky>. tetrahydro- 
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furanyl-Ci.2 alkyi, tetrahydropyranyl-C^.2 alkyi, halo-C^^ alkyi (said halogen substituent(s) is (are) 1 to 3 fluorine 
atoms or chlorine atonns which are the same), benzyl, methylbenzyl, isopropylbenzyl, methoxybenzyl, cyanobenzyl, 
nitrobenzyl, chlorobenzyi, methoxycarbonylbenzyl, 3-thienylmethyl, acetyl, cyclohexyl, 3-butenyl, phenyl, methyl- 
phenyl, isopropylphenyt, methoxyphenyl, cyanophenyl, nitrophenyl, chlorophenyl, fluorophenyl or methoxycarbo- 
nylphenyl group; 

more preferably, a C4.5 alkyi group, cyclobutylmethyl, {methylcyclobutyl)methyl, tetrahydrofuranylmethyl, cy- 
clopentylmethyl, (methylcyclopentyl)methyl, (fluorocyclopentyl)m ethyl, (djfluorocyclopentyl)methyl, tetrahydro- 
pyranylmethyl, cyclohexylmethyl, cyclopentenylmethyl, chloromethyl, 1 ,1-dlfluoroisobutyl, 3,3,3-trifluoro-2-trifluor- 
omethylpropyl, 3,3,3-trifluoro-2-methylpropyl, 3,3,3-trifluoro-2,2-dimethylpropyl or cyclopentyl group; 
still more preferably, a branched C4.5 alkyi, cyclobutylmethyl, (methylcyclobutyl)methyl, tetrahydrofuranyl, cy- 
clopentylmethyl, (fluorocyclopentyl)methyl, (difluorocyclopentyl)methyl, tetrahydropyranylmethyl, cyclohexylme- 
thyl, cyclopent-2-enylmethyl, cyclopent-3-enylmethyl, 1 ,1-difluoroisobutyl, 3,3,3-trifluoro-2-trifluoromethylpropyl, 
3,3.3-trifIuoro-2-methylpropyl, or 3,3,3-trifluoro-2,2-dimethylpropyl group; 

particularly preferably, the isobutyl, cyclobutylmethyl, tetrahydrofuranylmethyl, cyclopentyl methyl, 3,3,3-trif- 
luoro-2-methylpropyl or 3,3,3-trifluoro-2,2-dimethylpropy! group. 

(4) In the present invention, R** is preferably a hydrogen, fluorine or chlorine atom, or a alkyi, cyanomethyl, 
2-cyanoethyl, hydroxymethyl, hydroxyethyl, hydroxypropyl, trifluoromethyl, trichloromethyl, difluoromethyl, dichlo- 
romethyl, fluoromethyl, chloromethyl, bromomethyl, (0^.4 alkoxy)-C^.2 alkyi, methoxymethoxymethyl, (2-methoxy) 
ethoxymethyl, 2-(methoxymethoxy)ethyl, allyloxy methyl, 2-allyloxyethyl, butyryloxym ethyl, isobutyryloxymethyl, 
pivaloyloxymethyl, cyclopropylcarbonyloxymethyl, 2-methyl-1 -butenoyloxymethyl, 2-methyl-2-butenoyloxymethyl, 
methoxyacetoxymethyl, 2-methoxybutyryloxymethyl, ethoxyacetoxymethyl, methoxycarbonyloxymethyl, ethoxy- 
carbonyloxymethyl, 2-(methoxycart)onyloxy)ethyl, methoxymethoxycarbonyloxymethyl, 2-methoxyethoxycarbo- 
nyloxymethyl, p h en oxy methyl, 2-fluorophenoxymethy!, 3-fluorophenoxymethyl, 4-f!uorophenoxymethyl, 
2,4-dichlorophenoxymethyl, 3-tnfluoromethylphenoxymethyl, 2-methylphenoxymethyl, 3-methoxyphenoxymethyl, 
4-methoxyphenoxymethyl, 3-cyanophenoxymethyl, 4-cyanophenoxymethyl, benzyloxy, methylbenzyloxy, isopro- 
pylbenzyloxy, cyanobenzyloxy, nitrobenzyloxy, chlorobenzyloxy, methoxycarbonylbenzyloxy, 2-pyridyloxymethyl, 
(3-methyl-2-pyridyl)oxymethyl, (6-methyl-2-pyridyl)oxymethyl, (3-methoxy-2-pyrldyl)oxymethyl, (2-chloro-3-pyrl- 
dyl)oxymethyl, (5-chloro-3-pyridyl)oxymethyl, 1-pyrazolyloxymethyl, (4-methyM-pyrazolyl)oxymethyl, 3-isoxa- 
zolyloxymethyl, (6-methyl-3-isoxazolyl)oxymethyl, (4,5-dimethyl-3-isoxa20lyl)oxymethyl, {5-methyl-2-(1 ,3,4-thiadi- 
azolyl)}oxymethyl, 6-quinolyloxymethyl, (4-methyl-2-pyrimidlnyl)oxymethyl, 4-pyrimidinyloxymethyl, methylami- 
nomethyl, benzylaminomethyl, m ethoxym ethyl am inom ethyl, ethylaminomethyl, propylaminomethyl, isopropylaml- 
nomethyl, butylaminomethyl, isobutylaminomethyl, t-butylamlnomethyl, allylaminomethyl, phenylamlnomethyl, N- 
methylanilinomethyl, dimethylaminomethyl, diethylaminomethyl, ethylmethylaminomethyl, piperidinomethyl, mor- 
pholinomethyl, 2,6-dimethylmorpholinomethyl, methylthiomethyl, benzylthiomethyl, methoxymethylthiomethyl, 
ethylthiomethyl, propylthiomethyl, isopropylthiomethyl, butylthiomethyl, isobutylthiomethyl, t-butylthiomethyl, al- 
lylthiomethyl, phenylthiomethyl, methylphenylthiomethyl, isopropylphenyithiomethyl, methoxyphenylthiomethyl, 
cyanophenylthlomethyl, nitrophenylthiomethyl, chlorophenylthiomethyl, methoxycarbonylphenylthiomethyl, 
(2-0X0-1 -pyridyl)thiomethyl, 2-pyridylthiomethyl, (1-methyl-2-imidazolyl)thiomethyl, 2-pyrimidylthiomethyl, {5-me- 
thyl-2-(1 ,3,4-thiadiazolyl))thiomethyl, methoxycarbonylm ethyl, 2-(methoxycarbonyl)ethyl, ethoxycarbonylmethyl, 
2-(ethoxycarbonyl)ethyl, benzyl, methylbenzyl, isopropylbenzyl, methoxybenzyl, cyanobenzyl, nitrobenzyl, chlo- 
robenzyl, fluorobenzyl, methoxycarbonylbenzyl, 2-pyridylmethyl, (2-oxo-1-pyndyl)methyl, (3-methyl-2-oxo-1 -pyri- 
dyl)methyl, (5-methyl-2-oxo-1 -pyridyl)methyl, (3-methoxy-2-oxo-1 -pyridyl)methyl, (3,5-dichloro-2-oxo-1 -pyridyl) 
methyl, (5-trifluoromethyl-2-oxo-1 -pyridyl)methyl, (4-oxo-1 -pyridyl)methyl, {3,5-dlchloro-4-oxo-1 -pyridyl)methyl, 
2-pyridylmethyl, 3-pyridylm ethyl, 4-pyridylmethyl, 1 -pyrazolylmethyl, (4-methyl-1-pyrazolyl)methyl, (3,5-dlmethyl- 

1 - pyrazolyl)methyl, (4-bromo-1 -pyrazolyl)methyl, 1-imidazolylmethyl, (2-methyl-1-imidazolyl)methyl, (4,5-dichlo- 
ro-1 -imidazolyl)methyl, {4,6-di(methoxycarbonyl)-1 -imldazolyl}methyl, 3-isoxazolylmethyl, (5-methyl-3-isoxazolyl) 
methyl, 1-{1,2,4-triazolyl)methyl, 2-pyrimidinylmethyl, (2-oxo-1-pyrimldinyl)methyl, 2-furylmethyl, C3.6 cycloalkyi, 
phenyl, methylphenyl, isopropylphenyl, methoxyphenyl, cyanophenyl, nitrophenyl, chlorophenyl, methoxycarbo- 
nylphenyl, 2-furyI, 2-thienyl, 2,6-dichloro-4-pyridyl, 1 -methyl-2-pyrrolyl, C3.5 alkenyl, methoxycarbonyl, ethoxycar- 
bonyl, Ci.4aIkoxy, methoxymethoxy, (2-methoxy)ethoxy, ethoxymethoxy, methylaminomethoxy, ethylaminometh- 
oxy, dimethylaminomethoxy, d i ethyl ami nometh oxy, ethylm ethyl am inometh oxy, 2-pyridylmethoxy, 3-pyridylmeth- 
oxy, 4-pyridylmethoxy, 1 -pyrazolylmethoxy, 1 -imidazolylmethoxy, 3-isoxazolylmethoxy, 1-(1,2,4-triazolyl)methoxy, 

2- pyrimidinylmethoxy, 2-furyImethoxy, (6-trifluoromethyl-2-pyridyl)methoxy, (5-phenyl-2-methyl-3-furyl)methoxy, 
(6-chloro-2-pyridyl)methoxy, (5-cyano-3-methyl-1 -pyrazolyl)methoxy, (5-methoxycarbonyl-1 -pyrazolyl)methoxy, 
cyclopropoxy, cyclobutoxy, cyclohexyloxy, allyloxy, phenoxy, 2-fluorophenoxy, 3-fluorophenoxy, 4-fluorophenoxy, 
2.4-dichlorophenoxy, 3-trifluoromethylphenoxy, 2-methylphenoxy, 3-methoxyphenoxy, 4-methoxyphenoxy, 3-cy- 
anophenoxy, 4-cyanophenoxy, benzyloxy, methylbenzyloxy, isopropylbenzyloxy, cyanobenzyloxy, nitrobenzyloxy, 
chlorobenzyloxy, methoxycarbonylbenzyloxy, 2-pyridyloxy, (3-methyl-2-pyridyl)oxy, (6-methyl-2-pyridyl)oxy, 



13 



EP 1 304 325 A1 



(3-methoxy-2-pyridyl)oxy, (6-chloro-2-pyriclyl)oxy, 3-pyridyloxy, 1 -pyrazolyloxy, (4-methyl-1 -pyrazolyl)oxy, 3-isox- 
azolyloxy, (5-methyl-3-isoxa20lyl)oxy, (4,5-climethyl-3-lsoxazolyl)oxy, (4-chloro-5-phenyl-3-isoxazoIyl)oxy, 
(5-methoxycarbonyl'3-isoxazolyl)oxy, {5-methyl-2-(1,3,4-thiacliazolyl))oxy, 2-pyra2inyloxy, 6-quinolyioxy, 8-qul- 
nolyloxy, 4-quinazolyloxy, 2-pyrimidinyloxy, (4-methyl-2-pyrimidinyl)oxy, (3,5-dimethyl-2*pyrimidinyl)oxy, 4-pyri- 
midinyloxy, (2,6-dimethyl-4-pyrimidinyl)oxy, (6-methyl-2-isopropyl-4-pyrimidinyl)oxy, 3-benzoisoxazolyloxy, meth- 
ylaminomethyl, benzylaminomethyl, methoxymethylamlnomethyl, ethylaminomethyl, propylamlnomethyl, isopro- 
pylaminomethyl, butylaminomethyl, isobutylaminomethyl, t-butylaminomethyl, allylamino, dimethylamino, diethyl- 
amino, ethylmethyiamino, piperidino, moipliolino, 2,6-dimethylmorpholtno, methylthio, benzylthio, methoxymeth- 
yithio, ethylthio, propylthio, isopropylthio, butylthio, Isobutylthio, t-butyfthio, allylthio, phenylthio, methylphenylthio, 
isopropylphenylthio, methoxyphenylthio, cyanophenylthio, nitrophenylthio, chlorophenylthio, methoxycarbonyl- 
phenylthio, 2-oxo-1-pyrldylthio, 2-pyrldylthlo, 1 -nnethyl-2-imldazolylthio or 5-methyl-2-(1 ,3,4-thiadiazolyl)thio 
group; 

more preferably, a a'ky'. methoxymethyl, ethoxymethyl, 2-methoxyethyl, butyryloxymethyl, isobutyry- 
loxymethyl, pivaloyloxymethyl, cyclopropylcarbonyloxymethyl, methoxyacetoxymethyl, methoxycarbonyloxyme- 
thyl, 2-methoxyethoxycarbonyloxymethyl, p h en oxym ethyl, 2-pyridyloxymethyl, 1 -pyrazolyloxymethyl, 3-lsoxazoly- 
loxymethyl, (5-methyl-3-isoxazolyl)oxymethyl, 6-quinolyloxymethyl, (1-methyl-2-jmidazolyl)thlomethyl, 2-pyrimi- 
dylthiomethyl, {5-methyl-2-(1,3,4-thiadiazolyl)}thlomethyl, methoxybenzyl, fluorobenzyl, (2-oxo-1-pyrldyl)methyl, 
2-pyridylmethyl, 3-pyridylmethyl, (3,5-dlmethyl-1-pyrazolyl)methyl, (4-bromo-1-pyrazolyl)methyl, (5-methyl-3-iso- 
xa2olyl)methyl, cyclopropyl, cyclobutyl, methoxy, ethoxy, Isopropoxy, 2-pyrldylmethoxy, phenoxy, 2-pyrldyloxy, 
(3-methyl-2-pyridyl)oxy, (6-methyl-2-pyrldyl)oxy, 3-pyridyloxy or (4-methyl-1 -pyrazolyl)oxy group; 

still more preferably, a alkyi, methoxymethyl, cyclopropylcarbonyloxymethyl, phenoxymethyl, 2-pyridy- 
loxymethyl, (1-methyl-2-lmldazolyl)thiomethyl, {5-methyl-2-(1 ,3,4-thiadia20lyl)}thlomethyl, fluorobenzyl, 2-pyridyl- 
methyi, 3-pyridylmethyl, (5-methyl-3-isoxazo!yl)methyl, cyclopropyl, cyclobutyl, methoxy, ethoxy, isopropoxy, 2-py- 
ridylmethoxy, phenoxy, 2-pyridyloxy, (3-methyl-2-pyridyl)oxy, or 3-pyridyloxy group; 

particularly preferably, the methyl, methoxymethyl, 2-pyridyloxymethyi, methoxy, phenoxy, or 2-pyridyloxy 
group. 

(5) In the present invention, Y preferably represents the methyl group, ethyl group, methoxy group, ethoxy group, 
cyano group, nitro group, fluorine atom, chlorine atom, bromine atom, methoxycarbonyl group or ethoxycarbonyl 
group, and 

n is 0 or 1 , preferably 0. 

When the compound (I) of the present invention has, In the molecule thereof, a hydroxyl group, it can be converted 
into the corresponding alkali metal salt, alkaline earth metal salt or ammonium salt. When it has, in the molecule thereof, 
a base portion, it can be converted into the corresponding salt such as sulfate, hydrochloride, nitrate or phosphate. 
Such salts are encompassed in the present Invention, provided that they are usable as an agricultural or horticultural 
fungicide. 

[0071] In the present invention, the "alkali metal salt" means, for example, a sodium salt, potassium salt or lithium 
salt, preferably a sodium salt or potassium salt. 

[0072] In the present invention, the "alkaline earth metal salt" means, for example, a calcium salt or magnesium salt, 
preferably a calcium salt. 

[0073] Hydrates of the compounds of the present invention are also encompassed In the present invention. 
[0074] Some of the compounds of the present invention have an asymmetric carbon. In this case, the invention 
according to the present application encompasses a pure optically active substance or a mixture of several optically 
active substances in any ratio. 

[0075] The compounds of formula (I) of the present invention preferably have: 

(a1) as Ri, a alkyl, cyclohexyl or phenyl group; 
(a2) as R2, a hydrogen atom or alkyl group; 

(a3) as R3, a C-1.5 alkyl, cyanomethyl, 2-cyanoethyl, hydroxy methyl, 2-hydroxyethyl, methoxymethyl, ethoxymethyl, 
2-methoxyethyl, acetoxy methyl, m ethylaminomethyl, ethylaminomethyl, propylaminomethyl, isopropylaminome- 
thyl, butylaminomethyl, isobutylaminomethyl, t-butylaminomethyl, dimethylaminomethyl, diethylaminomethyl, 
ethylmethylaminomethyl, 1-pyrroIidinylmethyl, piperidinomethyl, (C^.2^'^'"^3-6^y*^'°Q'*^')-Ci.2 a'ky'. (fluoro-C3.6 
cycloalkyI)-Ci.2 alkyl, (difluoro-C3.g cycloalkyl)-C^.2 a'kyl tetrahydrofuranyl-C-1.2 alkyl, tetrahydropyranyl-C^.g alkyl. 
halo-Ci.4 alkyl (said halogen substituent(s) is (are) 1 to 3 fluorine atoms or chlorine atoms which are the same), 
benzyl, methylbenzyl, isopropylbenzyl, methoxybenzyl, cyanobenzyl, nitrobenzyl, chlorobenzyl, methoxycarbonyl- 
benzyl, 3-thlenylmethyl, acetyl, cyclohexyl, 3-butenyl, phenyl, methylphenyl, Isopropylphenyl, methoxyphenyl, cy- 
anophenyl, nitrophenyl, chlorophenyl, fluorophenyl or methoxycarbonylphenyl group; 

(a4) as a hydrogen, fluorine or chlorine atom, or a 0^.4 alkyl, cyanomethyl, 2-cyanoethyl, hydroxymethyl, 
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hydroxyethyl, hydroxypropyl, trifluoromethyl, trichloromethyl, difluoromethyl, dichloromethyl, fluoromethyl, chlo- 
romethyl, bromomethyl, (C.,.4 alkoxy)-C^.2 rnethoxymethoxy methyl, (2-methoxy)ethoxy methyl, 2-(meth- 

oxymethoxy)ethyl, allyloxymethyl, 2-allyloxyethyl, butyryloxymethyl, isobutyryioxymethyl, pivaloyloxymethyl, cy- 
clopropylcarbonyloxymethyl, 2-methyl-1-butenoyloxymethyl, 2-methyl-2-butenoyloxymethyl, methoxyacetoxyme- 
thyl, 2Hmethoxybutyryloxymethyl, ethoxyacetoxymethyl, methoxycarbonyloxymethyl, ethoxycarbonyloxymethyl, 

2- (methoxycarbonyloxy)ethyl, methoxymethoxycarbonyloxymethyl, 2-methoxyethoxycarbonyloxymethyl, phe- 
noxymethyl, 2-fluorophenoxymethyl, 3-fluorophenoxymethyl, 4-fluorophenoxymethyl, 2,4-dichIorophenoxymethyl, 

3- trifluoromethylphenoxymethyt, 2-methylphenoxymethyl, 3-methoxyphenoxymethyl, 4-methoxyphenoxymethyl, 
3-cyanophenoxymethyl, 4-cyanophenoxymethyi, benzyloxy, methylbenzyloxy, isopropylbenzyloxy, cyanobenzy- 
loxy, nit robe nzyloxy, chlorobenzyloxy, methoxycarbonylbenzyloxy, 2-pyridyloxymethyl, (3-methyl-2-pyridyl)oxyme- 
thyl, (6-methyl-2-pyrldyl)oxymethyl, (3-methoxy-2-pyrldyl)oxymethyl, (2-chloro-3-pyridyl)oxymethyl, (5-chloro- 
3-pyridyl)oxymethyl, 1-pyrazolyloxymethyl, (4-methyl-1-pyrazolyl)oxymethyl, 3-lsoxazolyloxymethyl, (5-methyl- 
3-lsoxazolyl)oxymethyl, (4,5-dimethyl-3-lsoxazolyl)oxymethyl, {5-methyl-2-(1 ,3,4-thiadlazolyl)}oxymethyl, 6-qul- 
nolyloxymethyl, (4-methyl-2-pyrlmidlnyl)oxymethyl, 4-pyrlmldinyloxymethyl, methylamlnomethyl, benzylaminome- 
thyl, methoxymethylamlnomethyl, ethylamlnomethyl, propylamlnomethyl, Isopropylamlnomethyl, butylaminome- 
thyl, isobutylamlnomethyl, t-butylaminomethyl, allylaminomethyl, phenylaminomethyl, N-methylanllinomethyl, 
dimethylaminomethyl, diethylaminomethyl, ethylmethylamlnomethyl, piperidlnomethyi, morphollnomethyl, 
2,6-dlmethylmorphollnomethyl, methylthiomethyl, benzylthiomethyl, methoxymethylthiomethyl, ethylthlomethyl, 
propylthiomethyl, Isopropylthlomethyl, butylthlomethyl, Isobutylthiomethyl, t-butylthiomethyl, allylthiomethyl, phe- 
nylthlomethyl, methylphenylthlomethyl, isopropylphenylthlomethyl, methoxyphenylthlomethyl, cyanophenylthl- 
omethyl, nitrophenylthlomethyl, chlorophenylthiomethyl, methoxycarbonylphenylthlomethyl, (2-oxo-1-pyridyl)thi- 
omethyl, 2-pyridyIthiomethyl, (1-methyl-2-lmldazolyl)thiomethyl, 2-pyrimldylthlomethyl, {5-methyl-2-(1,3,4-thladia- 
zoiyl)}thlomethyl, methoxycarbony I methyl, 2-(methoxycarbony!)ethyl, ethoxycarbony I methyl, 2-(ethoxycarbonyl) 
ethyl, benzyl, methylbenzyl, isopropylbenzyl, methoxybenzyl, cyanobenzyl, nitrobenzyl, chlorobenzyl, fluoroben- 
zyl, methoxycarbonylbenzyl, 2-pyrldylmethyl, (2-oxo-1-pyrldyl)methyl, (3-methyl-2-oxo-1-pyridyl)methyl, (5-me- 
thyl-2-oxo-1 -pyrldyl)methyl, (3-methoxy-2-oxo-1 -pyridyl)methyl, (3,5-dichloro-2-oxo-1 -pyridyl)methyl, (5-trlfluor- 
omethyl-2-oxo-1 -pyridyl)methyl, (4-oxo-1 -pyridyl)methyl, (3,5-dich!oro-4-oxo-1 -pyridyl)methyl, 2-pyridylmethyI, 
3-pyridylmethyl, 4-pyridylmethyl, 1-pyrazolylmethyl, (4-methyl-1-pyrazolyl)methyl, (3,5-dimethyl-1-pyrazolyl)me- 
thyl, (4-bromo-1-pyrazolyl)methyI, 1-imidazolylmethyl, (2-methyl-1-imidazolyl)methyl, (4,5-dichloro-1-imldazolyl) 
methyl, {4,5-dl(methoxycarbonyl)-1-lmidazolyl}methyl, 3-lsoxazolylmethyl, (5-methyl-3-lsoxazolyl)methyl, 

1- (1,2,4-triazolyl)methyl, 2-pyrimidinylmethyl, (2-oxo-1-pyrlmidinyl)methyl, 2-furylmethyl, C3.6 cycloalkyi, phenyl, 
methylphenyl, isopropylphenyl, methoxyphenyl, cyanophenyl, nttrophenyl, chlorophenyl, methoxycarbonylphenyl, 

2- furyl, 2-thlenyl, 2,6-dlchloro-4-pyridyl, 1 -methyl-2-pyrrolyl, C3.5 alkenyl, methoxycarbony I, ethoxycarbonyl, C^_^ 
atkoxy, methoxymethoxy, (2*methoxy)ethoxy, ethoxymethoxy, methylaminomethoxy, ethytaminomethoxy, dimeth- 
ylamlnomethoxy, diethylaminomethoxy, ethylmethylaminomethoxy, 2-pyridylmethoxy, 3-pyridylmethoxy, 4-pyrldyl- 
methoxy, 1-pyrazolylmethoxy, 1-imidazolylmethoxy, 3-lsoxazolylmethoxy, ,2,4-triazotyl)methoxy, 2-pyrlmldi- 
nylmethoxy, 2-furylmethoxy, (6-tnfluoromethyl-2-pyrldyl)methoxy, (5-phenyl-2-methyl-3-furyl)methoxy, (6-chloro- 
2-pyridyl)methoxy, (5-cyano-3-methyl-1 -pyrazolyl)methoxy, (5-methoxycarbonyl-1 -pyrazolyl)methoxy, cyclopro- 
poxy, cyclobutoxy, cyclohexyloxy, allyloxy, phenoxy, 2-fluorophenoxy, 3-fIuorophenoxy, 4-fluorophenoxy, 
2,4-dichlorophenoxy, 3-trifluoromethylphenoxy, 2-methylphenoxy, 3-methoxyphenoxy, 4-methoxyphenoxy, 3-cy- 
anophenoxy, 4-cyanophenoxy, benzyloxy, methylbenzyloxy, isopropylbenzyloxy, cyanobenzyloxy, nitrobenzyloxy, 
chlorobenzyloxy, methoxycarbonylbenzyloxy, 2-pyridyloxy, (3-methyl-2-pyridyl)oxy, (6-methyl-2-pyridyl)oxy, 
(3-methoxy-2-pyrldyl)oxy, (6-chloro-2-pyridyl)oxy, 3-pyrldyloxy, 1 -pyrazolyloxy, (4-methyl-1 -pyrazolyl)oxy, 3-isox- 
azolyloxy, (5-methyl-3-lsoxazolyl)oxy, (4,5-dimethyl-3-isoxazolyl)oxy, (4-chloro-5-phenyl-3-isoxazolyl)oxy, 
(5-methoxycarbonyl-3-lsoxazolyl)oxy, {5-methyl-2-(1 ,3,4-thladlazolyl)}oxy, 2-pyrazlnyloxy, 6-quinolyloxy, 8-qul- 
nolyloxy, 4-quinazolyloxy, 2-pyrimldinyloxy, (4-methyl-2-pyrimldinyl)oxy, (3,5-dimethyl-2-pyrimidlnyl)oxy, 4-pyri- 
mldlnyloxy, (2,6-dimethyl-4-pyrimldlnyl)oxy, (6-methyl-2-isopropyl-4-pyrimidinyl)oxy, 3-benzoisoxazolyloxy, meth- 
ylamlnomethyl, benzylaminomethyl, methoxymethylamlnomethyl, ethylamlnomethyl, propylamlnomethyl, Isopro- 
pylamlnomethyl, butylaminomethyl, Isobutylamlnomethyl, t-butylamlnomethyl, allylamino, dimethylamino, diethyl- 
amino, ethylmethylamino, piperidino, mofpholino, 2,6-dimethylmorpholino, methylthio, benzylthio, methoxymeth- 
ylthlo, ethylthio, propylthio, isopropylthio, butylthio, isobutylthio, t-butylthio, allylthio, phenylthio, methylphenylthio, 
isopropylphenylthio, methoxyphenylthio, cyanophenylthio, nitrophenylthio, chlorophenylthio, methoxycarbonyl- 
phenylthlo, 2-oxo-1-pyrldylthio, 2-pyrldylthio, 1-methyl-2-lmldazolylthlo or 5-methyl-2-(1,3,4-thiadlazolyl)thio 
group; 

(a5) as Y, a methyl group, ethyl group, methoxy group, ethoxy group, cyano group, nitro group, fluorine atom, 
chlorine atom, bromine atom, methoxycarbonyl group, or ethoxycarbonyl group; and 

as n, 0 or 1 . 
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[0076] The compounds of formula (I) of the invention more preferably have: 

(b1) as a alkyi group; 

(b2) as R2, a hydrogen atom or methyl group; 

(b3) as R3, a C^^ alkyI, cyclobutylmethyl, (methylcyclobutyl)methyl, tetrahydrofuranylmethyl, cyclopentylmethyl, 
(methylcyclopentyl)methyl, (fluorocyclopentyl)methyl, (difluorocyclopentyl)methyl, tetrahydropyranylmethyl, cy- 
clohexylmethyl, cyclopentenylmethyl, chloromethyl, 1 ,1-dlfluorolsobutyl, 3,3,3-trifluoro-2-trifluoromethylpropyl, 
3,3,3-trlfluoro-2-methylpropyl, 3,3,3-trlfluoro-2,2-dlmethylpropyl or cyclopentyl group; 

(b4) as R^, a 0^.2 all<yl, methoxymethyl, ethoxymethyl, 2-methoxyethyl, butyryloxymethyl, isobutyryloxymethyl, 
pivaloyloxymethyl, cyclopropylcarbonyloxymethyl, methoxyacetoxymethyl, methoxycarbonyloxy methyl, 2-meth- 
oxyethoxycarbonyloxymethyl, phenoxymethyl, 2-pyridyloxymethyl, 1 -py razo ly I oxy methyl, 3-isoxazolyloxymethyl, 
(5-methyl-3-isoxa2olyl)oxymethyl, S-quinolyloxymethyl, (1-methyl-2-lmida2olyl)thiomethyl, 2-pyrimidylthiomethyl, 
{5-methyl-2-(1,3,4-thiadiazolyl)}thiomethyl, methoxybenzyl, fluorobenzyl, (2-oxo-1-pyridyl)methyl, 2-pyridylme- 
thyl, 3-pyridylmethyl, (3,5-dimethyl-1-pyrazolyl)methyl, {4-bromo-1-pyrazoIyl)methyl, (5-methyI-3-isoxazolyl)me- 
thyl, cyclopropyl, cyclobutyl, methoxy, ethoxy, isopropoxy, 2-pyridylmethoxy, phenoxy, 2-pyridyloxy, (3-methyl- 
2-pyndyl)oxy, (6-methyl-2-pyridyl)oxy, 3-pyridyloxy or (4-methyl-1-pyrazolyl)oxy group; 
(b5) as n, 0. 

[0077] The compounds of formula (I) of the invention still more preferably have: 

(c1) as R^ a methyl group; 
(C2) as R2, a hydrogen atom; 

(C3) as R3, a branched C4.5 alkyI, cyclobutylmethyl, (methylcyclobutyl)methyl, tetrahydrofuranyl, cyclopentylme- 
thyl, (f luorocyclopentyl)methyl, (difluorocyclopentyl)methyl, tetrahydropyranylmethyl, cyclohexylmethyl, cyclopent- 
2-enylmethyl, cyclopent-3-enylmethyl, 1 ,1-difluorolsobutyl, 3,3,3-trifluoro-2-trifluoromethylpropyl, 3,3,3-trifluoro- 
2-methylpropyl, or 3,3,3-trifluoro-2,2-dlmethylpropyl group; 

(c4) as R^, a alkyI, methoxymethyl, cyclopropylcarbonyloxymethyl, phenoxymethyl, 2-pyridyloxymethyl, 
(1-methyl-2-lmidazolyl)thlomethyl, {5-methyl-2-(1 ,3,4-thladlazolyl)}thiomethyl, fluorobenzyl, 2-pyrldylmethyl, 3-py- 
rldylmethyl, (5-methyl-3-lsoxazolyl)methyl, cyclopropyl, cyclobutyl, methoxy, ethoxy, Isopropoxy, 2-pyridylmethoxy, 
phenoxy, 2-pyridyloxy, (3-methyl-2-pyridyl)oxy, or 3-pyridyloxy group; and 
(c5) as n, 0. 

[0078] The compounds of formula (I) of the Invention more preferably have: 

(d1) as R1, a methyl group; 
(d2) as R2, a hydrogen atom; 

(d3) as ffi, an isobutyl, cyclobutylmethyl, tetrahydrofuranylmethyl, cyclopentylmethyl, 3,3,3-trif(uoro-2-methylpro- 
pyl or 3,3,3-trifluoro-2,2-dimethylpropyl group; 

(d4) as R^, a methyl, methoxymethyl, 2-pyridyloxymethyl, methoxy, phenoxy or 2-pyridyloxy group; 
(d5) as n, 0. 

[0079] The typical compounds of the present invention will be exemplified below in Table 1 , but the present invention 
Is not limited to or by them. 

[0080] In the table, the following abbreviations are used: "Me" for methyl, "Et" for ethyl, "Pr" for propyl, "iPr" for 
Isopropyl, "cPr for cyclopropyl, "Bu" for butyl, "IBu" for isobutyl, "tSu" for tert-butyl, "cBu" for cyclobutyl, "Pent" for 
pentyl, "iPenr for isopentyl, "neoPent" for neopentyl, "cPent" for cyclopentyl, "Hex" for hexyl, "cHex" for cyclohexyl, 
"Ph" for phenyl", "2-Me-Ph" for 2-methylphenyl, "2,4-Cl2-Ph" for 2,4-dichlorophenyl, "Bn" for benzyl, "3-Pyr" for 
3-pyridyl, "2-Fur" for 2-furyl, "2-Thi" for 2-thlenyl, "Thidz" for 6-(1 ,2,3-thiadiazolyl", "2-Thida" for 2-(1 .3,4-thiadiazolyl), 
"1-Triz" for 1-(1 ,2,4-triazolyl), "1-Pyrd" for 1-pyrrolldinyl, "1-Pip" for piperidino, "4-Mor" for morpholino, "5-Me-3-lsox" 
for 5-methyl-3-isoxazotyl, "1 -Pyza" for 1 -pyrazolyl, "2-oxo-1 -Pyr" for 2-oxo-1 -pyridyl, "6-Quino" for 6-quinolyl, "4-Quina" 
for 4-quinazolinyl, "2-Pym" for 2-pyrimidlnyl, "2-lmid" for 2-imidazolyl, "4-Pyz" for 4-pyrazinyl, "2-Pyrr*' for 2-pyrrolyl, 
"3-Bisox" for 3-benzoisoxazolyl, "CN" for cyano, "Ac" for acetyl. "(3,4-OCH20-)-Ph" for 3,4-methylenedioxyphenyl, 
"Nor" for bicyclo[2.2.1 ]hept-2-yl, "cPent-3-en" for 3-cyclopentenyl, "2-Thf" for tetrahyrofuran-2-yl, "Thp" for tetrahydro- 
pyran-4-yl, "2-Thio" for 2-thienyl, "Np" for naphthyl, "5-Me" In "(Y)^" for methyl bonded to the 5-position of benzyl, and 
"H" in "(Y)n" for n=0. 
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CH2(2-Me-cPent) 


tBu 


10-49 


Me 


H 


CH2(2-Me-cPent) 


CF3 


10-50 


Me 


H 


CH2(2-Me-cPent) 


OPh 


10-51 


Me 


H 


CH2(2-Me-cPent) 


CHaOMe 


10-52 


Me 


H 


CH2{2-Me-cPent) 


CHaOPh 


10-53 


Me 


H 


CH2(2-Me-cPent) 


CH2OAC 


10-54 


Me 


H 


CHa (2-Me-cPent) 


OMe 


10-55 


Me 


H 


CHjO-Me-cPent) 


Me 


10-56 


Me 


H 


CHaO-Me-cPent) 


Et 


10-57 


Me 


H 


CHaO-Me-cPent) 


CPr 


10-58 


Me 


H 


CH2(3-Me-cPent) 


tBu 


10-59 


Me 


H 


CHjO-Me-cPent) 


CF3 


10-60 


Me 


H 


CH2(3-Me-cPent) 


OPh 


10-61 


Me 


H 


CHjO-Me-cPeht) 


CHaOMe 


10-62 


Me 


H 


CHjO-Me-cPent) 


CHaOPh 


10-63 


Me 


H 


CH2(3-Me-cPent) 


CH2OAC 


10-64 


Me 


H 


CHaO-Me-cPent) 


CX^e 


10-65 


Me 


H 


CHjd-F-cPent) 


Me 


10-66 


Me 


H 


CHa (1-F-cPent) 


cPr 


10-67 


Me 


H 


CH2 (1-F-cPent) 


tBu 


10-68 


Me 


H 


CHid-F-cPent) 


CFj 


10-69 


Me 


H 


CHad-F-cPent) 


OPh 


10-70 


Me 


H 


CHjd-F-cPent) 


CHaOMe 


10-71 


Me 


H 


CHaCl-F-cPent) 


CHaOPh 


10-72 


Me 


H 


CHad-F-cPent) 


OMe 


10-73 


Me 


H 


CH2(2,2-F2-cPent) 


Me 


10-74 


Me 


H 


CH2(2,2-F2-cPent) 


Bt 


10-75 


Me 


H 


CH2(2,2-F2-cPent) 


cPr 


10-76 


Me 


H 


CH2(2,2-F2-cPent) 


tBu 


10-77 


Me 


H 


CH2(2,2-F2-cPent) 


CF3 


10-78 


Me 


H 


CH2 (2, 2-F2-cPent) 


OPh 


10-79 


Me 


H 


CHj (2, 2-P2-cPent) 


CH20Me 


10-80 


Me 


H 


CH2(2,2-F2-cPent) 


CHaOPh 


10-81 


Me 


H 


CH2(2,2-F2-cPent) 


OMe 


10-82 


Me 


H 


CH2 (1-Me-cBu) 


Me 


10-83 


Me 


K 


CHad-Me-cBu) 


Et 
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10-84 


Me 


H 


CH2{l-Me-cBu) 




u 
n 




10-85 


Me 


H 


CHjd-Me-cBu) 




xi 


5 


10-86 


Me 


H 


CHa (1-Me-cBu) 




n 




1 0- A7 


Me 


H 


CH-* (1-Me-cBu) 


OPh 


H 




10-88 


Me 


H 


CHj ( 1 - Me - CdU / 




n 


10 


10-89 


Me 


H 


CH2 (l-Me-CDu; 




u 
n 




10-90 


Me 


H 


CH3 (1-Me-cBu) 


OMe 


TJ 

n 




10-91 


Me 


H 


CH2-2-Thf 


Me 


u 
n 




10-92 


Me 


H 


CH2-2-Tnf 


Et 


n 


15 














10-93 


Me 


H 


CH2-2-Thf 


cPr 


H 




10-94 


Me 


H 


CH2-2-Thf 


tBu 


H 




10-95 


Me 


H 


CH2-2-Thf 


CFs 




20 


10-96 


Me 


H 


CHa-2-Thf 


OPh 


H 




i w — 7 / 


Me 




CH2-2-Thf 


CHaOMe 


H 




10-98 


Me 


H 


CH2-2-Thf 


CHaOPh 


H 


25 


10-99 


Me 


H 


CH2-2-Thf 


OMe 


■FT 

H 




10-100 


Me 


H 


CH2-3-Thf 


Me 


H 




10-101 


Me 


H 


CH2-3-Thf 


Et 


H 




10-102 


Me 


H 


CH2-3-Thf 


cPr 


H 


30 
















10-103 


Me 


H 


CH2-3-Thf 


tBu 


H 




10-104 


Me 


H 


CH2-3 -Thf 


CF3 


TJ 

n 




10-105 


Me 


H 


CH2-3-Tnf 


OPh 


TJ 
11 




10-106 


Me 


H 


CH2-3-Thf 


CHaOMe 


IT 

n 




10-107 


Me 


H 


CH2-3-Thf 


CHaOPh 


H 




10-108 


Me 


H 


CH2-3-Thf 


OMe 


H 


40 


10-109 


Me 


H 


CHaThp 


Me 


TT 
H 




10-110 


Me 


H 


CHaThp 


£t 


H 




10-111 


Me 


H 


CH2Thp 


cPr 


H 




10-112 


Me 


H 


CHaThp 


tBu 


Tf 

ri 


45 












H 




10-113 


Me 


H 


CHjThp 


CF3 




10-114 


Me 


H 


CHjThp 


OPh 


TT 

n 




10-115 


Me 


H 


CHjThp 


CHaOMe 


H 


SO 


10-116 


Me 


H 


CHjThp 


CHaOPh 


H 




10-117 


Me 


H 


CHjThp 


OMe 


H 




10-118 


Me 


H 


CHaThp 


CHaO-2-Pyr 


H 


55 


10-119 


Me 


H 


CHaThp 


CHaOAc 


H 




10-120 


Me 


H 


CHaThp 


Bn 


H 
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10-121 


Me 


H 


CHjThp 


CH2- (3-aMe-Ph) 


H 


10-122 


Me 


H 


CHaThp 


CH2O- (4-F-Ph) 


H 


10-123 


Me 


H 


CHaThp 


CH2O- (3-F-Ph) 


H 


10-124 


Me 


H 


CHaThp 


CHaO- (2,4-P2-Ph) 


H 


10-125 


Me 


H 


CHaThp 


CH2O- (3-Cl-Ph) 


H 


10-126 


Me 


H 


CHaThp 


CHsSPh 


H 


10-127 


Me 


H 


CHjThp 


OCH2-{3,4- (0Me)2- 


Ph) H 


10-128 


Me 


H 


CHjThp 


NHCH2-{3,4- (0Me)2- 


Ph} H 


10-129 


Me 


H 


CHjThp 


OCH2- (4-F-Ph) 


H 


10-130 


Me 


H 


CHjThp 


NHCH2- (4-F-Ph) 


H 


10-131 


Me 


H 


CHjThp 


CX:Ha-3-Pyr 


H 


10-132 


Me 


H 


CH^Thp 


NHCH2-2-Pyr 


H 


10-133 


Me 


H 


CHjThp 


0-2-Pyr 


H 


10-134 


Me 


H 


CHjThp 


S-2-Pyr 


H 


10-135 


Me 


K 


CHjThp 


0- (2-Cl-Ph) 


H 


10-136 


Me 


H 


CHjThp 


0- (4-P-Ph) 


H 


10-137 


Me 


H 


CH^Thp 


O-8-Quino 


H 


10-138 


Me 


H 


CHaThp 


O-3-Isox 


H 


10-139 


Me 


H 


CH2-2-Thio 


Me 


H 


10-140 


Me 


H 


CH2-2-Thio 


Et 


H 


10-141 


Me 


H 


CH2-2-Thio 


cPr 


H 


10-142 


Me 


. H 


CH2-2-Thio 


tBu 


H 


10-143 


Me 


H 


CHa-2-Thio 


CF3 


H 


10-144 


Me 


H 


CHa-2-Thio 


OPh 


H 


10-145 


Me 


H 


CH2-2-Thio 


CHaOMe 


H 


10-146 


Me 


H 


CH2-2-Thio 


CHaOPh 


H 


10-147 


Me 


H 


CHa-2-Thio 


OMe 


H 


10-148 


Me 


H 


CH2-3-Thio 


Me 


H 


10-149 


Me 


H 


CH2-3-Thio 


Et 


H 


10-150 


Me 


H 


CH2-3-Thio 


cPr 


H 


10-151 


Me 


H 


CH2-3-Thio 


tBu 


H 


10-152 


Me 


H 


CH2-3-Thio 


CF3 


H 


10-153 


Me 


H 


CH2-3-Thio 


OPh 


H 


10-154 


Me 


H 


CH2-3-Thio 


CHaOMe 


H 


10-155 


Me 


H 


CH2-3-Thio 


CHaOPh 


H 


10-156 


Me 


H 


CH2-3-Thio 


OMe 


H 


10-157 


Me 


H 


CH2CMe2CFi 


Me 


H 
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H 


CH^CMe^CFi 


Bt 




Mo 
PICS 






cPr 


X V X D U 


Me 


H 


CH^CMe^CFa 


tBu 


X V X O X 


Me 


H 


CH2CMe2CF3 


CF3 


X w X u ^ 


Me 


H 


CH2CMe2CF3 


OPh 


X U X V .3 




H 


CH^CMe^CFi 


CH20Me 


X U X Q ^ 


Me 




CH->CMe»CFi 


CH20Ph 


J. U X D D 




•u 


CH^CMe-»CF-» 


OMe 


± U * X oo 


PIC 


n 


CHFCHMe*. 


Me 


lU "■ lo / 


Pie 


TJ 


wxix ^x**'iC2 


Et 




fie 


xl 


^xir \vXiPie2 


cPir 




Mo 

Pie 


ijr 
n 




tBu 


X V/ X / w 


Mo 




CHFCHMe^ 






Mo 


u 

XX 


\^nc •C2 


OPh 


1 A _ T 'JO 


Mo 

Pie 


17 
XI 


PHFCnMe, 
\>.nr k«fn*iC2 


CHiOMe 


T A - 1 "7 
XKJ " X / 4 


Mo 
Pie 


17 
XI 


v»n£^ ^xxi 1^2 


CHoOAc 


lu - X f *± 


Mo 

Pie 


IT 

xl 




OMe 


1 A 1 "7 C 




17 


k^\jv.xii*je2 


Mo 
lie 


XO - 1 /o 


Pie 


xl 


oor^MMo^ 

U.VJ^XllTie2 


Rt" 


XU - X / / 


Mo 
Pic 


17 
Xl 


^NyV«.XliuC2 


CPlT 


1 A 1 IQ 

X vj - X /o 


Mo 

Pie 


17 
Xl 


v^vjk»ripie2 




X 0 - X / y 


Mo 

Pie 


Xl 


^wv..xipje2 


PF« 


1 A 1 fi A 

XU - XOU 


Mo 

Pie 


17 
Xl 


pnn4Mo« 
i.<j^i»npie2 


OPh 


XU ' XOX 


Mo 


17 

n. 


pOPHMo- 
WV./v^xii*ic:2 


CHoOMe 


X U ~ X 


Mo 


Xa 


COPHMo- 
ji c 2 


CH^OPh 


X w X O «3 


Me 


n 


COCHMes 


OMe 


X U " xou 


Mo 

PIC 


17 

n 


PP-PHMo, 


Me 


1 A _ T p c 
X U - X O D 


Mo 
pie 


17 
XT 


PT?«PHMo-. 

V^X" 2\-,Xjl'JC2 


Et 


X u - X O O 


Mo 
Pie 


xl 


^^-X* 2^XlPlt22 


^ It X 


1 A 1 ft"? 

X U - Xo / 


Mo 

Pie 


ij 
xl 


PIT PUMo 

v-r 2v-ilP4e2 




T A 1 ft G 

XU- Xoo 


Mo 


L7 
Xl 


2^x1* •e2 


PF, 


10-189 


Me 


H 


CF2CHMe2 


OPh 


10-190 


Me 


H 


CF2CHMe2 


CHaOMe 


10-191 


Me 


H 


CFjCHMea 


CHaOPh 


10-192 


Me 


H 


CFaCHMea 


OMe 


10-193 


Me 


H 


CHaCHCCFjja 


Me 


10-194 


Me 


H 


CH2CH(CF3)2 


Et 



44 



EP 1 304 325 A1 



10 



15 



20 



25 



30 



35 



40 



45 



50 



55 



10-195 


Me 


H 


CHaCHtCF,)^ 


cPr 




H 


10-196 


Me 


H 


CHaCHCCFj)^ 


tBu 




H 


10-197 


Me 


H 


CH2CH(CF3)2 


CF3 




H 


10-198 


Me 


H 


CH2CH(CFj)2 


OPh 




H 


10-199 


Me 


K 


CH2CH(CF3)2 


CHaOMe 




H 


10-200 


Me 


H 


CHjCHCCFa)^ 


CHaOPh 




H 


10-201 


Me 


H 


CHjCHCCFa)^ 


OMe 




H 


10-202 


Me 


H 


CFjCPent 


Me 




H 


10-203 


Me 


H 


CFjcPent 


Et 




H 


10-204 


Me 


H 


CFjCPent 


cPr 




H 


10-205 


Me 


H 


CF^cPent 


tBu 




H 


10-206 


Me 


H 


CFjCPent 


CF3 




H 


10-207 


Me 


H 


CFaCPent 


OPh 




H 


10-208 


Me 


H 


CFacPent 


CHaOMe 




H 


10-209 


Me 


H 


CFacPent 


CHaOPh 




H 


10-210 


Me 


H 


CFacPent 


OMe 




H 


10-211 


Me 


H 


cPent 


Me 




H 


10-212 


Me 


H 


cPent 


EC 




H 


10-213 


Me 


H 


cPent 


cPr 




H 


10-214 


Me 


H 


cPent 


tBu 




H 


10-215 


Me 


H 


cPent 


CF3 




H 


10-216 


Me 


H 


cPent 


OPh 




H 


10-217 


Me 


H 


cPent 


CHaOMe 




H 


10-218 


Me 


H 


cPent 


CHaOPh 




H 


10-219 


Me 


H 


cPent 


OMe 




H 


11-1 


Me 


H 


CHaCHMeCFj 


CHaOAc 




H 


11-2 


Me 


H 


CHaCHMeCFj 


CH2OH 




H 


11-3 


Me 


H 


CHaCHMeCPj 


CHaOCOcPr 




H 


11-4 


Me 


H 


CHaCHMeCFa 


CHjSCHaCN 




H 


11-5 


Me 


H 


CHaCHMeCFa 


OBn 




H 


11-6 


Me 


H 


CH^CHMeCFa 


OCH2-{3,4- (0Me)2- 


Ph} 


H 


11-7 


Me 


H 


CHjCHMeCFa 


0 - 2 - Pyr 




H 


11-8 


Me 


H 


CH2CHMeCF3 


NHBn 




H 


11-9 


Me 


H 


CHjCHMeCFa 


NHCH2-{3, 4- (OMe)a- 


Ph) 


H 


11-10 


Me 


H 


CHaCPent 


CHaOAc 




H 


11-11 


Me 


H 


CHaCPent 


CH2OH 




H 


11-12 


Me 


H 


CHaCPent 


CHaOCOcPr 




H 
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11-13 


Me 


H 




11-14 


Me 


H 


5 


11-15 


Me 


H 




11 -16 


Me 


H 




11-17 


Me 


H 


10 


11-18 


Me 


H 




11-19 


Me 


H 




11-20 


Me 


H 




11-21 


Me 


H 


15 










11-22 


Me 


H 




11-23 


Me 


H 




11-24 


Me 


H 


20 


11-25 


Me 


H 






Me 






11-27 


Me 


H 


25 


11-28 


Me 


H 




11-29 


Me 


H 




11-30 


Me 


H 




11-31 


Me 


H 


30 










11-32 


Me 


H 




11-33 


Me 


H 




11-34 


Me 


H 


35 


11-35 


Me 


H 




11-36 


Me 


H 




11-37 


Me 


H 


40 


11-38 


Me 


H 




11-39 


Me 


H 




11-40 


Me 


H 




11-41 


Me 


H 


45 










11-42 


Me 


H 




11-43 


Me 


H 




11-44 


Me 


H 


SO 


11-45 


Me 


H 




11-46 


Me 


H 




11-47 


Me 


H 


55 


11-48 


Me 


H 




11-49 


Me 


H 



CHaCPenc 


PH*QPW OKI 


n 


CH2CPent 




n 


CHacPent 


\JUM2 - \ 3 , 4 — \ ; 2 Jrli / 


21 


CH2cPent 


0-2-Py3r 


u 
n 


CH2cPent: 


KTITDi-1 


n 


CH2CFenc 


iNriV-.rl2 ^ -3 / ^ / 2 * ** J 


14 
n 


iBu 


^ -Me - cfx 


It 


iBu 




It 


iBu 


CH2OCOCH2C i 


n 


iBu 


CH2OCOCHC 1 2 


TT 

rl 


iBu 


CH2SAC 


rt 


iBu 


CH2SCH2CN 


H 


iBu 


CH=CH2 


It 


iBu 


1-Br-Et 


ri 


iBu 


OCH2-2-NP 


xl 


iBu 


OCH2- (4-F-Pn) 


rl 


iBu 


OCH2 - V 3 , 4 - F2 - Pn ; 


TT 

rl 


iBu 


OCHj- (3-Cl-Pn) 


TT 

rl 


iBu 


OCH2- (4-Cl-Pri) 


H 


iBu 


OCH2- C3 , 4*Ci2-Pn; 


tl 


iBu 


OCH2- v3-Me-Pri; 


u 

n 


iBu 


OCH2- (4-Me-Pn) 


rl 


iBu 


OCH2- (3-OMe-PnJ 


rl 


iBu 


ocHj- ^4-OMe-pn; 


u 
n 


iBu 


0CH2 " V 3 , 4 - iOMe } 2 pn ] 


LI 

n 


iBu 


0CH2 - \J,4,5 - \ owe ; 3 - pn / 


£l 


iBu 


OCH2- l4-OCF3-Pn; 


rl 


iBu 


OCH2- k4-SMe-Pn; 


TJ 

n 


iBu 


OCH2- ^4-N02-Pn/ 


rl 


iBu 


NHCH2- (4-F-Pn) 


TJ 

rl 


iBu 


NHCH2- (3-Cl-Pn) 


TT 

H 


iBu 


NHCH2- (4-Cl-Ph) 


H 


iBu 


NHCH2- (3,4-Cl2-Ph) 


H 


iBu 


NHCH2- (4-Me-Ph) 


H 


iBu 


NHCH2- (4-CF3-Ph) 


H 


iBu 


NHCH2- (4-OMe-Ph) 


H 


iBu 


NHCH2-{3,4- (OMe)2-Ph} 


H 
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11-50 Me H iBU NHCH2- (4-N02-Ph) H 

11-51 Me H iBU CHaCHa- { 3 , 4 - (OMe) 2-Ph} H 

5 



[0081] Of the compounds listed above, preferred are Compounds No. 2-38, 2-67, 2-73, 2-75, 3-37, 4-1. 4-2, 4-11, 
4-19, 4-24, 4-41 , 4-43, 4-44, 4-49, 4-51 , 4-54, 4-71 , 4-74, 4-76, 4-77, 4-79, 5-3, 5-4, 5-9, 5-10. 5-51 , 5-52. 5-53, 5-54, 
10 5-94. 5-95, 5-96, 5-97, 5-1 00. 5-1 01 , 5-1 03, 5-1 04, 6-1 , 6-20, 6-55, 6-56. 6-57, 6-65, 6-67, 7-1 , 7-24, 7-28, 7-29, 7-30, 

7- 31, 8-3, 8-4, 8-6, 8-7, 8-12, 8-13, 8-14, 8-15, 8-24, 8-25, 8-27. 8-28, 8-29, 8-32, 8-35, 8-38. 8-40, 8-42, 8-43, 8-48, 

8- 49, 8-50, 8-54, 8-91 , 8-92, 10-1, 10-7, 10-11. 10-17, 10-21, 10-30, 10-51. 10-55, 10-61. 10-65, 10-73. 10-79, 10-81, 
10-82, 10-88, 10-100, 10-114. 10-116, 10-118, 10-121, 10-123, 10-165, 10-175, 10-184. 10-201, 10-217 and 11-3; 
more preferred are Compounds No. 4-11 , 4-24, 4-41 , 4-43, 4-44, 4-49, 4-51 , 4-54, 4-71 , 4-74, 4-76. 4-77. 4-79. 5-3. 

15 5-4, 5-9, 5-10, 5-94, 5-95, 5-96, 5-97, 6-1, 6-20, 6-55, 6-56, 6-57. 6-65, 6-67, 7-1, 7-24, 7-28, 7-29, 7-30, 7-31, 8-3, 
8-4, 8-12, 8-24. 8-27, 8-40, 8-42, 8-48. 8-92, 10-11, 10-17, 10-21, 10-30, 10-65, 10-73, 10-79, 10-81, 10-82. 10-88. 
1 0-1 00, 1 0-1 1 4. 1 0-1 1 6, 1 0-1 1 8, 1 0-1 23, 1 0-1 65. 1 0-1 75, 1 0-1 84, 1 0-201 . and 1 1 -3; still more prefen-ed are Compounds 
No. 4-41 . 4-71 , 4-79, 6-1. 6-20, 6-65, 7-28, 8-3, 10-114. and 10-165. 

The 5-(m-cyanobenzylamlno)pyra2ole derivatives of the present invention can be prepared in accordance with any 
20 one of the below-described IV^ethods A to C. 

[0082] Method A comprises acylating a 5-aminopyrazole derivative of the formula (II), and benzylating the acylated 
derivative, thereby preparing the corresponding 5-(m-cyanobenzylamino)pyrazole derivative of the present invention 
represented by the fonnuia (i). 

25 (Method A) 

[0083] 



35 



40 



45 



50 




[0084] In the above-described reaction scheme, R"", R^, R3, r4^ y and n have the same meanings as described 
above, and X represents a halogen atom, a C^.g alkylsulfonyl group or a phenylsulfonyl group (said phenylsulfonyl 
group may be substituted with 1 to 5 substituents which may be the same or different and are selected from the group 
55 consisting of halogen atoms and C^^ alkyi groups) (preferably a chlorine atom, a methylsulfonyl group, a phenylsulfonyl 
group or a tolylsulfonyl group). 
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(Step A-1) 

[0085] Step A-1 is a step of reacting a 5-aminopyrazole derivative of the formula (It) with an acyl halide derivative of 
the formula (III) or an acid anhydride derivative of the fomnula (IV) in an inert solvent in the presence or absence of a 
5 base, thereby preparing the corresponding N-acylaminopyrazole derivative of the formula (V). 

[0086] Compound (III) or (IV) is employed usually In an amount of from 1 to 3 mol, preferably from 1 .1 to 1 .5 mol, 
per mol of Compound (il). 

[0087] When the base Is used in this step, there is no particular limitation on it, provided that It may ordinarily be 
used as a base. Examples include alkali metal carbonates such as sodium carbonate and potassium carbonate, alkali 

10 metal bicarbonates such as sodium bicarbonate and potassium bicarbonate, alkali metal hydrides such as sodium 
hydride, lithium hydride and potassium hydride; alkali metal hydroxides or alkaline earth metal hydroxides such as 
sodium hydroxide, potassium hydroxide and barium hydroxide; alkali metal alkoxides such as sodium methoxide, so- 
dium ethoxide and potassium t-butoxide; organic bases such as triethylamine, tributylamine, diisopropylethylamtne, 
N-methylmorpholine, pyridine, 4-(N,N-dimethylamino)pyridine, N,N-dimethylaniline, N,N-diethylaniline, 1 ,5-dia2abicy- 

15 clo[4.3.0]non-5-ene, 1 ,4-diazabicyclo[2.2.2]octane (DABCO) and 1 ,8-diazabrcyclo[5.4.0]undec-7-ene (DBU); and or- 
ganic metal bases such as butyl lithium and lithium diisopropytamide. Of these, preferred are the organic bases, with 
pyridine being more preferred. 

[0088] The base is employed usually in an amount of from 1 to 30 mol, preferably from 1.1 to 15 mol per mol of 
Compound (II). 

20 [0089] There is no particular limitation on the solvent usable in this step, provided that It has no adverse effects on 
the reaction. Examples include hydrocarbons such as hexane, cyclohexane, benzene and toluene, halogenated hy- 
drocarbons such as dichloromethane, dichloroethane, chloroform and tetrachloroethane, ethers such as dioxane, di- 
ethyl ether, tetrahydrofuran (THF) and ethylene glycol dimethyl ether, amides such as dim.ethylformamide, dimethyla- 
cetamide and hexamethylphosphoric triamide (HMPA), ketones such as acetone, methyl ethyl ketone, methyl isobutyl 

25 ketone and cyclohexanone, nitriles such as acetonitrile and isobutyronitrile, and esters such as methyl acetate, ethyl 
acetate and propyl acetate. Of these, preferred are the halogenated hydrocarbons and ethers, with dichloromethane, 
dichloroethane and THF being more preferred. 

[0090] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 
but usually ranges from -20 to 150'C, preferably from 0 to go^'C. 
30 [0091] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and re- 
action temperature, but It usually ranges from 10 minutes to 100 hours, preferably from 30 minutes to 72 hours. 
[0092] Compound (II) used in this step is a known compound or can be prepared in a known manner (for example, 
a process as described in Phamriazie, 48(10), 732(1993), or Chemistry and Pharmaceutical Bulletin (Chem. Pharm. 
Bull.), 35(8), 3235(1987)). 

35 

(Step A-2) 

[0093] Step A-2 is a step of reacting an N-acylaminopyrazole derivative of the fomnula (V) with a benzylating reagent 
of the fomnula (VI) in an inert solvent in the presence or absence of a base, thereby preparing the compound of the 
40 formula (1) of the invention. 

[0094] Compound (VI) is employed usually in an amount of from 1 to 3 mol, preferably, from 1 .1 to 1 .5 mol, per mol 
of Compound (V). 

[0095] There is no particular limitation on the base usable in this step, provided that it may ordinarily be used as a 
base. Examples Include alkali metal cari3onates such as sodium carbonate and potassium carbonate, alkali metal 
45 bicarbonates such as sodium bicarbonate and potassium bicarbonate, alkali metal hydrides such as sodium hydride, 
lithium hydride and potassium hydride; alkali metal hydroxides or alkaline earth metal hydroxides such as sodium 
hydroxide, potassium hydroxide and barium hydroxide; alkali metal alkoxides such as sodium methoxide, sodium ethox- 
ide and potassium t-butoxide; organic bases such as triethylamine, tributylamine, diisopropyiethylamlne, N-methylmor- 
pholine, pyridine, 4-(N,N-d!methylamino)pyridine, N,N-dimethylaniline, N,N-diethylaniline, 1 ,5-dia2abicyclo[4.3.0]non- 
50 5-ene, 1 ,4-diazabicyclo[2.2.2]octane (DABCO) and 1 ,8-diazabicyclo[5.4.0]undec-7-ene (DBU); and organic metal bas- 
es such as butyl lithium and lithium diisopropylamlde. Of these, prefenred are the alkali metal hydrides, with sodium 
hydride being more preferred. 

[0096] The base is employed usually in an amount of from 1 to 5 mol, preferably from 1 .1 to 2.5 mol per mol of 
Compound (V). 

55 [0097] There Is no particular limitation on the solvent usable in the present invention, provided that it has no adverse 
effects on the reaction. Examples include hydrocarbons such as hexane, cyclohexane, benzene and toluene, halo- 
genated hydrocarbons such as dichloromethane, dichloroethane, chlorofomn and tetrachloroethane, ethers such as 
dioxane, diethyl ether, tetrahydrofuran (THF) and ethylene glycol dimethyl ether, amides such as dimethylfomiamide, 
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dimethylacetamide and hexamethylphosphoric triamide (HMPA). ketones such as acetone, methyl ethyl ketone, methyl 
isobutyl ketone and cyclohexanone, nitriles such as acetonitrile and isobutyronitrile, and esters such as methyl acetate, 
ethyl acetate and propyl acetate. Of these, preferred are the amides, with dimethylformamide being more preferred. 
[0098] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 
but usually ranges from -20 to 150®C, preferably from 0 to 90*C. 

[0099] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and re- 
action temperature, but it usually ranges from 1 0 minutes to 24 hours, preferably from 30 minutes to 10 hours. 
[0100] Method B comprises benzylating Compound (II) and then acylating the benzylated compound, thereby pre- 
paring the corresponding 5-(m-cyanobenzylamino)pyrazole derivative of the present invention reprensented by the 
formula (I) or (XV). 

(Method B) 

[0101] 




In the above-described reaction scheme, R'', R2, R3, R^, Y and n have the same meanings as described above, and 
R4a represents a C^,q alkoxy, (0^.6 alkoxy)-C^^ alkoxy, (C^. g alkylamino)-C^.g alkoxy, di(C^.6 alkyl)amino-C^.6 
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alkoxy, (substituted or unsubstituted heteroaryl)-Ci.6 alkoxy (said substituent(s) is (are) 1 to 3 substituents which are 
selected from the below-described substltuent group B and may be the same or different), C3.7 cycloalkoxy, C^q alke- 
nyloxy, substituted or unsubstituted phenoxy (said substituent(s) is (are) 1 to 5 substituents which are selected from 
the below-described substltuent group A and may be the same or different), substituted or unsubstituted benzyloxy 

5 (said substituent(s) is (are) 1 to 5 substituents which are selected from the below-described substltuent group A and 
may be the same or different), substituted or unsubstituted heteroaryloxy (said substituent(s) is (are) 1 to 3 substituents 
which are selected from the below-described substltuent group B and may be the same or different), substituted or 
unsubstituted C^.^ alkylamino (said substltuent is a phenyl or C^.^ alkoxy group), C3.6 alkenylamino, di(Ci.g aikyi) 
amino, substituted or unsubstituted 5- or 6-membered nitrogen-containing saturated heterocyclyl (said substltuent(s) 

10 is (are) 1 or 2 C^.g a'kyl groups which may be the same or different, and said heterocyclyl group may additionally 
contain one oxygen atom or NIH group), substituted or unsubstituted C^i.^ alkylthio (said substltuent is a phenyl or 
alkoxy group), C^_q alkenytthio, substituted or unsubstituted phenylthio (said substituent(s) is (are) 1 to 5 substituents 
which are selected from the below-described substltuent group A and may be the same or different), or substituted or 
unsubstituted heteroarytthio group (said substltuent(s) is (are) 1 to 3 substituents which are selected from the below- 

15 described substltuent group B and may be the same or different). 

(Step B-1) 

[0102] Step B-1 is a step of condensing a S-amlnopyrazole derivative of the formula (II) with an aldehyde derivative 
20 of the fomriula (VII) in an inert solvent, thereby preparing the corresponding Imlne derivative of the formula (VIII). 

[0103] Compound (VII) is added usually in an amount of from 1 to 3 mol, preferably from 1 .1 to 1 .5 mol, per mol of 
Compound (II). 

[0104] There is no particular limitation on the solvent usable in this step, provided that it has no adverse effects on 
the reaction. Examples include alcohols such as methanol, ethanol and propanol. Of these, ethanol is preferred. 
25 [01 05] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 
but it usually ranges from -50°C to the boiling point of the solvent, preferably from 10 to 30^C. 
[0106] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and the 
reaction temperature, but it usually ranges from 1 to 48 hours, preferably from 4 to 1 8 hours. 

30 (Step B-2) 

[0107] Step B-2 is a step of reacting Compound (VIII) with a reducing agent in an inert solvent, thereby preparing 
the con-esponding secondary amine derivative of the formula (IX). 

[0108] There is no particular limitation on the reducing agent usable in the present step, provided that it can ordinarily 
35 be used as a reducing agent for reducing an Imlne to the corresponding amine. Examples include lithium aluminum 
hydride sodium borohydride, sodium cyanoborohydride, alane and diborane. Of these preferred Is sodium cyanoboro- 
hydride, 

[01 09] The reducing agent Is added usually In an amount of 1 to 1 0 mol, preferably 2 to 5 mol, per mol of Compound 
(VIII). 

^0 [0110] There is no particular limitation on the solvent usable in the present step, provided that it has no adverse 
effects on the reaction. Examples include alcohols such as methanol, ethanol and propanol, ethers such as dioxane, 
diethyl ether, tetrahydrofuran (THF) and ethylene glycol dimethyl ether, and organic acids such as formic acid, acetic 
acid and propionic acid. Of these, the organic acids are preferred, with acetic acid being more preferred. 
[0111] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 

45 but it usually ranges from -50^C to the boiling point of the solvent, preferably from 10 to 30''C. 

[0112] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and the 
reaction temperature, but it usually ranges from 1 to 24 hours, preferably from 4 to 10 hours. 

(Step B-3) 

50 

[0113] Step B-3 is a step of reacting Compound (IX) with Compound (Ml) or (IV) in an Inert solvent in the presence 
or absence of a base, thereby preparing the corresponding compound (I) of the invention. 
[0114] This step can be carried out In accordance with Step A-1 . 

55 (Step B-4) 

[0115] Step B-4 is a step of reacting Compound (IX) with an acyl chloride fomning reagent of the formula (X), (XI) or 
(XII) in an inert solvent in the presence of a base, thereby preparing the corresponding acyl chloride derivative of the 
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formula (XIII). 

[0116] Compound (X), (XI) or (XII) is added usually in an amount of from 1 to 5 mol, preferably from 1.1 to 2.5 mol 
in the case of Compound (X), usually in an amount of from 0.5 to 2.5 mol, preferably from 0.6 to 1 mol in the case of 
Compound (XI) or usually in an amount of from 0.33 to 1 mol, preferably from 0.35 to 0.5 mol In the case of Comound 

5 (XII), each per mol of Compound (IX). 

[01 1 7] There is no particular limitation on the base usable in this step, provided that it is used as a base in the ordinary 
reaction. Examples include alkali metal carbonates such as sodium carbonate and potassium carbonate, alkali metal 
bicarbonates such as sodium bicarbonate and potassium bicarbonate, alkali metal hydrides such as sodium hydride, 
lithium hydride and potassium hydride; alkali metal hydroxides or alkaline earth metal hydroxides such as sodium 

10 hydroxide, potassium hydroxide and barium hydroxide; alkali metal alkoxides such as sodium methoxide, sodium ethox- 
ide and potassium t-butoxide; organic bases such as triethylamine, tributylamine, diisopropylethylamine, N-methylmor- 
pholine, pyridine, 4-(N,N-dimethylamino)pyridine, N,N-dimethyIanillne, N.N-dlethylaniline, 1 ,5-diazabicyclo[4.3.0]non- 
5-ene, 1 ,4-diazabicyclo[2.2.2]octane (DABCO) and 1 ,8-diazabicyclo[5.4.0]undec-7>ene (DBU); and organic metal bas- 
es such as butyl lithium and lithium dilsopropytamide. Of these, preferred are the organic bases, with triethylamine 

15 being more preferred. 

[01 18] There is no particular limitation on the solvent usable in the present invention, provided that it has no adverse 
effects on the reaction. Examples include hydrocarbons such as hexane, cyclohexane, benzene and toluene, halo- 
genated hydrocarbons such as dichloromethane, dichloroethane, chloroform and tetrachloroethane, ethers such as 
dioxane, diethyl ether, tetrahydrofuran (THF) and ethylene glycol dimethyl ether, amides such as dimethylformamide, 
20 dimethylacetamide and hexamethylphosphorictriamide (HMPA), ketones such as acetone, methyl ethyl ketone, methyl 
isobutyl ketone and cyclohexanone, nitriles such as acetonitrile and isobutyronitrile, and esters such as methyl acetate, 
ethyl acetate and propyl acetate. Of these, preferred are the halogenated hydrocarbons, with dichloromethane and 
dichloroethane being more preferred. 

[01 1 9] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 
25 but usually ranges from -20 to 150°C, preferably from 0 to 40^C. 

[0120] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and re- 
action temperature, but It usually ranges from 10 minutes to 120 hours, preferably from 30 minutes to 72 hours. 

(Step B-5) 

30 

[0121] Step B-5 Is a step of reacting Compound (XIII) with a compound of the formula (XIV) in an inert solvent In the 
presence or absence of a base, thereby preparing the corresponding compound (XV) of the Invention. 
[0122] Compound (XIV) Is usually added In an amount of from 1 to 3 mol, preferably from 1 .1 to 1 .5 mol, per mol of 
Compound (XIII). 

35 [0123] When the base Is employed in this step, there is no particular limitation on the base, provided that It can 
ordinarily be used as a base. Examples include alkali metal carbonates such as sodium carisonate and potassium 
carbonate, alkali metal bicarbonates such as sodium bicarbonate and potassium bicarisonate, alkali metal hydrides 
such as sodium hydride, lithium hydride and potassium hydride; alkali metal hydroxides or alkaline earth metal hydrox- 
ides such as sodium hydroxide, potassium hydroxide and barium hydroxide; alkali metal alkoxides such as sodium 

40 methoxide, sodium ethoxide and potassium t-butoxide; organic bases such as triethylamine, tributylamine, diisopro- 
pylethylamine, N-methylmorpholine, pyridine, 4-(N,N-dimethylamino)pyridine, N,N-dimethylaniline, N,N-dlethylaniline, 
1,5-diazabicyclo[4.3.0]non-5-ene, 1 ,4-dia2abicyclo[2.2.2]octane (DABCO) and 1 ,8-diazabicyclo[5.4.0]undec-7-ene 
(DBU); and organic metal bases such as butyl lithium and lithium diisopropylamlde. Of these, preferred are the organic 
bases with triethylamine being more preferred. 

45 [0124] The base is employed usually in an amount of from 1 to 3 mol, preferably from 1.1 to 1.5 mol per mol of 
Compound (XIII) 

[0125] There is no particular limitation on the solvent usable in the present invention, provided that it has no adverse 
effects on the reaction. Examples include hydrocarbons such as hexane, cyclohexane, benzene and toluene, halo- 
genated hydrocartDons such as dichloromethane, dichloroethane, chloroform and tetrachloroethane, ethers such as 

50 dioxane, diethyl ether, tetrahydrofuran (THF) and ethylene glycol dimethyl ether, amides such as dimethylformamide, 
dimethylacetamide and hexamethylphosphorictriamide (HMPA), ketones such as acetone, methyl ethyl ketone, methyl 
isobutyl ketone and cyclohexanone, nitriles such as acetonitrile and isobutyronitrile, and esters such as methyl acetate, 
ethyl acetate and propyl acetate. Of these, preferred are the nitriles, with acetonitrile being more preferred. 
[0126] The reaction temperature varies depending on the nature of the starting material, reaction reagent and solvent, 

55 but usually ranges from -20 to 150°C, preferably from 0 to 100°C. 

[01 27] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent or reaction 
temperature, but it usually ranges from 10 minutes to 120 hours, preferably from 30 minutes to 72 hours. Method C 
comprises hydrolyzing Compound (1) and acylating the hydrolysate, thereby preparing the corresponding compound 
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(I) of the invetion. 
(Method C) 
5 [0128] 



10 



IS 




[01 29] In the above-described reaction scheme, R"" , R2, R3, r4^ y and n have the same meanings as described above. 
(Step C-1) 

25 

[0130] Step C-1 is a step of hydrolyzing Compound (I) in the presence of a base in water, thereby preparing the 
corresponding Compound (IX). 

[0131] There is no particular limitation on the base usable in this step, provided that it can ordinarily be used as a 
base. Examples include alkali metal carbonates such as sodium carisonate and potassium carbonate, alkali metal 

30 bicarbonates such as sodium bicari3onate and potassium bicarbonate, alkali metal hydrides such as sodium hydride, 
lithium hydride and potassium hydride; alkali metal hydroxides or alkaline earth metal hydroxides such as sodium 
hydroxide, potassium hydroxide and barium hydroxide; alkali metal alkoxides such as sodium methoxide, sodium ethox- 
ide and potassium t-butoxide; organic bases such astriethylamine, tributylamine, diisopropylethylamine, N-methylmor- 
phollne, pyridine, 4-(N,N-dimethylamino)pyridine, N,N-dimethylaniline, N,N-diethylaniline, 1 ,5-diazabicyclo[4.3.01non- 

35 5-ene, 1 ,4-diagzabicyclo [2.2.2]octone (DABCO) and 1 ,8-diazabicyclo[2.2.2]octane (DABCO) and 1 ,8-dia2abicyclo 
[5.4,0]undec-7-ene (DBU); and organic metal bases such as butyl lithium and lithium diisopropylamide. Of these, pre- 
ferred are the alkali metal hydroxides or alkaline earth metal hydroxides, with sodium hydroxide being more preferred. 
[0132] The base is added usually in an amount of 1 to 100 nriol, preferably 3 to 30 mol per mol of Compound (I). 
[01 33] The reaction temperature varies depending on the nature of the starting material , reaction reagent and solvent, 

40 but usually ranges from -20 to 1 00**C, preferably from 0 to 40**C. 

[0134] The reaction time varies depending on the nature of the starting material, reaction reagent, solvent and re- 
action temperature, but it usually ranges from 10 minutes to 24 hours, preferably from 30 minutes to 10 hours, 

(Step C-2) 

45 

[0135] Step C-2 is a step of acylating Compound (IV), thereby preparing the corresponding compound (I) of the 
invention. 

[0136] This step can be carried out in accordance with Step B-3, or Step B-4 and Step B-5. 

[0137] After completion of each of the above-described reactions, the target compound of each reaction can be 
50 collected from the reaction mixture by a known method. For example, it is available by neutralizing the reaction mixture, 
if necessary, removing therefrom insoluble matter, if any, by filtration, adding to the residue an organic solvent such 
as ethyl acetate not miscible with water, washing the resulting mixture with water, separating the mixture to obtain the 
organic layer containing the target compound, drying it over anhydrous magnesium sulfate, and then removing the 
solvent by distillation. 

S5 [0138] The target compound thus obtained can be purified further by a known method, for example, recrystallization, 
reprecipitation or chromatography if necessary. It is needless to say that purification may be terminated at any stage 
of the purification and a crude product can be provided as an effective ingredient or a starting material to be provided 
to the subsequent reaction. 
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[0139] The salt of the compound (I) of the invention is prepared by adding an acid to an extracted concentrate of the 
reaction mixture containing the compound (I) of the present appiication prepared in each step or a solution of the 
compound (I) in a suitable solvent. 

[01 40] Examples of the acid used in the above-described reaction include hydrohalic acids such as hydrofluoric acid, 
5 hydrochloric acid, hydrobromic acid and hydroiodic acid, inorganic acids such as nitric acid, perchloric acid, sulfuric 

acid and phosphoric acid, lower alkylsutfonic acids such as methanesuifonic acid, trifluoromethanesulfonic acid and 

ethanesulfonic acid, arylsulfonic acids such as benzenesulfonic acid and p-toluenesulfonic acid, organic acids metal 

such as succinic acid and oxalic acid, and organic acid amide compounds such as saccharin. 

[0141] The acid is added usually in an amount of 1 to 10 equivalents, preferably 1 to 5 equivalents. 
10 [0142] There is no particular limitation on the solvent usable in the reaction, provided that it has no adverse effects 

on the reaction. Preferred examples include ethers such as ether, diisopropyl ether, tetrahydrof uran (THF), and dioxane, 

and alcohols such as methanol and ethanol. 

[0143] The reaction temperature ranges from -20 to 50**C. preferably -1 0**C to SO'C. 

[0144] The reaction time varies depending on the temperature and nature of the solvent, but it usually ranges from 
15 10 minutes to 1 hour. 

[0145] The salt thus formed is isolated by a known method. It is isolated by filtration when precipitation as crystals 
is desired. When it is a water soluble salt, it is isolated as an aqueous solution by separation into an organic solvent 
and water. 

[0146] The compounds of the invention can be used as an effective ingredient of a pesticide against harmful organ- 
ic isms. For example, as an agricultural or horticultural fungicide, they exhibit excellent control effects against diseases 
caused by various plant pathogens. They exhibit particularly excellent control effects against downy mildew of cucum- 
bers or grape vines, late blight of tomatoes or potatoes, or various diseases caused by Oomycetes including Pythium 
and Aphanomyces. The invention compounds exhibit not only excellent preventive effects with a long aftereffect, but 
also excellent treatment effects, so that even afer infection, diseases can be controlled by the treatment with them. 
25 Soil treatment with the invention compounds is also effective for the control of diseases. Moreover, they have beneficial 
effects against various drug-resistant fungi (downy mildew fungus resistant to metalaxyl, down mildew fungus resistant 
to strobilurin fungicide, etc.) as well as sensitive fungi. 

[0147] Upon use of the invention compounds, they can be formulated, similar to the conventional agricultural chem- 
icals, as preparations in a variety of fomns such as emulsifiable concentrates, dust formulations, wettable powders, 
30 liquid fomriulatlons, granules and suspensions. Upon practical use of these preparations, they can be used as are or 
diluted with a diluent such as water to a predetemnined concentration. 

[0148] Examples of an adjuvant include carrier, emulsifier, suspending agent, dispersant, extender, penetrant, hu- 
mectant, thickener and stabilizer. They can be added according to need. 

[0149] The carriers usable here can be classified into a solid carrier and a liquid carrier. Examples of the solid cannier 
35 include animal or plant powder such as starch, sugar, cellulose powder, cyclodextrin, activated charcoal, soybean meal, 
wheat flour, bran powder, wood meal, fish meal, and powdery milk; and mineral powders such as talc, kaolin, bentonite, 
organic bentonite, calcium carbonate, calcium sulfate, sodium bicarbonate, zeolite, diatomaceous earth, white cariDon, 
clay, alumina, silica, and sulfur powder. Examples of the liquid carrier include water, animal or plant oils such as soybean 
oil, cotton seed oil and com oil, alcohols such as ethyl alcohol and ethylene glycol, ketones such as acetone and methyl 
40 ethyl ketone, ethers such as dioxane and tetrahydrofuran, aliphatic hydrocariDons such as kerosene, coal oil and liquid 
paraffin, aromatic hydrocarbons such as xylene, trimethylbenzene, tetramethylbenzene, cyclohexane and sorbent 
naphtha, halogenated hydrocarbons such as chloroform and chlrobenzene, amides such as dimethylf ormamide, esters 
such as ethyl acetate and glycerin ester of a fatty acid, nitriles such as acetonitrile, sulfur-containing compounds such 
as dimethylsulfoxide, and N-methylpyrrolidone, 
45 [0150] The mass ratio of the compound of the invention to the adjuvant usually ranges from 0.05:99.95 to 90:10, 
preferably from 0.2:99.8 to 80:20. 

[0151] The concentration or amount of the compound of the invention varies, depending on the crop to be applied, 
using method, form of preparation or application rate. For foliar treatment, 0.1 to 1 0000 ppm, preferably 1 to 1 000 ppm 
in terms of an effective ingredient is usually applied, for soil treatment, 10 to 100000 g/ha, preferably 200 to 20000 g/ 
50 ha is usually applied. 

[01 52] The compound of the Invention can be used as a mixture or in combination with another agricultural chemical 
if necessary, for example, an insecticide, mitlclde, attractant, nematicide, fungicide, antiviral agent, herbicide, or plant 
growth regulator. Combined use with an insecticide, mitlclde, nematicide or fungicide is preferred. 
[0153] Examples of the insecticide, mitlclde or nematicide Include: 
55 organic phosphate compounds such as 0-(4-bromo-2-chlorophenyl)-0-ethyl S-propylphosphorothioate (common 
name: profenofos), 0-(2,2-dichlorovinyl) O,0-dimethylphosphate (common name: dichlorvos), O-ethyl 0-[3-methyl- 
4-(methylthio)phenyI] N-lsopropylphosphoramidate (common name: fenamiphos), 0,0-dimethyl 0-(4-nitro-m-tolyl) 
phosphorothioate (common name: fenitrothion), O-ethyl 0-(4-nitrophenyl)phenylphosphonothioate (common name: 
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EPN), 0,0-diethyl 0-(2-lsopropyl-6-methylpyrimidin-4-yl)phosphorothioate (common name: diazinon), O.O-dimethyl 

0- (3,5,6-trichloro-2-pyridyl)phGsphorothioate (common name: chlorpyrifos-methyl), 0,S-dimethyl N-acety!phospho- 
ramide thioate (common name: acephate) and 0-(2,4-dichlorophenyl) O-ethyl S-propylphosphorodithioate (common 
name: prothiofos) ; carbamate compounds such as 1-naphthyl N-methylcarbamate (common name: carbaryl), 2-iso- 
propoxyphenyl N-methylcarbamate (common name: propoxur), 2-methyl-2-(methytthio)propionaldehyde O-methylcar- 
bamoyloxime (common name: aldicarb), 2,3-dihydro-2,2-dimethylbenzofuran-7-yl N-methylcarbamate (common 
name: carbofuran), dimethyl N,N'-[thiobis{(methylimino)carbonyIoxy}]bisethaneimidothioate (common name: thiodl- 
carb), S-methyl N-(methylcarbamoyloxy)thloacetoimldate (common name: methomyl), N,N-dlmethyl-2-methylcar- 
bamoyloxyimino-2-(methylthio)acetamide (common name: oxamyl), 2-(ethylthiomethyl)phenyl N-methylcarbamate 
(common name: ethiofencarb), 2-dimethylamino-5,6-dimethylpyrimidin-4-yl N,N-dimethylcarbamate (common name: 
pirlmlcarb) and 2-sec-butylphenyl N-methylcarbamate (common name: fenobucarb); 

nereis toxin derivatives such as S,S'-2-dimethylamlnotrimethylenebls (thiocarbamate) (common name: cartap), and 
N,N-dimethyl-1 ,2,3-trlthlan-5-ylamine (common name: thiocyclam); organic chlorine compounds such as 2,2,2-trichlo- 
ro-1,1-bis(4-chlorophenyl)ethanol (common name: dicofol) and 4-chlorophenyl-2,4,5-trlchlorophenylsulfone (common 
name: tetradifon); organic metal compounds such as bls[tris(2-methyl-2-phenylpropyl)tin] oxide (common name: fenb- 
utatin oxide); 

pyrethrold compounds such as (RS)-a-cyano-3-phenoxybenzyl (RS)-2-(4-chlorophenyl)-3-methylbutyrate (common 
name: fenvalerate), S-phenoxybenzyl (1 RS)-cis,trans-3-(2,2-dichlorovinyl)-2,2-dimethylcyclopropanecarboxylate 
(common name: pemnethrin), (RS)-a-cyano-3-phenoxybenzyl (1 RS)-cis,trans-3-(2,2-dichlorovinyl)-2,2-dimethylcyclo- 
propanecarboxylate (common name: cypermethrin), (S)-a-cyano-3-phenoxybenzyl (1 R)-cis-3-(2,2-dibromovinyl)- 
2,2-dimethylcyctopropanecarboxylate (common name: deltamethrin), (RS)-a-cyano-3-phenoxybenzyl (1 RS)-cls,trans- 

3- (2-chloro-3,3,3-trifluoropropenyl)-2,2-dimethylcyclopropanecarboxylate (common name: cyhalothrin), 4-methyl- 
2,3,5,6-tetrafluorobenzyl-3-(2-chioro-3,3,3-trifluoro-1-propenyl)-2,2-dimethylcyclopropan8carboxylate (common 
name: tefluthrin), and 2-(4'ethoxyphenyl)-2-methylpropyl 3-phenoxybenzyl ether (common name: etofenprox); 
benzoylurea compounds such as 1-(4-chlorophenyl)-3-(2,6-difluorobenzoyl)urea (common name: diflubenzuron), 
1 -[3,5-dlchloro-4-(3-chloro-5-trlfluoromethyl-2-pyridyloxy)phenyl]-3-(2,6-dif luorobenzoyl)urea (common name: chlo- 
rfluazuron), and 1-(3,5-dichloro-2,4-dlfluorophenyl)-3-(2,6-difluorobenzoyl)urea (common name: teflubenzuron), juve- 
nile homnone analogue compounds such as Isopropyl (2E,4E)-11 -methoxy-3,7,1 1 -trimethyl-2,4-dodecadienoate (com- 
mon name: methoprene); 

pyridazinone compounds such as 2-t-butyl-5-(4-t-butylbenzylthio)-4-chloro-3(2H)-pyridazinone (common name: pyri- 
daben); pyrazole compounds such as t-butyl 4-[(1,3-dimethyl-5-phenoxypyrazol-4-yl)methyleneaminoxymethyl] ben- 
zoate (common name: fenpyroximate); 

nitro compounds such as 1 -(6-chloro-3-pyridylmethyl)-N-nitro-imidazolidin-2-ylldeneamine (common name: imidaclo- 
prid); and, as a dinitro compound, organic sulfur compound, urea compound, triazine compound, hydrazine compound, 
or the other compound. 2-tert-butylimmo-3-lsopropyl-5-phenyl-3,4,5,6-tetrahydro-2H-1 ,3,5-thiadiazln-4-one (common 
name: buprofezin), trans-(4-chlorophenyl)-N-cyclohexyl-4-methyl-2-oxothiazolidinone-3-carboxamide (common 
name: hexythiazox), N-methylbis(2,4-xylyllminomethyl)amine (common name: amitraz), N'-(4-chloro-o-tolyl)-N,N- 
dimethylformamidlne (common name: chlorodimefonn) and (4-ethoxyphenyl)-[3-(4-fluoro-3-phenoxyphenyl)propyl] 
(dimethyl)silane (common name: 

silafluofen). Moreover, the compounds of the Invention can be used as a mixture or in combination with a microbial 
pesticide such as BT preparation or antiviral against insect-borne virus, or an antibiotic such as avermectin or milbe- 
mycln. 

Examples of the fungicide usable here include: 

pyrimidlnamlne compounds such as 2-anilino-4-methyl-6-(1-propynyl)-pyrimidine (common name: mepanipyrim) and 
4,6-dimethyl-N-phenyl-2-pyrimidinamine (common name: pyrimethanil); 

azole compounds such as 1-(4-chlorophenoxy)-3,3-dimethyl-1 -(1 H-1 ,2,4-triazol-1-yl)-butanone (common name: tri- 
adimefon), 1 -(biphenyl-4-yloxy)-3,3-dimethy!-1 -(1 H-1 ,2,4-triazol-1 -yl)butan-2-ol (common name: bitertanol), 

1- [N-(4-chloro-2-trifluoromethylphenyl)-2-propoxyacetoimidoyl]imldazole(commonname:triflumizole),1-[2-(2,4-dichlo- 
rophenyl)-4-ethyl-1,3-dioxolan-2-ylmethyl]-1H-1,2,4-triazole (common name: etaconazole), 1-[2-(2,4-dichlorophenyl)- 

4- propyl-1.3-dioxolan-2-ylmethyl]-1H-1,2,4-triazole (common name: propiconazole), 1 -[2-(2,4-dichlorophenyl)pentyl]- 
1 H-1 ,2,4-triazole (common name: penconazole), bis(4-f luorophenyl)(methyl) (1 H-1 ,2,4-triazol-1 -ylmethyl]silane (com- 
mon name: flusilazole), 2-(4-chlorophenyl)-2-(1 H-1 ,2,4-triazol-1 -ylmethyl)hexanenitrile (common name: myclobutanil), 
(2RS,3RS)-2-(4-chlorophenyl)-3-cyclopropyl-1-(1H-1,2,4-triazo(-1-yl)butan-2-ol (common name: cyproconazole), RS- 

1- (4-chlorophenyl)-4,4-dimethyl-3-(1 H-1 ,2,4-triazol-1-ylmethyl)pentan-3-ol (common name: tebuconazole), (RS)- 

2- (2,4-dichlorophenyl)-1-(1H-1,2,4-triazol-1-yl)hexan-2-ol (common name: hexaconazole), (2RS,5RS)-5-(2,4-dichlo- 
rophenyl)tetrahydro-5-(1H-1,2,4-triazol-1-ylmethyl)-2-furyl 2,2,2-trlfluoroethyl ether (common name: furconazole-cis), 
N-propyl-N-[2-(2,4,6-trichlorophenoxy)ethyl]lmidazole-1-carboxamide (common name: prochloraz), 2-(4-fluorophe- 
nyl)-1-(1H-1,2,4-triazol-1-yl)-3-trimethylsilylpropan-2-ol (common name: simeconazole); 
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quinoxallne series compounds such as 6-nnethyl-1 ,3-dithiolo[4,5-b]quinoxalin-2-one (common name: quinome- 
thlonate); dithiocarbamate compounds such as polymeric manganese ethylenebis(dithiocarbamate) (common name: 
maneb), polymeric zinc ethylenebis(dithiocarbamate) (common name: zineb), manganese ethylenebis(dithlocar- 
bamate) (maneb) complex with zinc (common name: mancozeb), dizlncbis(dimethyldlthlocarbamate)ethylenebis (dithi- 
ocarbamate) (common name: polycarbamate), and polymeric zinc propylenebis(dithlocarbamate) (common name: 
propineb); 

organochlorine compounds such as 4,5,6,7-tetrachlorophthaIide (common name: phthalide), tetrachloroisoph- 
thalonitrile (common name: chlorothalonil) and pentachloronitrobenzene (common name: quintozene), benzimidazole 
compounds such as methyl 1-(butylcarbamoyl)benzimidazol-2-ylcarbamate (common name: benomyl), dimethyl 
4,4'-(o-phenylene)bis(3-thioallophanate) (common name: thiophanate-methyl) and methyl benzimldazol-2-ylcar- 
bamate (common name: carbendazim); 

pyridinamine compounds such as 3-chloro-N-(3-chloro-2,6-dinitro-4-a,a,a-trifluorotolyl)-5-tnfluoromethyl-2-py- 
ridinamine (common name: fluazlnam); cyanoacetamide compounds such as 1-(2-cyano-2-methoxyiminoacetyl)- 
3-ethylurea (common name: cymoxanil), 

phenylamide compounds such as methyl N-(2-methoxyacetyl)-N-(2,6-xylyl)-DL-alaninate (common name: met- 
alaxyl),2-methoxy-N-(2-oxo-1,3-oxazolidin-3-yl)aceto-2',6'-xylidide(commonname:oxadixyl),(±)-a-2-chloro-N-(2,6-xy- 
lylacetamldo)-Y-butyrolactone (common name: ofurace), methyl N-phenylacetyl-N-(2,6-xylyl)-DL-alaninate (common 
name: benalaxyl), methyl N-(2-furoyl)-N-(2,6-xylyl)-DL-alaninate (common name: furalaxyl) and (±)-a-[N-(3-chlorophe- 
nyl)cyclopropanecarboxamido]-7-butyrolactone (common name: cyprofuran); 

sulfenic acid compounds such as N-dichlorofluoromethylthlo-N',N'-dlmethyl-N-phenylsulfamide (common name: 
dichlofluanid); copper compounds such as copper hydroxide (common name: copper (II) hydroxide), and copper 8-qui- 
nolinolate (common name: oxine-copper), 

isoxazole compounds such as 5-methylisoxazo!-3-ol (common name: hydroxylsoxazole); organophosphorus 
compounds such as aluminum tris(ethyl phosphonate) (common name: fosetyl-aluminium), 0-2,6-dlchloro-p-tolyl-0, 
O-dimethyl phosphorothioate (common name: tolclofos-methyl), S-benzyl O,0-dlisopropylphosphorothioate, O-ethyl 
S,S-diphenylphosphorodithioate and aluminum ethylhydrogenphosphonate, 

N-halogenothioallcyl compounds such as N-(trichloromethylthio) cycIohex-4-ene-1 ,2-dicarboxlmide (common 
name: captan), N-(1 ,1 ,2,2-tetrachloroethylthio)cyclohex-4-ene-1 ,2-dicarboxlmlde (common name: captafol), and 
N-(trichloromethylthio)phthalimide (common name: folpet); 

dicarboxyimide compounds such as N-(3,5-dichlorophenyl)-1 ,2-dimethylcyclopropane-1 ,2-dicarboximide (com- 
mon name: procymidone), 3-(3,5-dichlorophenyl)-N-isopropyl-2,4-dloxoimidazolidine-1-carboxamide (common name: 
iprodione) and (RS)-3-(3,5-dichlorophenyl)-5-methyl-5-vinyl-1 ,3-oxazolldine-2,4-dione (common name: vinclozolin); 

benzanilide compounds such as a,a,a-tnfluoro-3*-lsopropoxy-o-toluanilide (common name: flutolanil) and 3'-isO' 
propoxy-o-toluaniiide (common name: mepronil); 

piperazlne compounds such as N,N'-[p>perazlne-1,4-dlylbis[(trichloromethyl)methylene]]diformamide (common 
name: triforine); pyridine compounds such as2',4'-dichloro-2-(3-pyridyl)acetophenoneO-methyloxime (common name: 
pyrifenox); 

carbinol compounds such as (±)-2,4'-dichloro-a-(pyrimidin-5-yl)benzhydryl alcohol (common name: fenarimol), 
and (±)-2,4'-difluoro-a-(1H-1,2,4-triazol-1-ylmethyl)benzhydryl alcohol (common name: flutriafol); 

piperidine compounds such as (RS)-1-[3-(4-tertiary-butylphenyl)-2-methylpropyl]plperidine (common name: fen- 
propidin); 

morpholine compounds such as (+)-cis-4-[3-(4-tertiary-butylphenyl)-2-methylpropyl]-2,6-dimethylmorpholine 
(common name: fenpropimorph); organic tin compounds such as triphenyltin hydroxide (common name: fentin hydrox- 
ide), and triphenyltin acetate (common name: fentin acetate), 

urea compounds such as 1-(4-chlorobenzyl)-1-cyclopentyl-3-phenylurea (common name: pencycuron); 

cinnamic acid compounds such as (E,Z)-4-[3-(4-chlorophenyl)-3-(3,4-dimethoxyphenyl)acryloyl]morpholine 
(common name: dimethomorph), 

phenylcarbamate compounds such as isopropyl 3,4-diethoxycarbanllate (diethofencarb), and 

cyanopyrrole compounds such as 3-cyano-4-(2,2-difluoro-1 ,3-benzodioxol-4-yl)pyrrole (common name: fludiox- 
onil) and 3-(2*,3'-dichlorophenyl)-4-cyano-pyrrole (common name: fenpiclonil). 

[0154] The compounds of the invention will hereinafter be described more specifically using Examples, Formulation 
Examples, and Tests. It should however be borne in mind that the present invention is not limited to or by them. Mass 
spectrometry was carried out by El unless othenwise specifically Indicated, but it is Indicated as (APCI) when atmos- 
pheric pressure chemical ionization is employed. 



55 



EP 1 304 325 A1 

[BEST MODE FOR CARRYING OUT THE INVENTION] 
(Example 1) 

5 N-(3-Cyanobenzyl)-N'[3-(cyclobutylmethyl)-1-methyl-1H-pyrazol-5"yq-2-methoxyacetaml^^ (Compound of 
Compound No. 6-20) 

(1 ) N-[3-(Cyclobutylmethyl)-1-methyl-1H'pyrazol-5-yl]-2-methoxyacetamide (Step A-1 ) 

10 [0155] In dichloroethane (60 ml) was dissolved 5-amlno-3-(cyclobutylmethyl)-1-methyl-IH-pyrazole (3.0 g, 18.2 
mmof). Methoxyacetyl chloride (2.1 ml, 22.7 mmol) was added to the resulting solution while stirring, followed by the 
dropwise addition of pyridine (1 .8 ml, 22.7 mmol). The resulting mixture was stirred at room temperature for 1 8 hours. 
After completion of the reaction, water was added to the reaction mixture, which was then extracted with ethyl acetate. 
The organic layer was separated, washed with water, washed with a small amount of a 10% aqueous sodium bicar- 

is bonate solution, and dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced 
pressure, whereby 4.5 g of the title compound was obtained as an oil. 

[0156] Nuclear magnetic resonance spectrum (^H-NMR) (200 MHz, CDCI3) 6 ppm: 1 .63-2.00 (6H,m), 2.48-2.70 (3H, 
m), 3.50 (3H,s), 3.68 {3H,s), 4.05 (2H,s), 6.08 (1H,s). 8.09 (1H,s). 

20 (2) N-(3-Cyanobenzyl)-N-[3-(cyclobutylmethyl)-1-methyl-1H-pyrazol-5-yl]-2-methoxyacetamide (Compound of 
Compound No. 6-20, Step A-2) 

[0157] In N,N-dimethylformamide (40 ml) was dissolved the N-[3-(cyc!obu^y!methy!)-1-methy^-1 H-pyrazo!-5-y!]- 
2-methoxyacetamide (4.3 g, 18.0 mmol) obtained in the above-described step (1). In an ice bath, sodium hydride (0.9 

25 g, 21 -5 mmol) was added to the resulting solution. Evolution of hydrogen was then observed. After 30 minutes, when 
hydrogen evolution had ceased, to the reaction mixture was added 3-cyanobenzyl bromide (4.2 g, 21 .5 mmol) and the 
mixture was stirred at room temperature for 1 hour. After completion of the reaction, the reaction mixture was poured 
into ice and then extracted with ethyl acetate. The organic layer was separated, washed sufficiently with water and 
dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced pressure. The residue 

30 (7.8 g) was then purified by chromatography on a silica gel column (eluting solvent: hexane/ethyl acetate = 1 /I ), whereby 
4.6 g (yield: 69%) of the title compound of the present invention was obtained as colorless crystals (melting point: 64 
to 67°C). 

[0158] ^H-NMR (200 MHz.CDCIa) 5 ppm: 1.50-2.10 (6H,m), 2.48-2.64 (3H,m), 3.36 (3H,s), 3.45 (3H,s), 3.64 (1H,d, 
J=1 2.5Hz), 3.85 (1H,d,J=:1 2.5Hz), 4.46 (1 H,d,J=13.2Hz), 5.06 (1H,d,J=13.2Hz), 5.60 (1H,s). 7.39-7.63 (4H,m). 
35 [0159] Mass spectrum (MS) m/z: 352 (M->-), 324, 311 , 298, 279. 

( Example 2 ) 

Methyl 3-cyanobenzyl[1 -methyl-3-(3,3,3-trifluoro-2-methylpropyl)-1 H-pyrazol-5-yl]carbamate (Compound of 
40 Compound No. 4-79) 

(1 ) Methyl 1 -methyl-3-(3,3,3-trif luoro-2-methylpropyl)-1 H-pyrazol-5-ylcart3amate (Step A-1 ) 

[0160] In tetrahydrofuran (120 ml) was dissolved 5-amino-1-methyl-3-(3,3,3-trifluoro-2-methylpropyl)-1H-pyrazole 
45 (5.8 g, 27.9 mmol). Potassium carbonate (7.7 g, 55.7 mmol) was added to the resulting solution while stirring, followed 
by the dropwise addition of methyl chlorofonnate (3.2 ml, 41 .8 mmol). The resulting mixture was stin'ed further at room 
temperature for 72 hours. After completion of the reaction, the reaction mixture was added to water and extracted with 
ethyl acetate. The organic layer was separated, washed with water, washed with a small amount of a 10% aqueous 
sodium bicarbonate solution, and dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off 
50 under reduced pressure, whereby 7.4 g of the title compound was obtained as an oil. 

[0161] ""H-NMR (200 MHz.CDClg) 5 ppm: 1.10 (3H,d,J=6.2Hz), 2.40-2.57 (2H,m), 2.88-3.01 (IH.m), 3.70 (3H,s), 
3.80 (3H,s), 6.00 (1H,s), 6.32 (1H,s). 

(2) Methyl 3-cyanobenzyl [1 -methyl-3-(3,3,3-trlf luoro-2-methylpropyl)-1 H-pyrazol-5-yllcarbamate (Compound of 
55 Compound No. 4-79, Step A-2) 

[0162] In N.N-dimethylfomiamide (70 ml) was dissolved the methyl 1-methyl-3-(3,3,3-trifluoro-2-methylpropyl)-1H- 
pyrazol-5-ylcarbamate (7.4g, 27.9 mmol) obtained in the above-described step (1). In an ice bath, sodium hydride (1 .3 
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g, 33.4 mmol) was added to the resulting solution. Evolution of hydrogen was then observed. After 30 minutes, when 
hydrogen evolution had ceased, to the reaction mixture was added S-cyanobenzyl bromide (6.6 g, 33.4 mmol) and the 
mixture was stirred at room temperature for 1 hour. After completion of the reaction, the reaction mixture was poured 
Into Ice and then extracted with ethyl acetate. The organic layer was separated, washed sufficiently with water and 
5 dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced pressure. The residue 
(11 .6 g) was purified by chromatography on a silica gel column (eluting solvent: hexane/ethyl acetate = 1/1), whereby 
7.4 g (yield: 87%) of the title compound of the present Invention was obtained as colorless crystals (melting point: 44 
to 47*»C). 

[0163] IH-NMR (200 MHz.CDCy 6 ppm: 1.08 (3H,d,J=6.2Hz). 2.41-2.58 (2H,m). 2.89-2.97 (1H,m). 3.42 (3H,s). 
10 3.80 (3H,s), 4.73 (2H.s), 5.69 (1 H,s) 7.44-7.47 (2H,m), 7.57-7.65 (2H.m). 
MS nn/z: 380 (M+), 321 , 284, 264, 220. 

(Example 3) 

15 2-Pyrldyl 3-cyanobenzvl(3-lsobutyl-1 -methyl-l H-pyrazol-5-yl]carbamate (Compound of Compound No. 7-28) 

(1) 2-[(3-lsobutyl-1-methyl-1H-pyrazol-5-yl)amino]-2-oxoethyl acetate (Step A-1) 

[0164] In dichloroethane (25 ml) was dissolved 5-amino-3-isobutyl-1-methyl-1H-pyra2ole (1 .0 g, 6.5 mmol). Acetoxy- 
20 acetyl chloride (0.8 ml, 7.8 mmol) was added to the resulting solution while stirring, followed by the dropwise addition 
of pyridine (0.6 ml, 7.8 mmol). The resulting mixture was stirred further at room temperature for 3 hours. After completion 
of the reaction, water was added to the reaction mixture which was then extracted with ethyl acetate. The organic layer 
was separated, washed with water, washed with a small amount of a 10% aqueous sodium bicarbonate solution, and 
dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced pressure, whereby 
25 1 .8 g of the title compound was obtained as an oil. 

[0165] iH-NMR (200 MHz,CDCl3) 5 ppm: 0.93 (6H,d,J=6.6Hz). 1 .79-1 .99 (1 H.m), 2.21 (3H,s), 2.43 (2H,d,J=7.3Hz), 
3.68 (3H,s), 4.71 (2H,s), 6.04 (1H,s), 7.78 (1H,s). 

(2) 2-[(3-Cyanobenzyl)(3-lsobutyl-1 -methyl-1 H-pyrazol-5-yl)amino]-2-oxoethyl acetate (Compound of Compound No. 
30 5-93. Step A-2) 

[0166] In N,N-dimethylformamide (20 ml) was dissolved the 2-[(3-isobutyl-1 -methyl-1 H-pyrazol-5-y l)amino]-2-oxoe- 
thyl acetate (1 .8 g, 65 mmol) obtained in the above-described Step (1 ). In an ice bath, sodium hydride (0.3 g, 7.2 mmol) 
was added to the resulting solution. Then, evolution of hydrogen was observed. After 30 minutes, when hydrogen 

35 evolution had ceased, to the reaction mixture was added 3-cyanobenzyl bromide (1 .4 g, 7.2 mmol) and the mixture 
was stirred at room temperature for 1 hour. After completion of the reaction, the reaction mixture was poured into ice 
and then extracted with ethyl acetate. The organic layer was separated, washed sufficiently with water and dried over 
magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced pressure. The residue (7.8 g) 
was purified by chromatography on a silica gel column (eluting solvent: hexane/ethyl acetate = 1/1 ), 1 .6 g (yield: 96%) 

40 of the title compound of the present invention was obtained as an oil. 

[0167] IH-NMR (200 MHz,CDCl3) 5 ppm: 0.90 (6H,d,J=6.6Hz), 1 .83 (1 H,m), 2.1 6 (3H,s), 2.41 (2H,d,J=7.0Hz), 3.55 
(3H,s), 4.30 (2H,m), 4.44 (1 H,d,J=14.0Hz), 5.08 (1H,d,J=1 4.0Hz), 5.69 (1H,s), 7.40-7.63 (4H,m). 
MS m/z: 368 (M+), 353, 326, 267, 116. 

45 (3) 3-{[(3-lsobutyl-1 -methyl-1 H-pyrazoi-5-yl)amino]methyl}benzonitrile (Step C-1 ) 

[0168] In methanol (1 50 ml) was dissolved the 2-[(3-cyanobenzyl)(3-isobutyl-1 -methyl-1 H-pyrazol-5-yl)amino]-2-ox- 
oethyl acetate (4.4 g, 11 .9 mmol) obtained by the above-described step (2). To the resulting solution was added a 2 
mol/L aqueous sodium hydroxide solution (178 ml, 360 mmol), followed by stirring at room temperature for 4 hours. 
50 After completion of the reaction, methanol was distilled off. The residue was added to water and extracted with ethyl 
acetate. The organic layer was separated, washed with water and then dried over magnesium sulfate (MgS04). After 
filtration, the solvent was distilled off under reduced pressure. The residue (3.8 g) was purified by chromatography on 
a silica gel column (eluting solvent: hexane/ethyl acetate = 1/2), whereby 3.0 g (yield: 95%) of the title compound as 
an oil. 

55 [0169] 1H-NMR (200 MHz, CDCI3) 5 ppm: 0.91 (6H,d.J=6.6Hz), 1 .85 (1 H,m), 2.35 (2H,d,J=7.0Hz), 3.62 (3H,s), 4.30 
(2H.d.J=5.9Hz). 5.23 (1H.S), 7.43-7.68 (4H,m). 
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(4) 3-Cyanobenzvl(3-isobutyl-1 -methyl-1 H-pyrazol-5-yl)carbamoyl chloride (Step B-4) 

[0170] In methylene chloride (5 nnl) was dissolved 3-{[(3-isobutyl-1-methyl-1H*pyrazol-5-yl)amino]methyl}benzoni- 
trile (0.6 g, 2.2 mmol) obtained by the above-described step (3). In an ice bath, triethylamine (0.3 ml, 2.2 mmol) and 

5 triphosgene (130 mg, 0.7 mmol) were added successively to the resulting solution, followed by stirring at room tem- 
perature for 1 hour. After completion of the reaction, the reaction mixture was poured into ice and extracted with ethyl 
acetate. The organic layer was separated, washed sufficiently with water and then dried over magnesium sulfate 
(MgS04). After filtration, the solvent was distilled off under reduced pressure, whereby 0.7 g (yield: 97%) of the title 
compound was obtained as an oil. 

10 [0171] iH-NMR (200 MHz, CDCI3) 6ppm: 0.90 (6H,d,J=6.6Hz), 1.86 (1H,m), 2.42 (2H.d,J=7.3Hz), 3.45 (3H.s).4.70 
(1H,d,J=14.5Hz). 4.90 (1H,d,J=14.5Hz), 5.74 (1H,s), 7.48-7.70 (4H,s). 

(5) 2-Pvrldvi 3-cyanobenzvl(3-isobutyM -methyl-1 H-pvrazol-5'yl)carbamate (Compound of Compound No. 7-28, Step 
B-5) 

15 

[0172] In acetonitrile (3 ml) was dissolved the 3-cy anobenzy I (3-isobuty 1-1 -methyl-1 H-pyrazol-5-yl)cartDamoy I chlo- 
ride (120 mg, 0.4 mmol) obtained by the above-described step (4), followed by the addition of 2-hydroxypyridine (34.5 
mg, 0.4 mmol). The resulting mixture was heated under reflux for 8 hours. After completion of the reaction, the reaction 
mixture was poured into ice and extracted with ethyl acetate. The organic layer was separated, washed sufficiently 

20 with water and then dried over magnesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced 
pressure. The residue was purified by chromatography on a silica gel column (eluting solvent: hexane/ethyl acetate = 
1/1), whereby 99.1 mg (yield: 70%) of the title compound of the Invention was obtained as an oil. 
[0173] '!H-NMR(200MHz,CDCl3)5ppm:0.91 (6H,d,J=6.6Hz), 1 .86 (1 H,m), 2.41 (2H,d,J=7.0Hz), 3.59 (3H.s), 4.83 
(2H,s), 5.78 (1H,s), 7.01 (1 H,d,J=8.1 Hz), 7.24 (1H,t,J=7.0Hz), 7.43-7.67 (4H,m), 7.78 (1 H,t,J=8.1Hz), 8.39 (1H,d, 

25 J=3.3Hz). 

MS m/z: 389 (M+), 374, 347, 295, 267, 252, 226, 211, 178, 136, 116. 
(Example 4) 

30 N-(3-Cyanobenzyl)-N-(1,4-dlmethyl-3-phenyl-1H-pyrazol-5-yl)cyclopropanecarboxamlde (Compound of Compound 
No. 1-14) 

(1 ) 3-{r(1.4-Dimethyl-3-phenyl-1H-pyrazol-5-yl)imino]methyl}benzonitrlle (Step B-1 ) 

35 [0174] In ethanol (120 ml) was dissolved 5-amlno-1 ,4-dimethyl-3-phenyl-1H-pyrazole (8.5 g, 45.4 mmol), followed 
by the addition of 3-cyanobenzaldehyde (6.3 g, 47.7 mmol) under stirring. The resulting mixture was stirred further at 
room temperature for 18 hours. After completion of the reaction, the solvent was distilled off under reduced pressure, 
whereby 13.5 g of the title compound was obtained as an oil. 

[0175] 1H-NMR (200 MHz. CDCI3) 6 ppm: 2.34 (3H,s), 3.98 (3H,s), 7.20-7.80 (5H,m), 7.90-8.20 (4H,m), 8.66 (1H,s). 

40 

(2) 3-{[(1,4-Dimethyl-3-phenyl-1H-pyrazol-5-yl)amlno]methyl}benzonltrile (Step B-2) 

[0176] In acetic acid (46 ml) was dissolved the 3-{[(1 ,4-dlmethyl-3-phenyl-IH-pyrazol-5-yl)imino]methyl)benzonitrile 
(13.5 g, 44.9 mmol) obtained by the above-described step (1), followed by the addition of sodium cyanoborohydrlde 
45 (5.6 g, 90.0 mmol) in an ice bath. The resulting mixture was stirred further at room temperature for 1 hour. After com- 
pletion of the reaction, the reaction mixture was poured into ice and extracted with ethyl acetate. The organic layer 
was separated, washed sufficiently with water and then dried over magnesium sulfate (MgS04). After filtration, the 
solvent was distilled off under reduced pressure, whereby 12.9 g (yield: 95%) of the title compound of the invention 
was obtained as an oil. 

50 [0177] 1H-NMR (200 MHz, CDCI3) 6 ppm: 2.01 (3H,s), 3.26 (1 H,t,J=6.8Hz), 3.72 (3H,s), 4.19 (2H,d,J=6.8Hz), 
7.26-7.68 {9H,m). 

(3) N-(3-Cyanobenzyl)-N-(1,4-dimethyl-3-phenyl-1H-pyrazol-5-yl)cyclopropanecariJOxamide (Compound of 
Compound No. 1-14, Step B-3) 

55 

[0178] In methylene chloride (3.0 ml) was dissolved the 3-{[(1,4-dlmethyl-3-phenyl-IH-pyrazol-5-yl)amino]methyl} 
benzonltrile (50 m g, 0.17 mmol) obtained by the above-described step (2). Cyclopropanecarbonyl chloride (0.03 ml, 
0.33 mmol) was added to the resulting solution while stirring, followed by the dropwise addition of pyridine (0.03 ml. 
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0.33 mmol). The resulting mixture was stirred further at room temperature for 1 6 hours. After completion of the reaction, 
the reaction mixture was added to water and then extracted with ethyl acetate. The organic layer was separated, 
washed with water, washed with a small amount of a 10% aqueous sodium bicarbonate solution, and dried over mag- 
nesium sulfate (MgS04). After filtration, the solvent was distilled off under reduced pressure. The residue was purified 
5 by chromatography on a silica gel column (eluting solvent: hexane/ethyl acetate = 1/1 ), whereby 50.0 mg (yield: 82%) 
of the title compound of the present invention was obtained as an oil. 

[0179] ^H-NIVIR (200 MHz. CDCI3) 6 ppm: 0.90-1.30 (4H.m), 1.62-1.78 (IH.m). 1.86 (3H,s). 3.50 (3H.S). 4.77 (1H. 
d,J=1 4.0Hz), 4.88 (1H.d.J=1 4.0Hz), 7.37-7.68 (9H,m). 

[0180] In a similar manner to that employed in Examples 1 to 4, the below-described compounds were prepared. 

10 

( Example 5 ) 

Compound of Compound No. 1-1 
15 [0181 J MS (APCI) m/z: 331 ((M+H)+). 
(Example 6) 

Compound of Compound No. 1-7 

20 

[0182] iH-NMR(200MHz, CDCI3) 6ppm: 3.37 (3H, s), 3.55 (3H, s), 3.72 (1H, d, J=14.3Hz), 3.95 (1H, d. J=14.0Hz), 
4.61 (1H, d, J=14.0Hz), 5.06 (1H, d, J=14.0Hz), 6.22 (1H, s), 7.30-7.74 (9H. m). 

(Example 7) 

25 

Compound of Compound No. 1-8 

[0183] '»H-NMR(200MHz, CDCI3) 6ppm: 2.17 (3H, s), 3.64 (3H, s), 4.37 (2H, m). 4.58 (1H, d, J=14.0Hz), 5.07 (1H, 
d. J=1 4.0Hz), 6.28 (1H, s), 7.31-7.73 (9H, m). 
30 MS m/z: 388(M+), 31 5, 288, 1 86. 1 72. 1 1 6. 

(Example 8) 

Compound of Compound No. 1-9 

35 

[0184] ^H-NMR(200MHz, CDCI3) 6ppm: 3.08 (1H, br-t), 3.54 (3H, s), 3.70-3.82 (1H, br-s), 3.95-4.07 (1H, br-s), 
4.65-4.77 (1H, br-s). 5.03-5.15 (1H, br-s). 6.23 (1H, s), 7.33-7.73 (9H, m). 
MS m/z: 346(M+), 315, 288, 200, 186, 172. 116. 

40 (Example 9) 

Compound of Compound No. 1-10 

[0185] 1H-NMR(200MHZ. CDCI3) 6ppm: 3.51 (3H. s). 3.80 (3H. br-s), 4.79 (2H. s), 6.20 (1H, s), 7.29-7.77 (9H. m). 

45 

(Example 10) 

Compound of Compound No. 1-11 

50 [0186] iH-NMR(200MHz, CDCI3) 6ppm: 1.79 (3H, s), 1.88 (3H, s), 3.48 (3H, s), 4.68 (1H, d, J=14.0Hz), 4.91 (1H, 
d. J=1 4.0Hz), 7.32-7.66 (9H, m). 
MS m/z: 344(M+). 301. 228, 186, 116. 

(Example 11) 

55 

Compound of Compound No. 1-12 

[0187] lH-NMR(200MHz, CDCI3) 5ppm: 1.12 (3H, d, J=7.3Hz), 1.79 (3H, s), 1.95-2.10 (2H, m), 3.47 (3H, s), 4.70 
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(1H, d, J=1 4.0Hz). 4.91 (1H, d. J=1 4.0Hz). 7.32-7.68 (9H. m). 
MS m/z: 358(M^). 302, 242. 186. 116. 

(Example 12) 

Compound of Compound No. 1-13 

[0188] iH-NMR(200MHz. CDCI3) 6ppm: 0.89 (3H, t, J=7.5Hz), 1.66 (2H, m), 1.79 (3H. s), 1.99 (2H, m). 3.46 {3H. 
s), 4.70 (1H, d. J=1 4.0Hz), 4.97 (1H. d. J=1 4.0Hz), 7.32-7.68 (9H, m). 

( Example 13 ) 

Compound of Compound No. 1-15 

[0189J iH-NMR(200MHz, CDCI3) 6ppm: 1 .75 (3H, s), 1 .77-1 .93 (4H, m). 2.22-2.46 (2H, m). 2.75-2.92 (1 H. m). 3.43 
(3H, s), 4.66 (1H, d, J=1 4.0Hz). 4.90 (1H. d, J=14.0 Hz), 7.34-7.69 (9H, m). 
MS m/z: 384(M-^), 302. 186. 116. 

(Example 14) 

Compound of Compound No. 1-16 
[0190] MS (APCI) m/z: 387((M+H)+). 
(Example 1 5) 

Compound of Compound No. 1-17 

[0191] iH-NMR(200MHz, CDCI3) 5ppm: 1.40-1.92 (8H, m), 1.80 {3H. s), 2.40 (1H, m), 3.46 (3H, s), 4.70 (1H, d, 
J=14.0 Hz). 4.90 (H. d. J=14.0Hz). 7.34-7,70 (9H, m). 
MS m/z: 398(M+). 302, 186. 116. 

(Example 16) 

Compound of Compound No. 1-18 

[0192] MS m/z: 380(M++2), 378(M-»-). 329, 301, 262, 213, 186, 116. 
(Example 1 7) 

Compound of Compound No. 1-19 

[0193] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.74 (3H, s). 3.52 (3H, s), 4.67 (1H, d, J=14.0Hz), 5.04 (1H. d, J=14.0Hz). 
5.76 (1H, m), 7.38-7.68 (9H, m). 
MS m/z: 380(M+), 302, 186, 116. 

(Example 1 8) 

Compound of Compound No. 1-20 
[0194] MS (APCI) m/z: 399((M+H)+). 

(Example 19) 

Compound of Compound No. 1-21 

[0195] MS m/z: 416(M-'). 385. 302. 186. 116. 
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(Example 20) 

Compound of Compound No. 1-22 

[0196] iH-NMR(200MHz, CDCI3) 6ppm: 1.72 (3H, s), 3.58 (3H, s), 3.61 (3H, s). 4.64 (1H, d. J=14.0Hz). 5.03 (1H, 
s, J=1 4.0Hz), 7.35-7.67 (9H, m). 
MS m/z: 388(M''), 302, 280, 116. 

( Example 21 ) 

Compound of Compound No. 1-23 

[0197] iH-NMR(200MHz, CDCI3) 6ppm: 1.76 (3H. s), 3.21 (2H, dd. J=20.0, 16.0Hz), 3.56 (3H, s), 4.62 (1H, d. 
J=1 4.0Hz), 5.04 (1H, d, J=1 4.0Hz), 7.38-7.67 (9H. m). 
MS m/z: 369(M+), 302, 253, 213. 186, 116. 

( Example 22 ) 

Compound of Compound No. 1-24 
[0198] MS (APCI) m/z: 375((M+H)+). 
( Example 23) 

Compound of Compound No. 1-25 

[0199] '»H-NMR(200MHz, CDCI3) 6ppm: 1.80 (3H, s), 2.16 (3H, s), 3.58 (3H, s), 4.22 (1H, d, J=15.2Hz), 4.32 (1H, 
d, J=15.2 Hz), 4.64 (1H, d, J=14.1Hz), 4.99 (1H, d, J=14.1Hz). 7.34-7.67 (9H, m). MS m/z: 402(M+), 301, 286, 214, 
186, 116. 

( Example 24) 

Compound of Compound No. 1-26 

[0200] ••H-NMR(200MHz, CDCI3) 5ppm: 1.78 (3H, s), 3.53 (3H, s), 4.31 (1H, d, J= 14.7Hz). 4.44 (1H, d, J=14.7Hz), 
4.65 (1H, d. J= 13.9Hz), 5.04 (1H. d, J=13.9Hz), 6.79 (2H. d J=7.5Hz), 6.97 (1H, d J=7.5Hz), 7.34-7.67 (9H, m). 
MS m/z: 436(M+), 320, 249, 213, 199, 116. 

(Example 25) 

Compound of Compound No. 1-27 

[0201] ^H-NMR(200MHz, CDCI3) 6ppm: 1 .44 (2H. d. J=6.2Hz). 1 .55, 1 .76 (3H, s). 3.29. 3.49 (3H, s), 4.58-4.69 (2H, 
m), 4.98-5.12 (1H, m), 6.60-7.64 (14H, m) (mixture of 2 diastereomers). 
MS m/z: 450(M+), 357. 302, 214, 121 . 

( Example 26) 

Compound of Compound No. 1-28 

[0202] iH-NMR(200MHz, CDCI3) 6ppm: 1 .69 (3H, s). 3.29 (3H. s). 3.41 (2H, s). 4.62 (1 H, d. J=14.0 Hz), 4.96 (1 H, 
d, J=14.0Hz), 7.23-7.67 (11 H. m). 8.52 (1H, s). 8.51 (1H, d, J=3.7Hz). 

( Example 27) 

Compound of Compound No. 1-29 

[0203] iH-NMR(200MHz, CDCI3) 5ppm: 1 ,80 (3H, dd, J=7.0, 1 .5Hz), 1 .80 (3H. s), 3.42 (3H, s). 4.85 (2H. dd. J=9.5, 
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9.0 Hz). 6.59 (1H, dd, J=16, 1 .8Hz). 7.05-7.12 (1H, m), 7.34-7.71 (9H, m), 
MS m/z: 370(M+). 302, 254. 186, 116. 

(Example 28) 

Compound of Compound No. 1-30 
[0204] MS (APCI) m/z: 407((M+H)+). 
(Example 29) 

Compound of Compound No. 1-31 

[0205] ^H-NMR(200MHz, CDCI3) 6ppm: 1.79 (3H, s), 3.38 (3H, s), 4.90 (1H, d, J=14.0Hz). 5.02 (1H, d. J=14.0Hz), 
5.86 (1H, d, J=3.7Hz), 6.31 (1H, dd, J=3.7, 1.8Hz), 7,35-7.74 (10H. m). 
MS m/z: 396(M+). 302. 280, 209, 186. 116. 

(Example 30) 

Compound of Compound No. 1-32 

[0206] 1H-NMR(200MHZ. CDCI3) 6ppm: 1.85 (3H, s), 3.35 (3H, s), 4.91 (1H, d, J=14.0Hz), 5.02 (1H. d, J=14.0Hz), 
6.94 (1H, dd, J=8.7. 4.8Hz). 7,15 (1H, dd, J=3.7. 1.1Hz), 7.35-7.75 (10H. m). 
MS m/z: 412(M+), 384. 302, 186. 116. 

(Example 31 ) 

Compound of Compound No. 1-33 

[0207] 1H-NMR(200MHZ. CDCI3) 6ppm: 1.77 (3H, s), 3.05 (3H, s). 3.35 (3H, s), 4.98 (2H, d, J=1.8Hz), 7.40-7.74 

(9H, s). 

MS m/z: 428(M+), 400, 284. 116. 
(Example 32) 

Compound of Compound No. 1-34 

[0208] ^H-NMR(200MHz, CDCI3) 6ppm: 1 .87 (3H, s). 3.41 (3H, s), 3.75 (3H. s), 4.66 (1H, d. J=14.3Hz), 4.82 (1H, 
d, J=1 4.3Hz). 7.32-7.66 (9H, m). 
MS m/z: 360(M+), 301. 244, 212, 116. 

( Example 33 ) 

Compound of Compound No. 1-35 

[0209] iH-NMR(200MHz. CDCI3) 5ppm: 1 .24 (3H. t, J=6.2Hz), 1 .87 (3H, s), 3.42 (3H. s), 4.26 {2H. q, J=6.2Hz), 4.65 
(1H. d. J=14.4Hz), 4.82 (1H, d, J=14.4Hz). 7.31-7.68 (9H. m). 
MS m/z: 374(M+), 301. 258. 214, 186, 116. 

(Example 34) 

Compound of Compound No. 1-36 

[0210] ''H-NMR(200MHz, CDCI3) 8ppm: 0.92 (3H, t, J=7.5Hz). 1 .91 (3H. s), 2.35 (2H. m), 3.38 (3H, s). 4.68 (1H, d, 
J=13.9 Hz), 4.98 (1H, d. J=13.9Hz), 7.34-7.66 (9H, m). 
MS m/z: 358(M+), 301 , 242. 200, 116. 
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(Example 35) 

Compound of Compound No. 1-45 

[0211] ''H-NMR(200MH2. CDCI3) 6ppm: 0.95 (3H, t, J=7.5H2). 2.34 (2H. m), 3.35 (3H, s). 3.76 {3H, s), 4.56 (1H. d, 
J=14.3 Hz), 4.94 (1H, d, J=14.3 Hz). 7.28-7.68 (9H, m). 
MS m/z: 374(M+). 359, 268. 185. 129. 116. 

(Example 36) 

Compound of Compound No. 1-57 

[0212] 1H-NMR(200MHZ. CDCI3) 5ppm: 1 .78 (3H. s). 1 .88 (3H, s), 2.38 (3H, s), 3.48 (3H, s), 4.68 (1 H. d. J=13.9Hz). 
4.91 (1H. d, J=13.9Hz), 7.23 (2H, d. J=7.7Hz), 7.37-7.66 (6H, m). 
MS m/z: 358(M+). 315, 242. 200. 116. 

( Example 37 ) 

Compound of Compound No. 1-62 

[0213] iH-NMR(200MHz, CDCI3) 6ppm: 1.80 (3H. s). 1.88 (3H. s), 3.48 (3H, s), 4.70 (IN, d, J=14.0Hz). 4.90 (1H, 
d. J=14.0Hz). 7.04 (1H. m). 7.33-7.65 (7H, m). 
MS m/z: 362(M+). 320. 246. 204, 116. 

( Example 38) 

Compound of Compound No. 1-63 

[0214] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.78 (3H, s), 1.88 (3H, s). 3.48 (3H, s). 4.69 (1H, d, J=14.1Hz), 4.91 (1H, 
d. J=14.1Hz), 7.11 (2H, t, J=8.8Hz), 7.43-7.61 (2H, m), 7.62-7.66 (4H, m). 
MS m/z: 362(M+). 319, 246. 204. 133, 116. 

(Example 39) 

Compound of Compound No. 1 -67 

[0215] iH-NMR(200MHz, CDCI3) 5ppm: 1 .85 (3H, s). 2.37 (3H, s), 3.41 (3H, s), 3.75 (3H, s), 4,65 (1 H, d, J=14.3Hz), 
4.82 (1H, d, J=14.3H2), 7.21 (2H, d. J=8.1Hz), 7.26-7.67 (6H, m). 
MS m/z: 374(M+), 315, 258. 149. 116. 

(Example 40) 

Compound of Compound No. 1-72 

[0216] iH-NMR(200MHz, CDCI3) 5ppm: 1.87 (3H, s), 3.41 (3H, s), 3.76 (3H. s), 4.64 (1H, d, J=14.0 Hz), 4.83 (1H, 
d, J=1 4.0Hz), 7.01 (1H, m), 7.31-7.66 (7H, m). 

. (Example 41) 

Compound of Compound No. 1-73 

[0217] iH-NMR(200MHz, CDCI3) 6ppm: 1.85 (3H, s), 3.41 (3H, s), 3.76 (3H, s). 4.65 (1H, d, J=14.5Hz), 4.83 (IH, 
d, J=1 4.5Hz). 7.10 (2H. t, J=8.8Hz), 7.27-7.47 (2H, m), 7.58-7.65 (4H, m). 
MS m/z: 378(M+), 319. 262, 134. 116. 
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( Example 42 ) 

Compound of Compound No. 1-76 
[0218] MS (APCI) nn/2: 359{(M+H)+). 
(Example 43) 

Compound of Compound No. 1 -78 

[0219] iH-NMR(200MHz. CDCI3) 6ppm: 0.87 (3H, t. J=7.5H2). 1.33 (3H, t, J=7.2Hz), 1.63 (2H, m), 2.02 (2H, m), 
3.77 (2H, m), 4.84 (1H, d, J=14.0Hz), 5.31 (1H, d, J=14.0Hz), 7.32-7.72 (9H, m). 

( Example 44) 

Compound of Compound No. 1-81 
[0220] MS (APCI) nn/z: 421 ((M+H)+). 
(Example 45) 

Compound of Compound No. 1-82 
[0221] MS (APCI) m/z: 389((M+H)+). 
(Example 46) 

Compound of Compound No. 1 -85 

[0222] lH-NMR(200MHz, CDCI3) 6ppm: 1 .26 (3H, t, J=7.3Hz), 1 .81 (3H, s), 3.69 (2H, m), 3.75 (3H, s), 4.74 (2H, s), 
7.29-7.67 (9H. m). 

(Example 47) 

Compound of Compound No. 1 -86 

[0223] 1H-NMR(200MHZ, CDCI3) 6ppm: 1 .81 (3H, m), 1 .88 (3H, s), 2.35 (3H, s), 3.49 (3H, s), 4.67 (1 H, d, J=14.0Hz), 
4.87 (1H, d, J=14.0H2), 7.30-7.67 (8H, m). 
MS m/z: 358(M+), 315. 228. 186. 130. 

( Example 48 ) 

Compound of Compound No. 1 -88 

[0224] iH-NMR(200MHz, CDCI3) 6ppm: 1.80 (3H, m), 1.88 (3H, s), 3.54 (3H, s), 4.58 (1H, d, J=14.0Hz), 4.94 (1H, 
d, J=14.0Hz), 7.16 (1H, t, J=8.4Hz), 7.34-7.67 (7H. m). 
MS nVz: 362(M+), 319. 228. 186, 134, 116. 

(Example 49) 

Compound of Compound No. 1 -89 

[0225] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.77 (3H, m), 1.93 (3H. s), 3.59 (3H. s), 4.87 (1H. d. J=1 4.0Hz). 6.20 (1H. 
d, J=1 4.0Hz), 7.33-7.65 (7H, m). 7.91 (1H. d. J=1 .8Hz). 
MS (APCI) m/z: 424((M+H)+). 
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( Example 50) 

Compound of Compound No. 2-10 

[0226] iH-NMR(200MHz, CDCI3) 5ppm: 1 .62 (3H, s), 2.14 (3H, s). 3.31 (3H, s), 3.73 (3H, s), 4.62 (1H, d, J=14.3Hz). 
4.75 (1H, d, J=14.3H2), 7.31-7.63 (4H, m). 
MS m/z: 298(1^-^), 239, 182, 150, 116. 

(Example 51) 

Compound of Compound No. 2-11 

[0227] 1H-NMR(200MH2, COC\^) 6ppm: 1.58 (3H, s). 2.04 (3H, s), 2.23 (3H, s). 3.91 (1H, d. J=14.1Hz), 5.07 (1H, 
d, J=14.1Hz), 7.30-7.52 (9H. m). 
MS m/z: 344(M+), 331 , 301 . 258, 198. 

( Example 52 ) 

Compound of Compound No. 2-17 

[0228] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .48 (3H, s), 2.23 (3H, s), 3.39 (3H, s), 3.90 (2H, s), 3.92 (1 H, d, J=13.9Hz), 
5.14 (1H. d, J=13.9Hz), 7.28-7.54 (9H, m). 
MS m/z: 374(M+), 302, 228, 186, 116. 

(Example 53) 

Compound of Compound No. 2-21 

[0229] ^H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.48 (3H, s), 1.70-1.94 (1H, m), 1.82 (3H, s), 2.37 
(2H. d. J=7.3Hz). 3.41 (3H, s), 4.53 (1H, d. J=13.7Hz). 4.96 (1H, d, J=13.7Hz), 7.36-7.62 (4H, m). 
MS m/z: 324(M+), 282, 240, 166, 116. 

(Example 54) 

Compound of Compound No. 2-22 

[0230] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.87 (3H, t, J=7.3Hz), 0.90 (6H, d, J=6.6Hz), 1.41 (3H, s), 1.62 (2H, m), 
1 .84-2.04 (3H, m), 2.37 (2H, d, J=7.0Hz), 3.39 (3H, s), 4.54 (1 H, d, J=14.0Hz). 4.97 (1 H, d, J=14.0Hz), 7.37-7.61 (4H, 
m). 

MS m/z: 338(M+), 296, 282, 240, 116. 
(Example 55) 

Compound of Compound No. 2-23 

[0231] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d, J=6.6Hz), 1.09 (3H, t, J=7.3Hz), 1.47 (3H, s), 1.62 (2H, m), 
1.82-1.96 (3H, m), 2.38 (2H, d, J=7.3Hz), 3.39 (3H, s), 4.54 (1H, d, J=14.0Hz), 4.97 (1H, d, J=14.0Hz), 7.35-7.61 (4H, 
m). 

MS m/z: 352(M+), 310, 282, 240, 116. 
(Example 56) 

Compound of Compound No. 2-24 

[0232] iH-NMR(200MHz, CDCI3) 5ppm: 0.71 (2H, m), 0.91 (6H, d, J=6.6Hz), 1.05 (2H. m). 1.17 (1H, m), 1.55 (3H, 
s). 1 .91 (1 H. m), 2.38 (2H, d, J=7.3Hz), 3.42 (3H, s), 4.62 (1 H, d, J=14.0Hz), 4.91 (1 H, d, J=14.0Hz), 7.36-7.61 (4H, m). 
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(Example 57) 

Compound of Compound No. 2-26 

[0233] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.91 (6H, d, J=6.6H2). 1.43 (3H, s), 1.70-2.00 (5H, m). 2.18-2.40 (2H, m), 
2.37 (2H, d, J=7.3Hz), 2.78 (1H, m). 3.36 (3H, s). 4.50 {1H, d. J=14.0Hz), 4.95 (1H. d, J=14.0Hz), 7.35-7.61 (4H, m). 
MS m/z: 364(M'^), 322, 282. 240, 116. 

( Example 58 ) 

Compound of Compound No. 2-29 

[0234] iH-NMR(200MHz, CDCI3) 6ppm: 0.92 {6H, dd, J=6.6, 1.8Hz), 1.47 (3H. s), 1 .82-2.02 (1H, m), 2.40 (2H, d. 
J=7.0Hz), 3.32 (3H, s), 3.58 (3H, s), 4.84 (1H, d, J=14.0Hz). 4.97 (1H, d, J=14.0Hz), 5.76 (1H, d, J=3.7Hz), 6.30 (1H. 
dd, J=3.7, 1.8Hz), 7.38-7.64 (4H, m). 
MS m/z: 376(M+), 334, 282, 116. 

(Example 59) 

Compound of Compound No. 2-30 

[0235] 1H-NMR(200MHZ, CDCI3) 8ppm: 0.90 (6H, d, J=6.6Hz), 1.49 (3H, s), 1.90 (1H, m), 2.19 (2H, t, J=6.2Hz), 
2.37 (2H, d, J=7.0Hz), 2.49-2.83 (2H, m), 3.49 (3H, s), 3.70 (3H, s), 4.52 (1H, d, J=14.0Hz), 5.01 (1H. d, J=14.0Hz). 
7.36-7.62 (4H, m). 

MS m/z: 396(M-^), 365, 354, 282, 240, 116. 
( Example 60) 

Compound of Compound No. 2-31 

[0236] ^H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1 .44 (3H, s), 1 .83-1 .91 (1 H, m). 2.37 (2H, d, J=7.3Hz), 
3.36 (3H, s), 3.42 (3H, s), 3.59 (1H. d, J=15.0Hz). 3.71 (1H, d, J=15.0Hz). 4.49 (1H, d, J=13.7Hz), 5.03 (1H, d, 
J=1 3.7Hz), 7.37-7.63 (4H, m). 
MS m/z: 354(M+), 339. 312, 281 , 238. 

( Example 61 ) 

Compound of Compound No. 2-32 

[0237] ^H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1 .47 (3H, s), 1 .82-1 .96 (1 H, m), 2.37 (2H, d, J=7.3Hz), 
3.46 (3H, s), 4.23 (1 H, d, J=14.7Hz). 4.36 (1 H, d, J=14.7Hz), 4.48 (1H, d, J=13.9Hz), 5.11 (1 H, d, J=13.9Hz), 6.77 (2H, 
d. J=7.7Hz), 6.97 (IN, t, J=7.3Hz), 7.22-7.30 (2H, m), 7.38-7.64 (4H, m). 
MS m/z: 416(M+), 374. 323, 300, 281. 

( Example 62) 

Compound of Compound No. 2-33 

[0238] ^H-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d, J=6.6Hz). 0.90-1.26 (4H, m), 1.48 (3H, s), 1.60-2.04 (2H, m), 
2.36 (2H, d, J=7.3Hz), 3.51 (3H, s). 4.21 (2H, m). 4.47 (IN, d, J=13.9Hz), 5.06 (1H, d. J=13.9Hz), 7.38-7.64 (4H, m). 
MS m/z: 408(M+), 366, 281 , 127. 116. 

( Example 63) 

Compound of Compound No. 2-34 

[0239] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.86-0.89 (6H. m). 1 .26 (3H, t, J=7.0Hz), 1 .50. 1 .58 (3H, s), 1 .82-2.00 (1 H, 
m), 2.10. 2.12 (3H, s). 2.34, 2.37 (2H. d, J=7.3Hz), 3.49, 3.54 (3H, s), 4.20, 5.31 (1H. d, J=14.0Hz). 4.60, 4.83 (1H, q, 
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J=6.6H2), 4.75 (1 H, s). 7.36-7.63 (4H, s) (mixture of 2 diastereomers). 
MS m/z: 396(M+), 354. 282. 116. 

( Example 64) 

Compound of Compound No. 2-35 

[0240] iH-NMR(200MHz, CDCy 6ppm: 0.89 (6H, d, J=6.6H2). 1 .73 (3H, s), 1 .82-1 .89 (1 H, m), 2.35 (2H. d, J=7.3Hz), 
3.64 (3H, s). 4.15 (2H, s), 4.91 (2H, s). 6.85-6.93 (3H. m), 7.42-7.66 (4H, m), 8.09-8.13 (1H. m). 
MS m/z: 417(M+), 366, 282, 240, 136. 

(Example 65 ) 

Compound of Compound No. 2-36 

[02411 1H-NMR(200MHZ, CDCI3) 6ppm: 0.91 (6H, d, J=6.6Hz), 1.48 (3H, s), 1.79 (3H, dd. J=7.0, 1.5Hz), 1.92 (1H, 
m), 2.39 (2H, d, J=7.3Hz), 3.36 (3H, s). 4.63 (1H. d, J=14.0Hz). 4.97 (1H, d, J=14.0Hz), 5.51 (1H, dd, J=15, 1.5Hz). 
7.09 (1H. m), 7.36-7.61 (4H, m). 
MS m/z: 350(M-^), 308, 282, 240, 116. 

(Example 66) 

Compound of Compound No. 2-37 

[0242] ^ H-NMR(200MHz, CDCI3) 6ppm: 0.86 (6H, d, J=6.6Hz), 1 .41 (3H, s), 1 .73-1 .92 (1 H, m), 2.33 (2H, d, J=7.3Hz). 

3.51 (3H, s), 3.58 (3H, s), 4.48 (1H, d. J=14.0Hz), 5.09 (1H, d. J=14.0Hz), 7.40-7.67 (4H, m). 
MS m/z: 368(M+). 326, 282, 150, 116. 

(Example 67) 

Compound of Compound No. 2-38 

[0243] 1 H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H. d, J=6.6H2), 1 .57 (3H, s). 1 .83-1 .97 (1 H, m), 2.36 (2H, d. J=7.7Hz). 
3.33 (3H, s), 3.72 (3H, bs), 4.68 (2H, s), 7.36-7.42 (2H, m) 7.55-7.63 (2H, m). 
MS m/z: 340(M+), 326, 298, 281 , 239. 

( Example 68) 

Compound of Compound No. 2-39 

[0244] iH-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1 .59 (3H, s), 1 .74-1 .95 (1 H, m). 2.36 (2H, d. J=7.3Hz). 
3.23 (3H, s), 4.68 (2H, s), 5.16 (2H, s), 7.12-7.61 (4H, m). 
[0245] MS m/z: 402(M+), 360, 316. 267. 116. 

( Example 69 ) 

Compound of Compound No. 2-40 

[0246] iH-NMR(200MHz,CDCl3)5ppm:0.91 (6H, d, J=6.6Hz). 1 .70 (3H. s), 1 .75-1 .98 (1 H, m), 2.38 (2H, d. J=7,0Hz), 

3.52 (3H, s). 4.79 (2H, s), 6.97 (1H, d, J=8.1Hz), 7.18-7.81 (6H, m), 8.38 (1H, m). 
MS m/z: 403(M+), 361 , 281. 266, 238, 192, 150, 116. 

(Example 70) 

Compound of Compound No. 2-41 

[0247] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=7.0Hz), 1.29 (3H, t, J=7.2Hz), 1.44 (3H, s), 1.84 (3H, s), 
1.87-2.04 (1H, m), 2.38 (2H, d, J=7.3Hz), 3.74 (2H, q, J=7.2Hz), 4.42 (1H, d, J=13.9Hz). 5.11 (1H, d, J=13.9Hz). 



67 



EP 1 304 325 A1 



7.36-7.64 (4H, m). 

MS m/z: 338(M+), 296, 266, 254, 180, 116. 
(Example 71) 

Compound of Compound No, 2-43 

[0248] iH-NMR(200MHz. CDCI3) 6ppm: 0.67-0.79 (2H. m). 0.90 (6H, d, J=6.6Hz). 0.96-1.09 (2H, m), 1 .16-1.26 (1H, 
m), 1.28 (3H, t, J=7.3Hz), 1.48 (3H, s), 1.84-1.98 (1H. m). 2.39 (2H, d. J=7.0Hz). 3.76 (2H. q, J=7.3Hz), 4.47 (1H. d. 
J=13.7Hz). 5.08 (1H, d, J=13.7Hz). 7.36-7.62 (4H. m). 
MS m/z: 364(M+), 322, 295. 254, 183, 116. 

(Example 72) 

Compound of Compound No. 2-47 

[02491 ^H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.32 (3H. t, J=7.1Hz), 1.41 (3H. s). 1 .84-1.97 (1H, 
m), 2.38 (2H. d, J=7.3Hz), 3.37 (3H, s), 3.69-3.81 (2H. m), 3.68 (2H. q. J=7.1Hz), 4.41 (1H. d. J=13.8Hz), 5.17 (1H, 
d. J=1 3.8Hz), 7.40-7.66 (4H, m). 
MS m/z: 368(M+), 326, 295. 252, 116. 

(Example 73) 

Compound of Compound No. 2-48 

[0250] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz). 1.32 (3H, t, J=7.1Hz), 1.44 (3H, s), 1.83-1.97 (1H, 
m), 2.39 (2H, d, J=7.0Hz), 3.67-3.83 (2H, m), 4.29 (2H, q. J=7.1Hz), 4.41 (1H, d, J=13.8Hz), 5.19 (1H. d. J=13.8Hz), 
6.75-7.03 (4H, m), 7.21-7.62 (4H, m). 
MS m/z: 430(M+), 388, 295, 165, 116. 

(Example 74) 

Compound of Compound No. 2-50 

[0251] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.20 (3H, t, J=7.1Hz), 1.52 (3H, s). 1.83-1.97 (1H, 
m), 2.37 (2H, d, J=7.0Hz). 3.64 (2H, q. J=7.1 Hz). 3.72 (3H, s). 4.60 (1 H, d, J=14.1 Hz), 4.78 (1 H, d, J=14.1 Hz), 7,33-7.64 
(4H, m). 

MS xrJz\ 354(M+), 339. 312, 295, 116. 
(Example 75) 

Compound of Compound No. 2-61 

[0252] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz). 1.49 (3H, s), 1.82 (3H, s), 1.82-1.92 (1H, m), 2.34 
(3H, s), 2.37 (2H, d, J=7.3Hz), 3.41 (3H, s), 4.49 (1 H, d, J=14.0Hz), 4.93 (1 H, d, J=14.0Hz), 7.26 (1 H, s), 7.32 (1 H, s), 
7.40 (1H,s). 

MS nn/z: 338(M+), 296, 254, 130. 
(Example 76) 

Compound of Compound No. 2-63 

[0253] ^H-NMR(200MHz. CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1.50 (3H, s). 1.85 (3H, s), 1.80-1.98 (1H, m), 2.35 
(2H. d, J=7.0Hz), 3.48 (3H, s), 4.80 (1H, d. J=14.0Hz). 5.18 (1H, d, J=14.0Hz), 7.42 (1H, dd, J=8.4, 2.2Hz), 7.62 (1H. 
d. J=8.4Hz), 7.80 (1H. d, J=2.2Hz). 
MS (APCI) m/z: 404((M+H)+). 
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(Example 77) 

Compound of Compound No. 2-64 

[0254] ^H-NMR(200MHz, CDCIa) 6ppm: 0,91 (6H, d, J=6.6Hz), 1.50 (3H, s), 1.82 (3H, s), 1.85-1.98 (1H, m), 2.38 
(2H. d, J=7.3Hz), 3.46 (3H. s), 4.43 (1 H. d. J=1 4.0Hz). 5.00 (1 H, d. J=14.0H2), 7.1 5 (1 H, t, J=8.4Hz). 7.46-7.53 {2H, m). 
MS m/z: 342(M+), 300, 258. 134. 

( Example 78) 

Compound of Compound No. 2-67 

[0255] "»H-NMR(200MHz, CDCI3) 6ppm: 1.49 (3H, s), 1.58-2.10 (6H, m), 1.81 (3H, s), 2.58 (2H, s), 2.50-2.65 (1H. 
m), 3.40 (3H. s), 4.52 (1H. d, J=13.9Hz), 4.95 (1H, d, J=13.9Hz), 7.40-7.63 (4H, m). 
MS m/z: 336(M+), 321 , 308. 293. 282. 

( Example 79) 

Compound of Compound No. 2-73 

[0256] 1H-NMR(200MHZ. CDCI3) 5ppm: 1 .45 (3H, s), 1 .55-2.10 (6H, m), 1 .83-1 .91 (1 H, m). 2.58 (2H. s) 2.50-2.65 
(1H, m), 3.35 (3H, s), 3.42 (3H, s), 3.58 (1H. d. J=15.2Hz), 3.71 (1H, d, J=15.2Hz), 4.48 (1H, d, J=13.7Hz), 5.03 (1H, 

d, J=1 3.7Hz). 7.37-7.63 (4H, m). 

MS m/z: 366(M+), 351 , 325. 312, 293. 

(Example 80 ) 

Compound of Compound No. 2-74 

[0257] 1H-NMR(200MH2. CDCI3) Sppm: 1 .47 (3H, s), 1 .55-2.10 (6H, m), 1 .83-1 .91 (1H, m), 2.57 (2H, s), 2.45-2.65 
(1H, m), 3.45 (3H. s). 4.21 (1H, d, J=14.8Hz), 4.34 (1H, d, J=14.8Hz), 4.47 (1H. d. J=13.9Hz), 5.09 (1H. d, J=13.9Hz), 
6.76 (2H, d, J=8.2H2), 6.97 (1 H. t, J=7.7Hz), 7.22-7.30 (2H, m), 7.35-7.70 (4H, m). MS m/z: 428(M'), 400, 387, 374, 293. 

( Example 81) 

Compound of Compound No. 2-75 

[0258] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.58 (3H, s), 1.55-2.10 (6H, m), 1.83-1.91 (1H. m), 2.58 (2H, s). 2.45-2.65 
(1H, m), 3.32 (3H, s), 3.72 (3H, bs), 4.67 (2H, s), 7.36-7.42 (2H, m) 7.55-7.63 (2H, m). 
MS m/z: 352(M+), 324, 311, 298, 116. 

( Example 82 ) 

Compound of Compound No. 2-76 

[0259] 1H-NMR(200MHZ, CDCI3) 5ppm: 1.08 (3H, d, J=6.6Hz), 1.51 (3H, d, J=4.0Hz), 1.82 (3H, s), 2.37-2.92 (3H, 
m), 3.41 (3H, d, J=3.7Hz), 4.57 (1H, dd, J=8.4, 13.9Hz), 4.90 (1H, dd, J=9.5, 13.9Hz), 7.37-7.64 (4H, m). 
MS m/z: 378(M+), 335, 282, 220, 157, 116. 

(Example 83 ) 

Compound of Compound No. 2-78 

[0260] iH-NMR(200MHz, CDCI3) 5ppm: 0.69-1.26 (4H, m), 1.09 (3H, d, J=6.6Hz), 1.58 (3H, d, J=4.8Hz), 2.41-2.94 
(3H, m), 3.43 (3H, d, J=4.4Hz), 4.66 (1H, dd, J=9.5, 13.9H2), 4.90 (1H, dd, J=10.6, 13.9Hz), 7.37-7.63 (4H. m). 
MS m/z: 404(M+), 336, 183, 116. 



69 



EP 1 304 325 A1 



( Example 84 ) 

Compound of Compound No. 2-82 

[0261] iH-NMR(200MHz, CDCI3) Sppm: 1.09 (3H, d, J=6.6Hz), 1.47 (3H, d, J=4.0Hz), 2.41-2.91 (3H, m), 3.39 (3H, 
d, J=1.1Hz), 3.43 (3H, d, J=3.7Hz), 3.58 (1H, d, J=1 5.0Hz). 3.70 (1H, d, J=1 5.0Hz), 4.52 (1H, dd, J=8.4, 13.9Hz), 5.02 
(1H, dd, J=9.5, 13.9Hz), 7.39-7,65 (4H, m). 
MS m/z: 408(M+), 335, 312. 292, 116. 

(Example 85) 

Compound of Compound No. 2-83 

[0262] ^H-NMR(200MHz, CDCI3) 6ppm: 1 .00 (3H, dd, J=4.0, 6.6Hz), 1 .46 (3H, d, J=2.9Hz). 2.36-2.88 (3H. m), 3.44 
(2H, d, J=1 .8Hz), 4.24-4.37 (2H, m), 4.47 (2H, dd, J=1 0. 1 , 1 3.9Hz), 5.07 (1 H, dd, J=7.3, 1 3.9H2), 6.72 (2H, d, J=8.1 Hz), 
6.94 (1H, t, J=7.3Hz). 7.22 (2H, t, J=8.1Hz), 7.36-7.62 (4H, m). 
MS m/z: 470(M+), 374, 354, 116. 

( Example 86) 

Compound of Compound No. 2-84 

[0263] iH-NMR(200MHz, CDCI3) oppm: 1 .08 (3H, dd, J=2.6, 8.6Hz). 1 .60 (3H, d. J=4.0Hz), 2.37-2.94 (3H, m), 3.34 
(3H, d, J=4.0Hz), 3.74 (3H, s), 4.70 (1H, dd, J=4.7, 14.3Hz), 4.70 (1H. s), 7.42-7.65 (4H, m). 
MS nn/z: 394(M+). 335, 298, 278. 116. 

( Example 87 ) 

Compound of Compound No. 3-1 

[0264] lH-NMR(200MHz, CDCI3) 6ppm: 1 .21 (3H, t, J=7.7Hz), 1 .90 (3H, s), 2.59 (2H, q, J=7.7Hz), 3.44 (3H, s), 4.60 
(1H, bs), 4.94 (1H. bs), 5.92 (1H, s),7.39-7.64 (4H. m). 
MS m/z: 282(M+), 240, 138. 124, 116. 

( Example 88) 

Compound of Compound No. 3-3 

[0265] iH-NMR(200MHz, CDCI3) 5ppm: 0.67-0.90 (2H, m), 0.96-1.38 (3H, m), 1.21 (3H, t, J=7.7Hz), 2.59 (2H, q, 
J=7.7Hz), 3.46 (3H, s), 4.64 (1H, d, J=14.3Hz). 4.95 (1H, d. J=14.3 Hz), 5.80 (1H, s). 7.38-7.51 (2H, m), 7.55-7.62 
(2H, m). 

MS m/z: 308(M+), 240, 124, 116, 89. 
(Example 89) 

Compound of Compound No. 3-7 

[0266] ^H-NMR(200MHz. CDCI3) 5ppm: 1.21 (3H, t, J=7.7Hz). 2.58 (2H, q, J=7.7Hz). 3.37 (3H. s), 3.44 (3H. s). 3.65 
(1H, d, J=14.7Hz), 3.88 (1H, d, J=14.7Hz), 4.52 (1H. d, J=13.6Hz), 5.02 (1H, d, J=13.6Hz), 5.69 (1H, s), 7.39-7.64 
(4H, m). 

MS m/z: 312(M''), 284. 239. 168, 116. 
( Example 90) 

Compound of Compound No. 3-9 

[0267] iH-NMR(200MHz, CDCI3) 5ppm: 1.19 (3H, t, J=7.6Hz), 2.58 (2H, q. J=7.6Hz), 3.48 (3H, s), 4.32 (1H. d. 
J=14.9H2), 4.51 (2H. d, J=14.9Hz). 5.09 (1 H, d. J=14.9Hz), 5.73 (1H, s), 6.79 (2H. d, J=6.2Hz). 6.98 (1H, t, J=7.3H2), 
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7.22-7.30 (2H, m), 7.40-7.64 (4H, m). 
MS m/z: 374(M+), 281 , 253. 239, 116. 

(Example 91) 

Compound of Compound No. 3-11 

[0268] iH-NMR(200MHz, CDCI3) 6ppm: 0.93 (3H, t, J=7.3Hz), 1 .52-1 .71 (2H, m), 1 .89 (3H. s). 2.52 (2H, t, J=7.5Hz), 
3.44 (3H, s). 4.57 (1H, br), 4.96 (1H, br). 7.38-7.63 (4H. m). 
MS m/z: 296(M+), 268. 254, 226, 152. 

( Example 92) 

Compound of Compound No. 3-13 

[0269] ^H-NMR(200MHz, CDCI3) 6ppm: 0.72-0.80 (2H. m), 0.94 (3H, t, J=7.5Hz), 0.94-1 .16 (2H. m), 1 .16-1 .34 (1 H. 
m), 1.54-1.74 (2H. m), 2.53 (2H, t, J=7.7Hz), 3.46 (3H. s). 4.62 (1H. d, J=14.3Hz), 4.97 (1H. d. J=14.3 Hz). 5.77 (1H. 
s), 7,38-7.50 (2H, m), 7.54-7.62 (2H, m). 
MS m/z: 322(M+), 294. 254, 226, 116. 

(Example 93) 

Compound of Compound No. 3-1 7 

[0270] iH-NMR(200MHz. CDCI3) 5ppm: 0.93 (3H, t, J=7.3Hz), 1 .52-1 .71 (2H. m). 2.52 (2H. t, J=7.5Hz), 3.37 (3H. 
s). 3.45 (3H, s), 3.65 (1H. d, J=14.5 Hz), 3.88 (1H, d, J=14.5Hz), 4.50 (1H, d, J=13.6Hz), 5,06 (1H, d, J=13.6Hz). 5.67 
(1H, s), 7.38-7.64 (4H, m). 
MS m/z: 326(M+), 311 . 298. 270. 253. 

(Example 94) 

Compound of Compound No. 3-18 

[0271] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.91 (3H, t, J=7.3Hz), 1 .50-1 .69 (2H. m), 2.52 (2H, t, J=7.5Hz), 3.50 (3H, 
s), 4.32 (1H, d, J=13.2 Hz), 4.40-4.55 (2H, m). 5.13 (1H, d. J=13.2Hz), 5.70 (1H. s), 6.78 (2H, d, J=7.7Hz), 6.98 (1H, 
t, J=7.3Hz), 7.22-7.30 (2H, m), 7.39-7.64 (4H, m). 
MS nn/z: 388(M+), 360, 295, 267, 253. 

(Example 95) 

Compound of Compound No. 3-19 

[0272] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.93 (3H, t, J=7.3Hz), 1.55-1.67 (2H, m), 2.50 (2H, t, J=7.7Hz), 3.41 (3H, 
s), 3.77 (3H. s), 4.72 (2H, s), 5.65 (1H, s), 7.43-7.50 (2H, m) 7.58-7,63 (2H. m). 
MS m/z: 312(M'). 297, 284. 196, 116. 

(Example 96) 

Compound of Compound No. 3-20 

[0273] iH-NMR(200MHz, CDCI3) 6ppm: 0.95 (3H. t, J=7.3Hz), 1 .58-1 .73 (2H. m), 2,68 (2H, t, J=7.5Hz), 3.53 (3H, 
s). 4.81 (2H, s), 5.79 (1H, s), 7.06-7.67 (9H. m), 
MS m/z: 374(M+), 346, 281 , 137, 116. 



71 



EP 1 304 325 A1 



(Example 97) 

Compound of Compound No. 3-21 

[0274] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.92 (3H, t, J=7.1Hz), 1.22-1.43 (2H, m), 1.50-1.68 (2H, m), 1.89 (3H, s). 
2.54 (2H, t, J=7.7Hz), 3.44 (3H, s), 4.57 (1H, br), 4.95 (1H, br), 5.67 (1H, s), 7.42-7.50 (2H, m). 7.55-7.62 (2H. m). 
MS m/z: 310(M+), 268, 226, 166. 116. 

( Example 98) 

Compound of Compound No. 3-27 

[0275] ^H-NMR(200MHz, CDCI3) 5ppm: 0.93 (3H, t. J=7.1Hz), 1.26-1.43 (2H, m), 1.50-1.67 (2H, m), 2.55 (2H, t, 
J=7.7Hz), 3.37 (3H, s), 3.45 (3H, s), 3.62 (1 H, d, J=13.9Hz), 3.88 (1 H, d, J=13.9Hz), 4.50 (1 H, d, J=13.6Hz), 5.05 (1 H, 
d, J=13.6Hz), 5.67 (1H, s), 7.39-7.64 (4H, m). 
MS m/z: 340(M+), 31 1 , 298, 270, 1 1 6. 

(Example 99) 

Compound of Compound No. 3-28 

[0276] iH-NMR(200MHz, CDCI3) 6ppm: 0.91 (3H, t, J=7.1Hz), 1.26-1.37 (2H, m), 1.48-1.62 (2H, m), 2.54 (2H, t, 
J=7.5Hz), 3.50 (3H, s), 4.30 (1H, d, J=13.6nz), 4.42-4.57 (2H, m), 5.12 (1H, d, J=13.6Hz), 5.70 (1H, s). 6.78 (2H, d, 
J=8.4 Hz), 6.98 (1H, t, J=7.3Hz), 7.22-7.69 (6H, m). 
MS m/z: 402(M+), 360, 281. 137. 116. 

( Example 100 ) 

Compound of Compound No. 3-29 

[0277] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.92 (3H, t. J=7.3Hz), 1.26-1.45 (2H, m), 1.50-1.66 (2H, m), 2.53 (2H, t, 
J=7.7Hz), 3.41 (3H, s), 3.77 (3H, s), 4.72 (2H, s), 5.65 (1H, s). 7.43-7.47 (2H, m) 7.59-7.63 (2H, m). 
MS m/z: 326(M+), 311 , 297, 284, 168. 

(Example 101) 

Compound of Compound No. 3-30 

[0278] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.93 (3H. t. J=7.1Hz), 1.27-1.45 (2H, m), 1.52-1.67 (2H, m), 2.56 (2H, t, 
J=7.7Hz), 3.53 (3H, s), 4,81 (2H. bs), 5.79 (1H, s). 7.08 (2H, d. J=7.7Hz),7. 19-7.67 (7H. m). 
MS m/z: 388(M+), 346, 295. 137, 116. 

(Example 102) 

Compound of Compound No. 3-31 

[0279] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (3H. t, J=6.8Hz), 1 .20-1 .42 (4H, m), 1 .50-1 .70 (2H, m). 1 .89 (3H, s), 
2.53 (2H, t. J=7.7Hz), 3.44 (3H. s), 4.55 (1H, br), 4.95 (1H, br), 5.68 (1H, s), 7.39-7.50 (2H. m), 7.56-7.62 (2H, m). 
MS nn/z: 324(M+), 295, 281 . 268. 226. 

(Example 103) 

Compound of Compound No. 3-37 

[0280] ''H-NMR(200MHz, CDCI3) 6ppm: 0.90 (3H, t, J=6.8Hz), 1.22-1.42 (4H, m), 1.50-1.67 (2H, m), 2.53 (2H, t, 
J=7.7Hz), 3.37 (3H, s), 3.45 (3H, s), 3.65 (1H, d, J=12.5Hz). 3.89 (1H. d, J=12.5Hz), 4.50 (1H, d, J=14.1Hz), 5.05 (1H, 
d, J=14.1Hz), 5.67 (1H, s). 7.39-7.64 (4H, m). 
MS m/z: 354(M+), 325, 312, 298, 270. 
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(Example 104 ) 

Compound of Compound No. 3-38 

[0281] '•H-NMR(200MHz, CDCI3) 5ppm: 0.88 (3H, t, J=6.8Hz), 1.21-1.41 (4H, m), 1.49-1.64 (2H, m), 2.53 (2H, t, 
J=7.7Hz). 3.49 (3H, s), 4.31 (1H, d. J=15.0Hz), 4.42-4.56 (2H. m), 5.12 {1H, d. J=13.9Hz). 5.70 (1H. s), 6.78 (2H, d, 
J=8.4Hz), 6.98 (1 H, t, J=7.3Hz), 7.20-7.69 (6H. m). 
MS m/z: 41 6(M+). 387, 374, 360, 295. 

(Example 1 05) 

Compound of Compound No. 3-39 

[0282] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (3H, t, J=6.6Hz), 1.24-1.41 (4H, m), 1.52-1.69 (2H, m), 2.52 (2H, t, 
J=7.9Hz). 3.41 (3H, s), 3.77 (3H. s), 4.72 (2H. s), 5.66 (1H, s) 7.43-7.70 (4H, m). MS m/z: 340(M+), 311 , 297, 284, 116. 

(Example 1 06) 

Compound of Compound No. 3-40 

[0283] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (3H, t, J=6.6Hz), 1.25-1.45 (4H, m). 1.52-1.70 (2H, m), 2.55 (2H, t, 
J=7.7Hz), 3.54 (3H, s), 4.82 (2H, bs), 5.79 (1H, s), 7.08 (2H, d, J=8.1Hz), 7.19-7.68 (7H. m). 
MS m/z: 402(M+), 373, 360, 346, 284. 

(Example 107) 

Compound of Compound No. 3-41 

[0284] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (3H, t, J=6.3Hz). 1.20-1.40 (6H, m), 1.52-1.66 (2H, m), 1.90 (3H, s) 
2.54 (2H, t, J=7.7H2), 3.44 (3H, s), 4.58 (1H, br), 4.95 (1H, br), 5.69 (1H, s), 7.42-7.63 (4H, m). 
MS m/z: 338(M+), 295, 281 . 268. 226. 

(Example 108) 

Compound of Compound No. 3-47 

[0285] 1H-NMR(200MH2, CDCI3) §ppm: 0.88 (3H, t, J=6.6Hz), 1.22-1.40 (6H, m), 1.50-1.67 (2H, m), 2.53 (2H, t, 
J=7.7H2), 3.36 (3H, s), 3.44 (3H, s), 3.65 (1H, d, J=12.5Hz), 3.86 (1H, d, J=12.5Hz), 4.49 (1H, d, J=12.5Hz), 5.05 (1H, 
d, J=12.5Hz), 5.67 (1H, s), 7.37-7.64 (4H, m). 
MS m/z: 368(M+), 339, 326, 311 , 298. 

(Example 109) 

Compound of Compound No. 3-48 

[0286] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (3H, t, J=6.4Hz), 1.21-1.40 (6H, m), 1.47-1.65 (2H, m), 2.53 (2H, t, 
J=7.7Hz), 3.49 (3H, s), 4.31 (1H, d, J=14.7Hz), 4.42-4.56 (2H, m), 5.11 (1H, d, J=13.9Hz), 5.71 (1H, s). 6.78 (2H, d, 
J=8.1Hz), 6.98 (1H, t, J=7.3Hz). 7.22-7.28 (2H, m), 7,39-7.64 (4H, m). 
MS m/z: 430(M+), 388, 373, 360, 309. 

(Example 110) 

Compound of Compound No. 3-49 

[0287] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (3H, t, J=6.4H2), 1.22-1.40 (6H, m), 1.48-170 (2H. m). 2.52 (2H, t, 
J=7.7Hz), 3.41 (3H, s), 3.77 (3H, s), 4.72 (2H, s), 5.66 (1H, s), 7.40-7.64 (4H, m). 
MS m/z: 364(M+), 325, 312. 297, 284. 
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( Example 111) 

Compound of Compound No. 3-50 

[0288] 1H-NMR(200MHZ, CDCy Sppm: 0.88 (3H, t, J=6.4H2), 1.22-1.40 (6H, m), 1.52-1.71 (2H. m), 2.55 (2H. t. 
J=7.7H2). 3.53 (3H, s), 4.82 (2H, bs), 5.79 (1H, s), 7.08 (2H, d, J=7.3Hz). 7.19-7.67 (7H, m). 
MS m/z: 416(M-^). 374. 359, 346, 323. 

(Example 112) 

Compound of Compound No. 3-51 

[0289] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.22 (6H, d, J=7.0Hz), 1.87 (3H. s), 2.79-2.98 (1H, m), 3.44 (3H. s), 4.58 
(1H. br). 4.94 (1 H, br), 5.70 (1 H, s), 7.38-7.65 (4H, m). 
MS rn/z: 296(M''), 281 . 254, 239. 226. 

( Example 113 ) 

Compound of Compound No. 3-53 

[0290] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.72-0.85 (2H, m), 1 .05-1 .33 (3H, m), 1 .22 (6H, d. J=6.2Hz), 2.82-2.96 (1 H, 
m), 3.46 (3H, s), 4.63 (IH. d, J=14.3Hz), 4.95 (1H, d. J=14.3 Hz), 5.79 (1H. s), 7.38-7.62 (4H. m). 
MS m/z: 322(M+), 254, 138, 116, 89. 

(Example 114) 

Compound of Compound No. 3-57 

[0291] iH-NMR(200MHz, CDCI3) 6ppm: 1.21 (6H, d, J=7.0Hz), 2.81-2.95 (IH, m), 3.37 (3H, s), 3.45 (3H, s), 3.64 
(IH, d, J=14.8Hz), 3.88 (IH, d, J=14.8Hz). 4.51 (IH. d. J=14.8Hz), 5.03 (IH, d, J=14.8 Hz), 5.68 (IH, s), 7.39-7.64 
(4H, m). 

MS m/z: 326(M+). 311. 297, 253, 182. 
(Example 115) 

Compound of Compound No. 3-58 

[0292] iH-NMR(200MHz, CDCI3) 6ppm: 1.19 (6H, d, J=7.0Hz), 2.80-2.94 (1H, m), 3.50 (3H, s), 4.32 (1H, d, 
J=13.2Hz). 4.42-4.56 (2H. m), 5.10 (IH, d, J=13.2Hz). 5.71 (IH, s). 6.77 (2H, d. J=8.4Hz), 6.98 (IH, t, J=7.3Hz). 
7.22-7.30 (2H, m), 7.39-7.69 (4H, m). 
MS m/z: 388(M+). 295. 267. 253, 225. 

(Example 116) 

Compound of Compound No. 3-61 

[0293] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.84 (3H. t. J=7.3Hz), 1 .19 (3H, d. J=7.0Hz). 1 .48-1 .65 (2H. m), 2.56-2.76 
(IH, m), 3.46 (3H, s), 4.62 (IH. d, J=14.5Hz), 4,96 (IH. d, J=14.5Hz), 5.75 (IH, s). 7.37-7.62 (4H, m). 
MS m/z: 310(M+), 295. 282, 268. 240. 

(Example 117) 

Compound of Compound No. 3-63 

[0294] iH-NMR(200MHz, CDCI3) 6ppm: 0.72-0.92 (2H, m), 0.85 (3H, t, J=7.3Hz), 1.02-1.32 (3H, m). 1.20 (3H, d. 
J=7.0Hz), 1.48-1.64 (2H. m). 2.56-2.75 (IH, m), 3.46 (3H, s), 4.62 (IH, d, J=14.6Hz). 4.96 (IH, d. J=14.5 Hz), 5.75 
(IH, s), 7.37-7.62 (4H, m). 
MS nn/z: 336(M+), 308. 268, 240, 116. 
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(Example 118) 

Compound of Compound No. 3-67 

[0295] ^H-NMR(200MHz. CDCI3) 6ppm: 0.84 (3H, t, J=7.8Hz), 1.19 (3H, d. J=7.0Hz), 1.43-1.64 (2H, m), 2.56-2.74 
(1H, m), 3.36 (3H, s), 3.46 (3H, s). 3.65 (1H. d. J=14.7Hz), 3.88 (1H, d. J=14.7Hz), 4.49 (1H. d, J=14.1Hz), 5.06 (1H, 
d. J=14.1Hz). 5.64 (1H. s), 7.39-7.64 {4H, m) , 
MS m/z: 340(M+). 325, 312, 284. 267. 

(Example 119) 

Compound of Compound No. 3-68 

[0296] ^H-NMR(200MHz. CDCI3) 5ppm: 0.84 (3H, t, J=7.8Hz), 1 .16 (3H, d. J=7.0Hz), 1.45-1 .63 (2H, m), 2.55-2.72 
(1H, m), 3.50 (3H. s), 4.32 (1H, d. J=14.7Hz). 4.37-4.55 (2H, m), 5.13 (1H. d. J=12.5Hz). 5.67 (1H. s). 6.77 (2H, d, 
J=8.1Hz), 6.97 (1H, t, J=7.3Hz), 7.22-7.30 (2H. m), 7.39-7.67 (4H, m). 
MS m/z: 402(M+). 387, 374. 281 , 267. 

(Example 120) 

Compound of Compound No. 3-71 

[0297] •'H-NMR(200MHz, CDCI3) 5ppm: 0.79 (6H, t, J=7.5Hz), 1.36-1.63 (4H, m), 1.89 (3H, s), 2.34-2.46 (1H, m). 
3.45 (3H. s), 4.52 (1H, d, J=12.1Hz). 5.00 (1H, d, J=12.1Hz), 5.61 (1H, s), 7.37-7.63 (4H, m). 
MS m/z: 324(M+), 296. 281 . 254, 239. 

(Example 121) 

Compound of Compound No. 3-73 

[0298] ^H-NMR(200MHz, CDCI3) 6ppm: 0.72-0.92 (2H. m), 0.80 (6H. t, J=7.1 Hz), 1 .00-1 .28 (3H, m), 1 .37-1 .72 (4H, 
m), 2.34-2.49 (1H, m), 3.46 (3H, s), 4.63 (1H, d, J=13.9Hz), 4.97 (1H. d. J=13.9Hz), 5.70 (1H, s). 7.36-7.62 (4H, m). 
MS m/z: 350(M+), 322, 282, 254, 116. 

( Example 122 ) 

Compound of Compound No. 3-77 

[0299] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.79 (6H, t, J=7.3Hz), 1.40-1.69 (4H, m), 2.34-2.48 (1H. m), 3.36 (3H, s), 
3.47 (3H, s), 3.65 (1 H, d, J=14.8Hz), 3.87 (1H, d, J=14.8Hz), 4.47 (1H, d, J=14.1Hz), 5.09 (1H. d, J=14.1Hz), 5.59 (1H, 
s), 7.38-7.63 (4H, m). 
MS m/z: 354(M+), 326, 311 . 298, 281 . 

(Example 123) 

Compound of Compound No. 3-78 

[0300] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.75-0.88 (6H, m), 1 .38-1 .83 (4H, m), 2.33-2.47 (1 H, m). 3.52 (3H, s). 4.32 
(1 H, d, J=1 3.9Hz), 4.42-4.52 (2H, m), 5.1 8 (1 H, d, J=13.9Hz), 5.63 (1 H, s), 6.77 (2H, d, J=8.4Hz), 6.97 (1 H, t, J=7.3Hz), 
7.20-7.30 (2H, m), 7.39-7.63 (4H. m). 
MS m/z: 416(M+), 401. 388. 373. 295. 

( Example 124 ) 

Compound of Compound No. 3-81 

[0301] "'H-NMR(200MHz. CDCI3) 5ppm: 1 .12-1 .47 (5H, m), 1.65-1.96 (5H. m), 1.89 (3H, s), 2.48-2.63 (1H, m), 3.44 
(3H, s), 4.54 (1H, br), 4.98 (1H, br). 5.67 (1H, s), 7.39-7.63 (4H, m). 
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MS m/z: 336(M+), 293, 281 , 268, 239. 
( Example 125) 

Compound of Compound No. 3-83 

[0302] iH-NMR(200MHz, CDGI3) 6ppm: 0.71-0,85 (2H, m), 1 .00-1 .48 (8H, m), 1 .66-1 .98 (5H, m). 2.48-2.62 (1H. m), 
3.47 (3H, s), 4.61 (1H, d, J=14.3H2), 4.96 (1H, d. J=14.3H2), 5.76 (1H, s), 7.38-7.68 (4H, m). 
MS m/z: 362(M+), 321 , 307, 294, 239. 

( Example 126 ) 

Compound of Compound No. 3-87 

[0303] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.16-1.42 (5H, m). 1.65-1.96 (5H. m), 2.45-2.60 (1H. m), 3.36 (3H. s), 3.45 
(3H, s), 3.66 (1H, br), 3.87 (1H, br), 4.48 (1H, br), 5.02 (1H, br), 5.66 (1H, s), 7.36-7.63 (4H, m). 
MS m/z: 366(M+), 351 , 325. 311 , 298. 

(Example 127) 

Compound of Compound No. 3-88 

[0304] 1H-NMR(200MHZ, CDCI3) oppm: 1 .16-1 .47 (5H, m), 1 .65-1 .95 (5H, m). 2.46-2.60 (1H, m), 3.50 (3H, s), 4.32 
(1 H, d, J=1 0.3Hz), 4.42-4.54 (2H, m). 5.1 0 (1 H. d, J=1 1 .7 Hz). 5.69 (1 H, s), 6.77 (2H, d, J=8.1 Hz). 6.98 (1 H, t. J=7.3Hz), 
7.22-7.30 (2H. m), 7.39-7.64 (4H. m). 
MS m/z: 428(M+), 387, 373, 360, 293. 

( Example 128) 

Compound of Compound No. 3-91 

[0305] iH-NMR(200MHz, CDCI3) 6ppm: 1.25 (9H, s), 1.89 (3H, s), 3.45 (3H. s), 4.54 (1H. br), 4.96 (1H, br). 5.71 

(1H, s), 7.38-7.69 (4H, m). 

MS m/z: 31 0(M+). 295. 268, 253, 226. 

(Example 129) 

Compound of Compound No. 3-93 

[0306] iH-NMR(200MHz, CDCI3) 6ppm: 0.71-0.85 (2H, m), 1.00-1.13 (2H. m) 1.26 (9H. s), 1.20-1.34 (1H, m), 3.47 
(3H, s), 4.61 (1H. d, J=14.1Hz), 4.96 (1H. d, J=14.1Hz), 5.80 (1H, s), 7.38-7.62 (4H, m). 
MS m/z: 336(M+). 321 . 268. 253, 226. 

(Example 130) 

Compound of Compound No. 3-97 

[0307] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.25 (9H, s). 3.37 (3H. s), 3.46 (3H, s). 3.66 (1H. d, J=14.7Hz). 3.88 (IN, 
d. J=14.7H2), 4.49 (1H. d, J=13.6Hz), 5.04 (1H, d, J=13.6Hz), 7.39-7.64 (4H. m). MS m/z: 340(M+). 325. 297. 267, 253. 

(Example 131) 

Compound of Compound No. 3-98 

[0308] iH-NMR(200MHz, CDCI3) 6ppm: 1 .23 (9H, s). 3.51 (3H. s). 4.32 (1 H, d, J=14.7Hz), 4.43-4.55 (2H, m), 5.11 
(1H, d. J=1 3.9Hz). 5.73 (1H, s), 6.77 (2H, d. J=8.4Hz). 6.97 (1H. t, J=7.3Hz), 7.22-7.30 (2H. m), 7.39-7.64 (4H, m). 
MS m/z: 402(M+). 387, 309. 281 . 267. 
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( Example 132 ) 

Compound of Compound No. 3-99 

[0309] ^H-NMR(200MHz, CDCI3) 5ppm: 1.58 (3H, s), 1 .55-2.10 (6H, m), 1.83-1.91 (1H, m). 2.58 (2H, s), 2.45-2.65 
(1H, m), 3.32 (3H, s), 3.72 (3H, bs). 4.67 (2H, s), 7.36-7.42 (2H, m) 7.55-7.63 (2H, m). 
MS m/z: 352(M+), 324, 311. 298, 116, 

( Example 133 ) 

Compound of Compound No. 4-1 

[0310] iH-NMR(200MHz, CDCI3) 5ppm: 0.83-0.93 (6H, m), 1 .06-1 .47 (2H. m), 1 .55-1 .79 (1 H, m), 1.89 (3H, s). 2.32 
(1 H, dd, J=8.1 , 1 4.1 Hz), 2.55 (1 H, dd, J=6.2, 1 4.1 Hz), 3.45 (3H, s), 4.52 (1 H, br), 5.01 (1 H, br), 5.64 (1 H, s), 7.38-7.62 
(4H, m). 

MS m/z: 324(M+), 309, 295, 281 , 268. 
(Example 134) 

Compound of Compound No. 4-4 

[031 1] 1 H-NMR(200MHz, CDCI3) 5ppm: 0.83-0.93 (6H, m), 1 .07-1 .46 (2H. m). 1 .55-1 .72 (1 H, m), 2.32 (1 H, dd, J=8.1 , 
14.0Hz). 2.54 (1H, dd, J=6.0, 14.0Hz), 3.37 (3H, s), 3.46 (3H, s), 3.65 (1H, d, J=14.7Hz), 3.88 (1H, d, J=14.7Hz), 4.46 
(1H, d, J=13.9Hz), 5.09 (IN. d. J=13.9Hz), 5.63 (1H, s), 7.39-7.64 (4H, m). 
MS nrVz: 354(M-^), 339, 325. 298, 116. 

( Example 135 ) 

Compound of Compound No. 4-5 

[0312] ^H-NMR(200MHz, CDCI3) 5ppm: 0.81 -0.90 (6H, m), 1 .07-1 .41 (2H, m), 1 .56-1 .70 (1 H, m), 2.32 (1 H, dd, J=8.1 , 
14.3Hz), 2.54 (1 H, dd, J=6.4, 14.3Hz). 3.51 (3H, s), 4.32 (1H, d. J=14.5 Hz), 4.41-4.52 (2H, m), 5.17 (1 H. d, J=14.0Hz), 
5.67 (1H, s), 6.78 (2H, d, J=7.6Hz), 6.98 (IN, t, J=:7.6Hz). 7.23-7.29 (2H, m), 7.40-7.68 (4H, m). 
MS m/z: 416(M+), 401. 360. 295, 116. 

(Example 136 ) 

Compound of Compound No. 4-9 

[0313] lH-NMR(200MHz. CDCI3) 6ppm: 0.84-0.93 (6H, m), 1.07-1.73 (3H, m), 2.31 (1H, dd, J=8.2, 14.2Hz), 2.54 
(1H, dd. J=5.9, 14.2Hz), 3.42 (3H, s), 3.78 (3H, s), 4.73 (2H. s). 5.63 (1H. s). 7.44-7.70 (4H, m). 
MS m/z: 340(M+). 325, 311, 284, 116. 

(Example 137 ) 

Compound of Compound No. 4-1 0 

[0314] iH-NMR(200MHz, CDCI3) 5ppm: 0.85-0.94 (6H, m). 1 .08-1 .50 (2H. m). 1 .57-1 .73 (1 H, m), 2.34 (1 H. dd, J=8.1 . 
1 4.1 Hz), 2.57 (1 H, dd, J=6.2, 1 4.1 Hz), 3.54 (3H, s). 4.82 (2H. s). 5.76 (1 H, s), 7.08 (2H, d, J=8.1 Hz). 7.20-7.66 (7H. m). 
MS nn/z: 402(M+), 387, 373, 346, 309. 

(Example 138 ) 

Compound of Compound No. 4-11 

[0315] iH-NMR(200MHz, CDCI3) 8ppm: 0.89 (9H. s), 1 .89 (3H. s), 2.41 (2H. s). 3.47 (3H. s), 4.50 (1 H, br), 5.07 (1 H, 
br), 5.63 (1H, s), 7.38-7.63 (4H, m). 
MS m/z: 324(M+), 309, 284, 268, 226. 
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(Example 1 39) 

Compound of Compound No. 4-14 

[0316] ""H-NMRCaOOMHz, CDCI3) 5ppm: 0.89 (9H, s), 2.41 (2H, s), 3.36 (3H. s), 3.48 (3H, s), 3.65 (1 H, d, J=14.5Hz), 
3.88 (1H, d, J=1 4.5Hz), 4.43 (1H. d, J=13.6Hz), 5.13 (1H, d, J=13.6Hz), 5.61 (1H, s), 7.39-7.62 (4H, m). 
MS m/z: 364(M+), 339, 298. 182, 116. 

(Example 140) 

Compound of Compound No. 4-15 

[0317] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.87 (9H, s). 2.41 (2H, s), 3.53 (3H, s), 4.29-4.63 (3H. m), 5.21 (1H. d, 
J=13.6Hz), 5,67 (1H. s), 6.78 (2H. d, J=8.4Hz), 6.98 (1H, t, J=7.3Hz), 7.22-7.65 (6H, m). 
MS m/z: 416(M+), 401, 360. 244. 116. 

(Example 141) 

Compound of Compound No. 4-19 

[0318] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (9H, s), 2.40 (2H, s), 3.42 (3H. s), 3.77 (3H, s), 4.73 (2H, s), 5.61 (1H, 

s), 7.43-7.64 (4H, m). 

MS m/z: 340(M+), 325, 284. 168, 116. 

( Example 142) 

Compound of Compound No. 4-20 

[0319] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.92 (9H. s), 2.43 (2H. s), 3.55 (3H. s), 4.82 (2H, bs), 5.75 (1H, s), 7.09 (2H, 

d, J=8.1Hz), 7.19-7.66 (7H, m). 

MS m/z: 402(M+), 387, 346, 136, 116. 

(Example 143) 

Compound of Compound No. 4-21 

[0320] 1 H-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d. J=6.6Hz), 1 .42-1 .64 (3H, m), 1 .89 (3H, s), 2.54 (2H, d, J=7.9Hz), 
3.44 (3H, s), 4.57 (1H, m), 4.90 (1H. m), 5.69 (1H, s), 7.39-7.63 (4H, m). MS m/z: 324(M+), 309, 281, 268, 226, 116. 

(Example 144) 

Compound of Compound No. 4-23 

[0321] ^H-NMR(200MHz, CDCI3) 6ppm: 0.69-1.25 (5H, m), 0.88 (6H. d. J=6.2Hz), 1.43-1.50 (3H. m), 2.51 (2H. d, 
J=7.9Hz), 3.42 (3H, s), 4.58 (1H, d, J=14.5Hz), 4.92 (1H, d, J=14.5Hz), 5.74 (1H, s), 7.38-7.57 (4H, m). 
MS m/z: 350(M+). 335, 294. 226. 116. 

(Example 145) 

Compound of Compound No. 4-24 

[0322] ^H-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d. J=6.2Hz), 1.42-1.60 (3H, m), 2.55 (2H, d, J=7.9Hz), 3.37 (3H, 
s), 3.45 (3H, s), 3.65 (1H, d, J=13.8Hz), 3.89 (1H. d, J=13.8Hz), 4.51 (1H, d, J=14.3Hz). 5.05 (1H, d, J=14.3Hz), 5.68 
(1H, s). 7.39-7.65 (4H, m). 
MS nrVz: 354(M+), 339. 31 1 , 298, 226, 1 1 6. 
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( Example 146 ) 

Compound of Compound No. 4-25 

[0323] 1 H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.2H2). 1 .39-1 .57 (3H, m), 2.54 (2H. t, J=7.9Hz), 3.49 (3H, 
s), 4.30 (1H. d, J=14.3Hz), 4.46-4.52 (3H. m). 5.12 (1H, d, J=14.3H2), 5.72 (1H, s), 6.78 (2H. d. J=8.4Hz), 6.97 (1H, 
t, J=7.3H2), 7.20-7.64 (6H. m). 
MS m/z: 416(M-^), 360, 295, 116. 

(Example 147) 

Compound of Compound No. 4-29 

[0324] ^H-NMR(200MHz, CDCy 6ppm: 0.92 (6H, d, J=6.2Hz), 1 .43-1 .58 (3H, m), 2.53 (2H, t, J=7.9H2). 3.41 (3H, 
s), 3.77 (3H, s), 4.72 (2H, s), 5.66 (1H, s), 7.44-7.64 (4H. m). 
MS m/z: 340(M+), 294, 168, 116. 

( Example 148) 

Compound of Compound No. 4-31 

[0325] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.12-0.19 (2H. m). 0.46-0.56 (2H. m), 0.86-1.06 (1H, m). 1.90 (3H, s), 2.47 
(2H, d, J=7.0Hz). 3.45 (3H. s). 4.57 (1H, br), 4.96 (1H. br), 5.78 (1H, s), 7.39-7.63 (4H, m). 
MS m/z: 308(M+), 265, 238. 225, 164. 

( Example 149) 

Compound of Compound No. 4-33 

[0326] iH-NMR(200MHz, CDCI3) 6ppm: 0.13-0.20 (2H, m). 0.47-0.56 (2H, m), 0.72-1.34 (6H, m), 2.48 (2H, d, 
J=7.0Hz), 3.47 (3H. s), 4.63 (1H, d, J=14.1H2), 4.97 (1H, d, J=14.1Hz ), 6.87 (1H, s), 7.39-7.62 (4H. m). 
MS m/z: 334(M+), 266, 183, 164, 116. 

(Example 150) 

Compound of Compound No. 4-34 

[0327] iH-NMR(200MHz, CDCI3) 6ppm: 0.12-0.19 (2H, m), 0.47-0.56 (2H, m), 0.87-1.03 (1H, m), 2.47 (2H, d, 
J=7.0H2), 3.37 (3H, s), 3.46 (3H, s), 3.66 (1H, d. J=13.9H2), 3.90 (1H, d. J=13.9H2), 4.51 (1H, d, J=13.7Hz), 5.06 (1H, 
d, J=13.7H2), 5.77 (1H, s), 7.40-7.64 (4H, m). 
MS nrVz: 338(M+), 323, 309, 297, 265. 

(Example 151) 

Compound of Compound No. 4-35 

[0328] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.12-0.18 (2H, m), 0.45-0.54 (2H, m), 0.84-1.03 (1H, m), 2.47 (2H. d, 
J=7.0Hz), 3.50 (3H, s), 4.33 (1H, d, J=14.3Hz), 4.47-4.56 (2H, m), 5.13 (1H, d, J=14.3Hz). 5.80 (1H. s), 6.79 (2H, d, 
J=7.7Hz), 6.98 (1H, t, J=7.3Hz), 7.21-7.65 (6H, m). 
MS m/z: 400(M+), 359, 307, 279, 265. 

(Example 152) 

Compound of Compound No. 4-40 

[0329] 1H-NMR(200MH2, CDCI3) 8ppm: 0.14-0.21 (2H, m), 0.47-0.57 (2H, m). 0.88-1.04 (1H, m). 2.49 (2H. d, 
J=7.0Hz), 3.54 (3H, s), 4.82 (2H, bs), 5.90 (1H, s). 7.09 (2H, d, J=7.7H2), 7.19-7.67 (7H, m). 
MS m/z: 386(M+), 293, 265, 176, 136. 
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(Example 153) 

Compound of Compound No. 4-41 

[0330] 1H-NMR(200MH2, CDCySppm: 1 .15-1 .24 (2H, m), 1 .49-1 .74 (6H. m), 1 .89 (3H, s). 1 .99-2.11 (1H.m),2.53 
(2H, d, J=7.3Hz). 3.45 (3H, s), 4.55 (1H. m), 4.99 (1H, m), 5.67 (1H, s). 7.39-7.63 (4H. m). 
MS m/z: 336(M-'), 293. 268. 226. 116. 

(Example 154) 

Compound of Compound No. 4-43 

[0331] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.72-0.81 (2H, m), 0.99-1 .28 (5H, m), 1 .49-1 .75 (6H, m), 2.00-2.12 (1 H, m), 
2.54 (2H, d, J=7.3H2), 3.47 (3H, s), 4.60 (1H, d, J=14.3Hz), 6.00 (1H, d, J=14.3Hz). 5.76 (1H. s), 7.38-7.63 (4H, m). 
MS m/2: 362(M+), 294, 226. 116. 

(Example 155) 

Compound of Compound No. 4-44 

[0332] 1H-NMR(200MH2, CDCI3) 6ppm: 1.11-1.23 (2H, m), 1.49-1.76 (6H. m). 1.99-2.14 (1H. m), 2.53 (2H, d, 
J=7.3H2), 3.36 (3H. s), 3.46 (3H, s), 3.65 (1H, d, J=15.0H2). 3.88 (1H, d, J=15.0Hz), 4.46 (1H. d, J=14.1H2). 5.09 (1H, 
d, J=14.1Hz), 5.65 (1H, s), 7.39-7.64 (4H. m). 
MS nn/z: 366(M+), 298, 270, 116. 

(Example 156) 

Compound of Compound No. 4-45 

[0333] iH-NMR(200MHz. CDCI3) 5ppm: 1.09-1.22 (2H, m), 1.45-1.70 (6H. m), 1.96-2.07 (1H, m). 2.53 (2H, t, 
J=7.7Hz). 3.51 (3H. s), 4.28-4.53 (3H, m), 5.17 (1H, d, J=13.9Hz), 5.69 (1H, s), 6.77 (2H, d, J=8.4Hz), 6.97 (1H, t, 
J=7.3Hz), 7.20-7.64 (6H. m). 
MS nn/z: 428(M+), 360. 294, 116. 

( Example 157 ) 

Compound of Compound No. 4-49 

[0334] iH-NMR(200MHz, CDCI3) 6ppm: 1.12-1.25 (2H, m). 1.48-1.78 (6H, m), 1,95-2.17 (1H, m), 2.52 (2H. t, 
J=7.3Hz), 3.41 (3H, s), 3.77 (3H, s), 4.73 (2H, s), 5.64 (1H, s), 7.40-7.69 (4H, m). 
MS m/z: 362(M+), 311, 284, 116. 

(Example 158 ) 

Compound of Compound No. 4-51 

[0335] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.82-1.78 (11H, m), 1.90 (3H, s), 2.40 (2H, d. J=7.0Hz), 3.45 (3H, s), 4.47 
(1H, br), 5.03 (1H. br), 6.62 (1H. s), 7.28-7.62 (4H, m). 
MS m/z: 360(M+), 307. 268. 226, 116. 

(Example 159) 

Compound of Compound No. 4-54 

[0336] ^H-NMR(200MHz. CDCI3) 5ppm: 0.82-1.75 (11H. m), 2.40 (2H, d, J=7.0Hz), 3.37 (3H, s), 3.47 (3H. s), 3.66 
(1H, d, J=14.7Hz). 3.88 (1H, d, J=14.7Hz), 4.44 (1H, d, J=14.7Hz), 5.11 (1H, d, J=14.7Hz). 5.60 (1H, s). 7.38-7.64 (4H, 

m). 

MS nn/z: 380(M+), 298, 226, 137. 116. 
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(Example 160) 

Compound of Compound No. 4-55 

[0337] '•H-NMR{200MHz, CDCI3) 5ppm: 0.80-1.74 (11 H, m), 2.40 (2H. d, J=7.0Hz), 3.53 (3H, s). 4.28-4.53 {3H. m). 
5.20 (1H, d, J=13.6Hz), 5.65 (1H, s), 6.78 (2H, d, J=7.7Hz), 6.98 (1H, t. J=7.3Hz), 7.22-7.69 (6H. m). 
MS m/z: 442(M+), 360. 224, 137. 116. 

( Example 161 ) 

Compound of Compound No. 4-59 

[0338] ''H-NMR(200MHz, CDCI3) 5ppm: 0.81-1.78 (11H, m), 2.39 (2H, d, J=7.0Hz). 3.42 (3H, s), 3.77 (3H, s), 4.72 
(2H, s), 5.60 (1H. s), 7.46-7.69 (4H. m). 
MS m/z: 366(M+). 284. 137, 116.80. 

( Example 162 ) 

Compound of Compound No. 4-60 

[0339] iH-NMR(200MHz, CDCI3) 6ppm: 0.81-1 .80 (11H. m), 2.42 (2H, d, J=7.0Hz), 3.54 (3H, s), 4.82 (2H, bs), 5.74 
(1H, S), 7.08 (2H. d, J=7.7Hz), 7.19-7.66 (7H. m). 
MS m/z: 428(M+). 346, 149, 136,116. 

(Example 163) 

Compound of Compound No. 4-61 

[0340] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.91 (3H, s), 3.48 (3H. s), 4.50 (2H. s), 4.56 (1H, br), 4.96 (1H. br). 5.98 
(1H, s). 7.40-7.50 (2H. m), 7.57-7.64 (2H, m). 
MS m/z: 302(M+). 267. 260. 144. 116. 

(Example 164) 

Compound of Compound No. 4-71 

[0341] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.08 (3H, d, J=6.2Hz), 1.89 (3H, s), 2.45-2.60 (2H, m), 2.87-3.01 (1H, m), 

3.45 (3H, s), 4.47 (1H, br). 5.00 (1H, br), 5.71 (1H. s). 7.39-7.62 (4H, m). 
MS m/z: 364(M+), 322. 268. 226, 206. 

(Example 165 ) 

Compound of Compound No. 4-74 

[0342] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .09 (3H, d, J=6.6Hz), 2.46-2.59 (2H, m), 2.87-3.00 (1H, m), 3.36 (3H, s), 

3.46 (3H, s). 3.65 (1H. d, J=13.6Hz), 3.85 (1H, d, J=13.6 Hz), 4.50 (1H. d, J=11.7Hz), 5.07 (1H. d, J=11.7Hz). 5.69 
(1H, s), 7.40-7.65 (4H. m). 

MS m/z: 394(M+), 379. 366, 335. 321 . 

( Example 166 ) 

Compound of Compound No. 4-75 

[0343] '>H-NMR(200MHz, CDCI3) 5ppm: 1 .01 (3H, d, J=6.6Hz), 2.42-2.60 (2H, m), 2.85-2.99 (1H, m), 3.51 (3H, s), 
4.30-4.50 (3H, m), 5.15 (1 H, m), 5.72 (1 H. s). 6.76 (2H, d, J=8.1 Hz). 6.98 (1 H, t, J=7.3Hz), 7.21 -7.30 (2H, m). 7.40-7.68 
(4H, m). 

MS m/z: 456(M+), 363, 335. 321. 116. 
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(Example 167) 

Compound of Compound No. 4-76 

[0344] 1H-NMR(200MH2, CDCI3) 5ppm: 1.06 (3H, d, J=6.2Hz), 2.45-2.58 (2H. m). 2.87-3.02 (1H. m), 3.68 (3H, s), 
4.42-4.52 (1 H, m). 4,60 (2H, s), 5.07-5.1 8 (1 H, m), 5.80 (1 H. s), 6.85-6.96 (2H, m), 7.39-7.66 (5H, m), 8.05-8.08 (1 H. m). 
FAB MS m/z 458((M+H)+). 

( Example 168 ) 

Compound of Compound No. 4-77 

[0345] ""H-NMRCaOOMMz, CDCI3) Sppm: 1.08 (3H, d, J=6.2Hz), 2.33 (3H, s), 2.44-2.58 (2H, m), 2.87-3.01 (1H. m), 
3.61 (3H, s), 4.43-4.62 (3H, m), 6.09-5.18 (1H, m), 5.72 (1H, s), 5.78 (1H, s), 7.40-7.65 (4H, m). 
MS m/z: 461 (M+), 321, 224, 140, 116. 

( Example 169) 

Compound of Compound No. 4-78 

[0346] iH-NMR(200MHz, CDCI3) Sppm: 1 .09 (3H, d, J=6.6Hz), 2.45-2.62 (2H, m), 2.89-2.97 (1 H, m), 3.74 (3H, s), 
4.01 (1H, d, J=15.8 Hz), 4.44-4.52 (2H, m), 5.14 (1H, dd, J=4.4, 14.3 Hz), 5.84 (1H, s), 6.23 (1H. d t. J=1.1, 6.9 Hz), 
6.57 (1H, d, J=9.2 Hz), 6.57 (1H. d, J=9.2 Hz), 7.22 (1H, d, J=6.9 Hz), 7.37-7.64 (5H, m). 
MS m/z: 457(M+). 438, 360, 321, 136. 

(Example 170) 

Compound of Compound No. 4-80 

[0347] iH-NMR(200MHz, CDCI3) 6ppm: 1.08 (3H, d, J=6.2Hz), 2.43-2.58 (2H, m), 2.89-3.00 (1H, m), 3.54 (3H. s), 
4.83 (2H, bs). 5.83 (1H, s), 7.08 (2H, d. J=8.1Hz), 7.20-7.65 (7H, m). 
MS m/z: 442(M+), 349, 227. 168, 116. 

(Example 171) 

Compound of Compound No. 4-81 

[0348] lH-NMR(200MHz, CDCI3) Sppm: 1.90 (3H, s), 2.20 (1H, br), 3.46 (3H, s). 4.61 (1H, br), 4.62 (2H. s), 4.91 
(1H, br), 5.93 (1H, s), 7.39-7.64 (4H, m). 
MS m/z: 284(M+), 242, 224, 181 , 126. 

(Example 172) 

Compound of Compound No. 4-91 

[0349] 1 H-NMR(200MHz, CDCI3) Sppm: 1 .24 (3H, t, J=7.1 Hz), 1 .90 (3H. s), 3.47 (3H, s), 3.55 (2H, q, J=7.0Hz), 4.42 
(2H, s), 4.62 (1H, br), 4.95 (1H. br), 5.95 (1H, s), 7.39-7.63 (4H, m). 
MS m/z: 312(M+), 293, 268, 226, 116. 

( Example 173 ) 

Compound of Compound No. 4-101 

[0350] iH-NMR(200MHz. CDCI3) Sppm: 1.90 (3H. s), 2.10 (3H. s). 3.49 (3H, s), 4.60 (1H, br), 4.95 (1H, br), 5.02 
(2H, s). 5.95 (1H, s), 7.40-7.63 (4H, m). 
MS m/z: 326(M+),241,224, 181. 116. 
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(Example 174) 

Compound of Compound No. 4-111 

[0351] 1H-NMR(200MH2, CDCI3) 6ppm: 1 .90 (3H, s). 2.25 (6H. s), 3.39 (2H, s). 3.46 (3H, s), 4.58 (1H. br), 4.97 (1H, 
br). 5.90 (1H, s), 7.38-7.63 (4H. m). 
MS m/z: 311 (M+), 268, 226. 137, 116. . 

(Example 175) 

Compound of Compound No. 4-121 

[0352] iH-NMR(200MH2, CDCI3) 5ppm: 1 .78-1 .87 (4H. m), 1 .90 (3H, s), 2.49-2.60 (4H. m). 3.46 (3H, s). 3.59 (2H. 
s), 4.57 (1H, br), 4.99 (1H, br), 5.91 (1H, s), 7.39-7.63 (4H, m). 
MS m/z: 337(M+), 268, 226. 116. 70. 

(Example 176) 

Compound of Compound No. 4-131 

[0353] 1H-NMR{200MH2, CDCI3) 6ppm: 1 .40-1 .65 (6H, m), 1 .90 (3H, s). 2.33-2.42 (4H, m), 3.45 (2H, s), 3.47 (3H, 
s), 4.51 (1H, br). 5.00 (IH, br), 5.88 (1H, s), 7.38-7.63 (4H, m). 
MS m/z: 351 (M+). 268. 226, 149, 116. 

(Example 1 77) 

Compound of Compound No. 4-141 

[0354] 1H-NMR(200MHZ. CDCI3) 6ppm: 1.88 (3H, s), 2.29-2.40 (2H, m), 2.64 (2H, t, J=7.5Hz), 3.43 (3H, s), 4.55 
(IH, br). 4.94-5.05 (3H, m), 5.69 (IH, s). 5.71-5.91 (IH, m), 7.38-7.62 (4H, m). 
MS nn/z: 308(M-*^), 265, 225. 164. 116. 

(Example 178 ) 

Compound of Compound No. 4-144 

[0355] ^H-NMR(200MHz, CDCI3) 6ppm: 2.30-2.41 (2H, m), 2.66 (2H, t, J=7.7Hz), 3.36 (3H, s), 3.45 (3H, s), 3.64 
(IH, d. J=1 4.8Hz), 3.87 (1H, d, J=14.8Hz), 4.50 (IH, d, J=13.9Hz), 4.96-5.07 (3H. m), 5.68 (IH. s), 5.71-5.91 (IH, m), 
7.39-7.64 (4H, m). 

MS m/z: 338(M+). 323, 297, 265, 116. 
( Example 1 79 ) 

Compound of Compound No. 4-145 

[0356] lH-NMR(200MHz, CDCI3) 6ppm: 2.28-2.38 (2H, m), 2.65 (2H, t, J=7.5H2), 3.49 (3H. s), 4.32 (1 H, d, J=13.6Hz), 
4.42-4.52 (2H, m). 4.95-5.16 (3H, m). 5.68-5.86 (IH, m). 5.69 (IH. s), 6.78 (2H, d, J=7.7Hz), 6.98 (IH, t, J=7.1Hz), 
7.22-7.30 (2H, m), 7.40-7.68 (4H, m). 
MS nVz: 400(M+), 359, 307. 279. 265. 

(Example 1 80) 

Compound of Compound No. 4-149 

[0357] lH-NMR(200MHz. CDCI3) 6ppm: 2.30-2.41 (2H, m) , 2.64 (2H, t, J=7.7Hz), 3.41 (3H, s), 3.77 (3H. s), 4.72 
(2H, s), 4.96-6.08 (2H, m), 5.68 (IH, s), 5.74-5.94 (IH, m), 7.40-7.48 (2H, m), 7.58-7.65 (2H, m). 
MS m/z: 324(M-^). 283, 265. 222. 176. 
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( Example 181) 

Compound of Compound No. 4-150 

[0358] iH-NMR(200MHz, CDCI3) 6ppm: 2.32-2.43 (2H. m), 2.67 (2H, t, J=7.9Hz), 3.53 (3H. s), 4.81 (2H. bs). 
4.96-5.08 (2H, m). 6.75-5.95 (1H, m), 5.81 (1H. s). 7.08 (2H, d, J=7.3Hz), 7.19-7.67 (7H. m). 
MS m/z: 386(M+). 345. 293, 265. 176. 

(Example 1 82) 

Compound of Compound No. 4-151 

[0359] ^H-NMR(200MHz, CDCI3) 6ppm: 1.87 (3H. s). 3.45 (3H, s). 3,90 (2H. s). 4.55 (IH, br). 4.93 (1H. br), 5.61 

(1H, s), 7.17-7.61 (9H. m). 

MS m/z: 344(M+), 302, 200. 186. 116. 

( Example 183 ) 

Compound of Compound No. 4-154 

[0360] 1H-NMR(200MHZ, CDCI3) 6ppm: 3.34 (3H. s). 3.46 (3H, s). 3.65 (1H, d, J=15.4Hz), 3.82 (IH. d. J=15.4Hz), 
3.90 (2H, s), 4.50 (IH, d, J=15.6Hz), 5.00 (IH, d, J=15.6Hz), 5.59 (IH, s), 7.16-7.78 (9H, m). 
MS m/z: 374(M+), 359, 345, 301 . 258. 

(Example 184) 

Compound of Compound No. 4-155 

[0361] iH-NMR(200MHz. CDCI3) 6ppm: 3.52 (3H. s), 3.89 (2H, s). 4.27-4.50 (3H, m), 5.08 (1 H, d, J=14.7 Hz ), 5.63 
(IH, s), 6.74 (2H, d. J=8.1Hz), 6.98 (IH, t, J=7.3Hz). 7.12-7.62 (11 H, m). 
MS m/z: 436(M+), 343, 315, 301, 116. 

(Example 185) 

Compound of Compound No. 4-159 

[0362] 1H-NMR(200MHZ, CDCI3) 6ppm: 3.42 (3H, s), 3,76 (3H, s), 3.89 (2H, s), 4.69 (2H, s), 5,59 (IH, s), 7.19-7.62 
(9H, m). 

MS nn/z: 360(M+), 329, 301. 244, 116. 
(Example 186) 

Compound of Compound No. 4-1 60 

[0363] 1H-NMR(200MHZ. CDCI3) 6ppm: 3.55 (3H, s), 3.92 (2H, s), 4.78 (2H, bs). 5.72 (1 H, s), 7.06 (2H, d, J=7.1 Hz), 

7.20-7.64 (12H, m). 

MS m/z: 422(M+). 329, 302, 213. 136. 

(Example 187) 

Compound of Compound No. 5-1 

[0364] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.84 (IH, m), 2.40 (2H, d, J=7.0Hz), 3.53 (3H, s), 
4.79 (2H. s), 5.72 (IH, s), 7.40-7.64 (4H. m), 8.25 (IH, s). 
MS m/z: 296(M+), 281, 254, 116. 
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(Example 188) 

Compound of Compound No. 5-2 

[0365] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d, J=6.6Hz), 1.86 (1H, m), 2.42 (2H, d, J=7.3Hz), 3.45 (3H, s), 
4.70 (1H, d. J=14.5Hz). 4.90 (1H, d. J=14.5Hz), 5.74 (1H, s), 7.48-7.70 (4H, s). 

(Example 189) 

Compound of Compound No. 5-3 

[0366] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d. J=6.6Hz), 1.85 (1H, m), 1.89 (3H, s). 2.41 (2H, d. J=7.0Hz), 
3.45 (3H, s), 4.42-4.62 (1H, br-d). 4.92-5.10 (1H, br-d), 5.64 (1H, s), 7.38-7.63 (4H. m). 
MS m/z: 310(M+). 295. 268, 226, 116. 

(Example 190) 

Compound of Compound No. 5-4 

[0367] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.11 (3H, t, J=7.4Hz), 1.86 (1H, m), 2.04 (2H, m), 

2.41 (2H, d. J=7.0Hz), 3.44 (3H, s), 4.50 (1H, d, J=14.0Hz), 5.04 (1H, d, J=14.0Hz), 5.63 (1H, s), 7.38-7.62 (4H, m). 
MS m/z: 324(M+), 309, 282, 268, 226, 116. 

( Example 191) 

Compound of Compound No. 5-9 

[0368] iH-NMR(200MHz, CDCI3) 5ppm: 0.70-0.92 (2H, m), 0.91 (6H, d, J=6.6Hz). 1.00-1.30 (3H, m), 1.87 (1H, m), 

2.42 (2H, d, J=7.0Hz), 3,47 (3H, s), 4.60 (1H, d, J=14.0Hz), 4.98 (1H, d, J=14.0Hz), 5.73 (1H, s), 7.38-7.62 (4H, m). 

( Example 192) 

Compound of Compound No. 5-10 

[0369] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.75-1.96 (5H. m), 2.20-2.40 (2H, m), 2.41 (2H, d, 
J=7.0Hz), 2.88 (1H, m), 3.43 (3H, s), 4.40 (1H, d, J=14.0Hz), 5.08 (1H, d, J=14.0Hz), 5.57 (1H. s), 7.35-7.60 (4H, m). 
MS m/z: 350(M+), 308, 268. 226, 116. 

( Example 193) 

Compound of Compound No. 5-14 

[0370] ^H-NMR(200MHz. CDCI3) 5ppm: 0.91 (6H. d, J=6.6Hz), 1 .80 (2H, dd, J=7.0, 1 .8Hz), 1 .87 (1 H, m), 2.43 (2H, 
d, J=7.0Hz), 3.38 (3H, s), 4.60 (1H, d, J=14.0Hz), 5.05 (1H, d, J=14.0Hz), 5.58 (1H, dd, J=15.0, 1.5Hz), 5.68 (1H, s). 
7.09 (1H, td, J=22.0, 7.0Hz), 7.38-7.61 (4H, m). 
MS nn/z: 336(M+), 321, 294, 268, 226, 116. 

( Example 194 ) 

Compound of Compound No. 5-19 

[0371] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.53 (3H, s), 
3.85 (2H, m), 4.44 (1H, d, J=1 4.0Hz). 5.15 (1H, d, J=1 4.0Hz), 5.69 (1H. s). 7.40-7.65 (4H, m). 
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(Example 195 ) 

Compound of Compound No. 5-23 

[0372] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m) . 2.41 (2H, d, J=7.3Hz), 3.50 (3H, s). 

4.46 (1H, d. J=14.0Hz), 5.16 (1H, d, J=14.0Hz), 5.71 (1H. s), 5.82 (1H, t. J=23.0Hz), 7.38-7.67 (4H, m). 
MS m/z: 336(M+), 321 , 294. 268, 226, 116. 

(Example 196) 

Compound of Compound No. 5-25 

[0373] ''H-NMR(200MHz, CDCI3) 5ppm: 0.88 (6H. d, J=6.6Hz). 1.84 (1H, m), 2.41 (2H, d. J=7.0Hz), 3.50 (3H. s), 

4.47 (1H, d, J=14.0Hz), 5.17 (1H, d, J=14.0Hz), 5.72 (1H, s). 5.82 (1H, t, J=23.0Hz), 7.46-7.66 (4H, m). 
MS m/z: 364(M+), 349, 322, 136. 116. 

( Example 197 ) 

Compound of Compound No. 5-26 

[0374] iH-NMR(200MHz, CDCI3) 6ppm: 0.94 (6H, d, J=7.0Hz). 1.87 (1H, m), 2.43 (2H, d, J=7.0Hz), 3.06 (3H, s), 
3.51 (2H. s), 4.32 (1H, d, J=14.0Hz), 5,15 (1H, d, J=14.0 Hz), 5.63 (1H. s), 7.01 (2H, m), 7.12-7.60 (7H, m). 
MS m/z: 386(M'«'), 344, 268, 226, 116. 

(Example 198) 

Compound of Compound No. 5-34 

[0375] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.84 (6H, d, J=6.6Hz), 1.80 (1H, m), 2.35 (2H, d, J=7.0Hz), 3.11 (3H, s). 
4.99 (2H, br-d, J=9.2Hz), 5.75 (1H. s), 7.19-7.65 (9H, m). 
MS m/z: 372(M+), 330. 116. 

(Example 1 99) 

Compound of Compound No. 5-36 

[0376] ^H-NMR(200MHz, CDCI3) 6ppm: 0.84 (6H, d, J=6.6Hz), 1.80 (1H, m), 2.35 (2H, d, J=7.0Hz), 3.13 (3H, s), 
3.71 (3H. s), 4.98 (2H, br-d), 5.75 (1H, s), 6.86-6.96 (4H, m), 7.14 (1H, t, J=8.1Hz), 7.43 (1H. t, J=8.1 Hz). 7.53-7.64 
(2H. m). 

MS m/z: 402(M+), 369, 135, 116. 
(Example 200) 

Compound of Compound No. 5-37 

[0377] iH-NMR(200MHz. CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz). 1.83 (1H, m), 2.38 (2H, d, J=7.0Hz), 3.08 (3H, s). 
3.77 (3H, s), 4.97 (2H, br-s), 5.78 (1H, s), 6.72 (2H, d. J=8.8Hz), 7,37 (2H, d, J=8.8Hz), 7.39-7.65 (4H. m). 
MS m/z: 402(M+). 369, 135, 116. 

(Example 201) 

Compound of Compound No. 5-41 

[0378] iH-NMR(200MHz, CDCI3) 6ppm: 0.85 (6H, d, J=6.6Hz). 1.80 (1H, m), 2.36 (2H, d, J=7.0Hz). 3.14 (3H. s). 
4.98 (2H. br-d, J=14.0Hz). 5.77 (IN, s). 7.15-7.65 (8H, m). 
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(Example 202) 

Compound of Compound No. 5-42 

[0379] iH-NMR(200MHz, CDCI3) 5ppm: 0.86 (6H, d, J=6.6H2). 1.81 (1H, m). 2.38 (2H. d. J=7.0Hz). 3.11 (3H. s), 
4.98 (2H, br-d, J=14.0H2), 5.75 (1H, s), 7.19-7.68 (8H, m). 
MS m/z: 364(M+), 139. 116. 

(Example 203) 

Compound of Compound No. 5-43 

[0380] ■'H-NMR(200MHz, CDCI3) 5ppm: 0.85 (6H, d, J=6.6Hz). 1.80 (1H, m), 2.36 (2H, d, J=7.3Hz), 3.14 (3H, s), 
4.98 (2H. br-d, J=13.0Hz), 5.78 (1H, s), 7.38 (1H, t, J=7.7Hz), 7.48 (1H, d. J=7.7Hz), 7.52-7.70 (6H, m). 
MS m/z: 397(M+), 382, 355. 267, 130. 116. 

(Example 204) 

Compound of Compound No. 5-44 

[03811 ^H-NMR(200MHz, CDCI3) 5ppm: 0.83 (6H. d, J=6.6Hz), 1.77 (1H, m), 2.34 (2H, d, J=7.0Hz), 3.17 (3H, s), 
4.83-5.18 (2H. br-m), 5.71 (1H. s), 7.41-7.65 (8H. m). 
MS m/z: 397(M+), 382, 355, 267, 130. 116. 

( Example 205) 

Compound of Compound No. 5-46 

[0382] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d, J=7.0H2), 3.09 (1H, t, 
J=4.8Hz), 3.46 (3H, s), 3.65-3.80 (1H, br-s). 3.85-4.03 (1 H, br-s), 4.46-4.65 (1 H. br-s), 5.00-5.17 (1 H, br-s), 6.65 (1 H. 
s), 7.41-7.65 (4H, m). 
MS m/z: 326(M+), 311, 284, 267, 226, 116. 

(Example 206) 

Compound of Compound No. 5-47 

[0383] ^H-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d. J-6.6Hz), 1 .10, 1 .24 (3H. d, J=6.0Hz). 1 .85 (1 H, m), 2.41 (2H, 
d, J=7.3Hz). 3.18 (1H, d, J=9.2Hz), 3.40, 3.61 (3H, s), 3.86. 4.32 (1H. m), 4.21, 5.38, 4.64, 4.99 (2H, d, J=1 4.0Hz). 
5.64, 5.70 (1H, s), 7.40-7.68 (4H, m), 
MS nn/z: 340(M+), 325. 298, 267. 226. 116. 

( Example 207 ) 

Compound of Compound No. 5-48 

[0384] 1H-NMR(200MH2, CDCI3) 6ppm: 0.83 (3H, d, J=6.2Hz). 0.84 (3H, d, J=6.6Hz), 0.89 (6H, d. J=7.0Hz), 2.99 
(1H, s), 3.41 (3H, s). 4.24 (1H, d. J=1 4.0Hz), 5.30 (1H, d. J=1 4.0Hz), 5.63 (1H. s), 7.30-7.61 (4H, m). 
MS m/z: 354(M+), 339. 312, 267, 226, 116. 

(Example 208) 

Compound of Compound No. 5-51 

[0385] ^H-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.0H2). 3.36 (3H, s), 
3.46 (3H, s). 3.66 (1 H, d, J=14.0Hz), 3.87 (1 H, d, J=14.0H2), 4.47 (1 H, d, J=14.0H2), 5.08 (1 H. d, J=1 4.OH2), 5.63 (1 H, 
s), 7.39-7.63 (4H, m). 
MS m/z: 340(M+), 325. 312, 298, 267, 116. 
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(Example 209) 

Compound of Compound No. 5-52 

[0386] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.90 (6H, d. J=6.6Hz), 1.28 (3H, d, J=6.6Hz), 1.85 (1H, m). 2.41 (2H. d. 
J=7.0Hz), 3.14, 3.19 (3H. s), 3.48, 3.51 (3H, s), 3.68, 3.79 (3H, q, J=6.6Hz), 4.31, 4.46 (IH, d, J=14.0Hz), 5.09, 5.26 
(1H, d, J=1 4.0Hz), 5.62 (IH. s), 7.39-7.62 (4H, m). 
MS nn/z: 354(M+), 339, 312, 268, 116. 

(Example 210) 

Compound of Compound No. 5-53 

[0387] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1 .84 (IH, m), 2.29 (2H, m), 2.40 (2H, d, J=7.0Hz), 
3.32 (3H, s), 3.48 (3H. s). 3.65 (2H. m), 4.46 (1 H. d. J=1 4.0Hz), 5.1 2 (1 H, d, J=1 4.0Hz), 5.64 (1 H, s), 7.37-7.62 (4H, m). 

(Example 211) 

Compound of Compound No. 5-54 

[0388] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.19 (3H, t, J=7.0Hz), 1.85 (IH. m), 2.41 (2H, d, 
J=7.0Hz), 3.42-3.54 (2H. m), 3.47 (3H, s), 3.71 (IH. d, J=14.0Hz), 3.92 (IH, d, J=14.0Hz). 4.45 (IH. d. J=:14.0Hz), 
5.09 (IH, d. J=14.0Hz), 5.63 (IH, s), 7.39-7.62 (4H, m). 
MS m/z: 354(M+), 339, 312. 284, 267, 116. 

(Example 212) 

Compound of Compound No. 5-55 

[0389] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.90. 0.91 (6H, d, J=6.6Hz), 1 .84 (1 H, m), 2.40. 2.41 (2H. d, J=7.0Hz). 3.38, 
3.48 (3H, s). 3.65-3.80 (IH, m), 3.96 (1H, d. J=5.9Hz), 4.42-4.76 (IH, m), 5.01-5.28 (3H. m), 5.64, 5.70 (IH, s), 
5.70-5.98, 6.56-6.72 (3H, m). 7.40-7.62 (4H, m). 

(Example 213) 

Compound of Compound No. 5-56 

[0390] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H. d. J=6.6Hz), 1.84 (IH. m), 2.40 (2H, d, J=7.3Hz), 3.34 (3H, s), 
3.46 (3H. s), 3.51-3.72 (4H, m), 3.79 (IH, d, J=14.0Hz), 4.01 (IH, d, J=14.0Hz), 4.46 (IH, d, J=14.0Hz), 5.07 (1H, d, 
J=1 4.0Hz). 5.62 (IH, s), 7.38-7.63 (4H, m). 
MS m/z: 384(M+), 369. 342. 325, 267. 116. 

( Example 214 ) 

Compound of Compound No. 5-57 

[0391] ^H-NMR(200MHz. CDCIg) 6ppm: 0.88 {6H. d. J=6.6Hz), 1.82 (IH, m), 2.38 (2H, d, J=7.0Hz), 3.36 (3H, s), 
3.73 (1H, d, J=15.0Hz), 3.93 (1 H, d, J=15.0Hz), 4.45 (IH, d, J=14.0Hz), 4.54 (2H. m), 5.07 (IH, d, J=14.0 Hz), 5.57 
(1H, s), 7.23-7.62 (9H, m). 
MS nn/z: 416(M+), 401, 374, 310, 267, 116. 

(Example 215) 

Compound of Compound No. 5-64 

[0392] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d. J=6.6H2). 1.83 (IH, m), 2.40 (2H. d. J=7.0Hz), 3.50 (3H. s). 
4.28-4.55 (3H. m), 5.16 (IH, d, J=13.5 Hz). 5,67 (IH, s), 6.78 (2H. d, J=8.1Hz). 6.97 (IH. t, J=7.3Hz), 7.21 (2H. t. 
J=8.1H2), 7.38-7.63 (4H, m). 
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MS m/z: 402(M-»-), 387, 360, 281 , 267, 116. 

(Example 216) 

5 Compound of Compound No. 5-65 

[0393] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.17 (3H, s). 2.41 (2H, d, J=7.3Hz). 
3.45 (3H. s). 4.43 (3H, m). 5.18 (1H. d. J=14.0Hz), 5.68 (1H. s), 7.41-7.65 (8H. m). 
MS m/z: 416(M+), 401, 310, 282, 267, 116. 

10 

( Example 217) 

Compound of Compound No. 5-66 

15 [0394] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.82 (1H, m), 2.40 (2H. d, J=7.0Hz), 3.50 (3H, s), 

3.83 (3H, s). 4.34 (1H, d, J=16.0 Hz), 4.36 (1H, d, J=14.0Hz), 4.53 (1H. d, J=16.0Hz), 5.15 (1H, d, J=14,0Hz), 5.65 
(1H, s). 6.71-7.02 (4H, m), 7.38-7.64 (4H. m). 

MS m/z: 432(M+), 417, 390, 310, 281, 267, 116. 

20 (Example 218) 

Compound of Compound No. 5-67 

[0395] iH-NMR(200MHz. CDCI3) 5ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d. J=7.0Hz), 3.51 (3H, s), 
25 3.76 (3H, s). 4.25-4.53 (3H, m). 5.13 (1H, d, J=14.0Hz), 5.67 (1H, s), 6.31-6.38 (2H, m), 6.53 (1H, dd, J=9.2, 1 .8Hz), 
7.15 (1H, t, J=7.7Hz), 7.43-7.64 (4H. m). 
MS m/z: 432(M+), 417, 390, 310, 281, 267, 116. 

( Example 219) 

30 

Compound of Compound No. 5-68 

[0396] ^H-NMR(200MHz, GDCI3) 5ppm: 0.88 (6H. d, J=6.6Hz), 1.83 (1H, m), 2.40 (2H, d, J=7.0Hz), 3.49 (3H, s), 
3.75 (3H, s). 4.23-4.47 (3H, m), 5.15 (1H, d, J=13.5Hz), 5.65 (1H, s), 6.72 (2H, d, J=9.5Hz), 6.80 (2H, d, J=9.5Hz), 
35 7.39-7.64 (4H, m). 

MS m/z: 432(M-»'), 417. 390, 310, 281 , 267, 116. 

(Example 220) 

40 Compound of Compound No. 5-69 

[0397] ^H-NMR(200MHz, CDCI3) 6ppm: 0.87 (6H, d, J=6.6Hz), 1 .83 (1H, m), 2.39 (2H, d, J=7.3Hz), 3.51 (3H, s), 

3.84 (6H, s), 4.32-4.58 (3H, m). 5.15 (1H, d, J=14.0Hz), 5.66 (1H, s), 6.40 (1H, d, J=8.4Hz), 6.61 (1H, d, J=8.4Hz), 
6.92 (1H. t, J=8.4Hz), 7.38-7.62 (4H, m). 

45 MS m/z: 462(M+). 447, 309, 281, 267, 152, 116. 

(Example 221) 

Compound of Compound No. 5-70 

so 

[0398] ^H-NMR(200MHz. CDCI3) 5ppm: 0.88 (6H, d, J=6.6Hz), 1.82 (1H, m), 2.38 (2H, d, J=7.3Hz), 3.47 (3H. s). 
3.78 (6H, s), 4.25-4.58 (3H. m), 5.10 (1H, d, J=14.0Hz). 5.61 (1H, s). 6.53 (2H, d. J=8.4Hz), 6.98 (1H, t, J=8.4Hz). 
7.38-7.63 (4H, m). 

MS m/z: 462(M+), 447, 420, 309, 281, 267. 152, 116. 

55 
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(Example 222) 

Compound of Compound No. 5-71 

[0399] '•H-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6H2), 1.84 (1H, m), 2.42 (2H, d, J=7.0H2), 3.60 (3H, s), 
3.82 (3H, s), 3.83 (3H, s), 4.22-4.49 (3H, m), 5.17 (1H, d, J=14.5Hz), 5.67 (1H, s), 6.18 (1H, dd. J=8.8, 2.6Hz), 6.50 
(1H, d, J=2.6H2), 6.72 (1H, d, J=8.8Hz), 7.39-7.65 (4H, m). 
MS m/z: 462(M+). 309, 281. 267, 152, 116. 

(Example 223) 

Compound of Compound No. 5-72 

[0400] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H. d. J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.52 (3H, s), 
3.74 (6H, s), 4.21-4.48 (3H, m), 5.16 (1H, d, J=14.0H2), 5.68 (1H, s), 5.96 (2H, d, J=1.8Hz), 6.09 (1H, t, J=1.8Hz), 
7.39-7.64 (4H, m). 

MS m/z: 462(M+), 447, 420, 309, 281 . 267, 116. 
(Example 224) 

Compound of Compound No. 5-73 

[0401] 1H-NMR(200MHZ, CDCI3) oppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.42 (2H, d, J=7.3Hz). 3.52 (3H, s). 
3.77 (3H. s), 3.79 (6H, s), 4.23-4.48 (3H, m). 5.18 (1H, d. J=13.5Hz), 5.68 (1H, s), 6.04 (2H, s). 7.40-7.64 (4H, m). 
MS m/z: 492(M+), 477. 462, 309, 281 , 267, 116. 

(Example 225) 

Compound of Compound No. 5-74 

[0402] '»H-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m). 2.41 (2H. d, J=7.0Hz). 3.50 (3H, s), 
4.23 (1H, d, J=1 3.5Hz), 4.40 (1H, m), 4.45 (1H, d, J=14.0Hz), 5.15 (1H, d, J=14.0Hz), 5.66 (1H, s), 5.91 (2H, s), 6.17 
(1H, dd, J=8.4, 2.6Hz), 6.40 (1H, d, J=2.6Hz), 6.55 (1H, d, J=8.4Hz), 7.39-7.64 (4H, m). 
MS m/z: 446(M+), 431 , 404, 309, 281 , 267, 116. 

(Example 226) 

Compound of Compound No. 5-76 

[0403] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.83 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.54 (3H, s). 
4.29-4.57 (3H, m), 5.18 (1H, d, J=1 4.0Hz), 5.69 (1H, s), 6.97-7.01 (2H, m), 7.23-7.65 (6H. m). 
MS nVz: 470(M+), 455, 428, 281 , 267, 116. 

(Example 227) 

Compound of Compound No. 5-77 

[0404] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.87 (6H, d, J=6.6Hz). 1.82 (1H, m), 2.41 (2H, d, J=7.3Hz), 3.53 (3H. s), 
4.31-4.58 (3H, m), 5.16 (1H, d. J=14.5Hz), 5.69 (1H, s), 6.85 (2H, d, J=9.2Hz). 7.40-7.65 (6H. m). 
MS m/z: 470(M+), 455, 428, 281 , 267, 116. 

(Example 228) 

Compound of Compound No. 5-78 

[0405] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.87 (6H, d, J=6.6H2), 1.83 (1H, m). 2.40 (2H. d, J=7,0.Hz), 3.55 (3H, s), 
4.29-4.57 (3H, m), 5.16 (1H, d. J=1 4.0Hz). 5.76 (IH, s), 6.56 (1H, dd, J=8.4, 2.2Hz), 6.90 (1H, d. J=8.2Hz). 7.17 (1H, 
t. J=8.4Hz), 7.31-7.63 (4H, m). 
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MS m/z: 459(M-^), 444, 417, 309, 281, 267, 162, 116. 
(Example 229) 

Compound of Compound No. 5-79 

[0406] iH-NMR(200MHz. CDCI3) 8ppm: 0.88 {6H, d, J=6.6Hz), 1.83 (1H, m), 2.41 (2H, d. J=7.0Hz). 3.51 (3H, s), 
4.25-4.47 (3H, m), 5.1 6 (1 H, d. J=14.0Hz), 5.66 (1 H, s). 6.73 (2H. d, J=8.8Hz), 7.38 (2H, d, J=8.8Hz), 7.43-7.64 (4H. m). 
MS m/z: 459(M+), 444. 417. 309, 281, 267, 164, 116. 

(Example 230) 

Compound of Compound No. 5-81 

[0407] ^H-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d. J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.53 (3H, s), 

4.25- 4.58 (3H, m). 5.17 (1H, d, J=14.0Hz) 5.68 (1H, s), 6.71-6.76 (2H. m), 6.96 (1H, dd, J=8.1. 1.8Hz), 7.18 (1H, t, 
J=8.1H2), 7.44-7.65 (4H, m). 

MS nVz: 436(M+), 421 , 394, 309, 281 . 267, 116. 

( Example 231) 

Compound of Compound No. 5-82 

[0408] ^H-NMR(200MH2, CDCy 6ppm: 0.88 (6H. d, J=6.6Hz), 1.83 (1H, m). 2.41 (2H, d, J=7.3Hz), 3.51 (3H, s), 
4.24-4.49 (3H, m), 5.15 (1 H, d, J=14.0Hz), 5.67 (1 H, s), 6.72 (2H, d, J=8.8Hz), 7.21 (2H, d, J=8,8H2), 7.43-7.64 (4H, m). 
MS m/z: 436(M+), 421 , 394, 309, 281 , 267, 116. 

(Example 232) 

Compound of Compound No. 5-83 

[0409] iH-NMR(200MHz, CDCI3) 5ppm: 0.88 (6H, d, J=6.6Hz), 1.83 (1H, m), 2.41 (2H, d, J=7.3Hz), 3.52 (3H, s), 
4.35-4.55 (3H, m), 5.16 (1H, d, J=14.0Hz). 5.69 (1H, s), 6.69 (1H, d, J=8.8Hz). 7.15 (1H, dd, J=8.8, 2.6Hz), 7.33 (1H, 
d, J=2.6H2), 7.40-7.65 (4H, m). 

( Example 233) 

Compound of Compound No. 5-84 

[0410] iH-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz). 1.85 (1H, m), 2.42 (2H, d. J=7.3Hz), 3.54 (3H. s), 
4.23-4.48 (3H, m), 5.1 7 (1 H, d, J=1 3.0Hz). 5.69 (1 H, s), 6.68 (2H, d, J=1 .8Hz), 6.99 (1 H, t, J=1 .8Hz), 7,41 -7,66 (4H, m). 

( Example 234 ) 

Compound of Compound No. 5-85 

[0411] iH-NMR(200MHz, CDCI3) 6ppm: 0.86 (6H, d, J=6.6Hz), 1.82 (1H, m), 2.39 (2H, d, J=7.0Hz), 3.53 (3H, s), 
4.35-4.58 (3H. m), 5.17 (1H, d, J=14.0Hz), 5.66 (1H, s), 6.80-7.13 (4H, m), 7.19 (1H, t, J=7.0Hz), 7.42-7.63 (4H, m). 
MS m/z: 420(M+), 405, 378, 281 , 267, 116. 

(Example 235) 

Compound of Compound No. 5-86 

[0412] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H. m), 2.41 (2H. d, J=7.0Hz). 3.52 (3H, s), 

4.26- 4.49 (3H, m), 5.17 (1H, d, J=14.0Hz), 5.68 (1H, s). 6.42-6.73 (3H, m), 7.19 (1H, t, J=7.0Hz), 7.44-7.65 (4H, m). 
MS nrVz: 420(M+), 405, 378, 281 , 267, 116. 
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(Example 236) 

Compound of Compound No. 5-87 

[0413] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H. d, J=6,6Hz), 1.83 (1H, m). 2.41 (2H, d, J=7.0Hz), 3.50 (3H, s), 
4.25-4.49 (3H, m), 5.15 (1H, d. J=14.0Hz), 5.66 (1H, s), 6.70-6.76 (2H, m), 6.90-6.99 (2H, m), 7.40-7.65 (4H, m). 

(Example 237) 

Compound of Compound No. 5-89 

[0414] iH-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6H2), 1.85 (1H, m), 2.42 (2H, d. J=7.0Hz), 3.54 (3H, s), 
4.30-4.55 (3H, m), 5.15 (1H, d, J=14.0Hz), 5.72 (1H, s), 7.00-7.10 (2H. m). 7.27-7.66 (6H, m). 

(Example 238) 

Compound of Compound No. 5-90 

[0415] ^H-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.83 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.53 (3H. s), 
4.32-4.61 (3H, m), 5.14(1 H, d, J=1 4.0Hz), 5.70 (1 H, s), 6.85 (2H, d, J=8.8Hz). 7.52 (2H, d, J=8.8Hz). 7.40-7.65 (6H. m). 
MS m/z: 427(M+), 412, 385, 267. 116. 

( Example 239) 

Compound of Compound No. 5-92 

[0416] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.83 (1H, m). 2.40 (2H, d, J=7.3Hz), 3.51 (3H, s), 
3.88 (3H, s), 4.34-4.58 (3H, m), 5.1 5 (1 H, d, J=14.0Hz), 5.69 (1 H, s), 6.74 (1 H, d, J=8.8Hz). 7.37 (1 H, dd, J=8.8, 2.6Hz), 
7.44-7.65 (4H, m). 7.79 (1H, d, J=2.6Hz). 
MS m/z: 494(M+), 479, 463, 452, 309, 267, 226, 199, 116. 

( Example 240) 

Compound of Compound No. 6-94 

[0417] lH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 0.99 (3H, t, J=7.5Hz), 1 .61-1 .91 (3H, m), 2.29-2.45 
(4H. m). 3.59 (3H, s), 4.32 (2H, m), 4.45 (1H. d, J=14.3Hz), 5.12 (1H, d. J=14.3Hz), 5.71 (1H, s), 7.32-7.65 (4H. m). 
MS m/z: 396(M+), 354, 325, 284. 268, 226. 

( Example 241 ) 

Compound of Compound No. 5-95 

[0418] lH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1 .23 (6H, d, J=5.5Hz), 1 .78-1 .91 (1 H. m), 2.41 (2H, 
d, J=7.0Hz), 2.55-2.76 (1H, m). 3.60 (3H, s), 4.31 (2H, m), 4.44 (1H, d, J=14.3Hz), 5.14 (1H, d, J=14.3Hz), 5.70 (1H, 
s), 7.32-7.65 (4H, m). 

MS nrVz: 396(M->'), 354, 284, 268, 226, 129. 116. 
( Example 242) 

Compound of Compound No. 5-96 

[041 9] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H. d, J=6.6Hz), 1 .27 (9H. s), 1 .77-1 .90 (1 H. m), 2.39 (2H, d, J=7.3Hz), 
3.59 (3H, s), 4.28 (2H, m), 4.42 (1H. d. J=14.3Hz). 5.13 (1H. d, J=14.3Hz), 5.69 (1H. s). 7.39-7.63 (4H, m). 
MS m/z: 410(M+), 368, 268, 226, 143, 116. 
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(Example 243) 

Compound of Compound No. 5-97 

[0420] iH-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 0.85-1.11 (6H, m), 1.67-1.91 (2H, m), 2.40 (2H, d, 
J=7.0Hz). 3.57 (3H, s), 4.32 (2H, m), 4.44 (1H, d. J=14.3Hz), 5.12 (1H, d, J=14.3Hz), 5.70 (1H, s). 7.33-7.64 (4H, m). 
MS m/z: 394(M+), 352, 268, 226, 127, 116. 

( Example 244 ) 

Compound of Compound No. 5-98 

[0421] 1H-NMR(200MHZ, CDCI3) Sppm: 0.89 (6H, d, J=6.6Hz). 1 .78-2.43 (7H, m), 2.41 (2H. d, J=7.3Hz), 3.14-3.31 
(1H, m), 3.60 (3H, s), 4.30 (2H. m). 4.44 (1H, d. J=14.3Hz), 5.13 (IH. d, J=14.3Hz), 5.70 (1H. s), 7.30-7.64 (4H, m). 
MS nn/z: 408(M'^), 366, 284, 268, 226. 

(Example 245) 

Compound of Compound No. 5-99 

[0422] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz). 1 .57-1 .90 (9H, m), 2.40 (2H, d, J=7.0Hz), 2.75-2.89 
(1H, m), 3.58 (3H, s). 4.29 (2H, m), 4.42 (1H, d. J=14.3Hz), 5.12 (1H, d, J=14.3Hz), 5.69 (1H, s), 7.39-7.63 (4H, m). 
MS m/z: 422(M+), 380, 268, 226, 155, 116. 

(Example 246) 

Compound of Compound No. 5-100 

[0423] iH-HMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.76-1.93 (1H, m). 1.93 (3H, s), 2.19 (3H, s), 2.41 
(2H, d, J=7.0Hz), 3.59 (3H, s), 4.33 (2H, m), 4.46 (1H, d, J=14.3Hz), 5.11 (1H, s), 5.71 (1H, s). 5.79 (1H, s), 7.39-7.64 
(4H. m). 

MS m/z: 408(M+), 366, 268, 141, 116. 
(Example 247) 

Compound of Compound No. 5-101 

[0424] iH-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H. d, J=6.6Hz), 1 .77-1 .93 (1 H, m). 1 .86 (3H. s). 2.41 (2H, d, J=7.0Hz), 
3.1 6 (2H, s), 3.58 (3H, s), 4.33 (2H, m), 4.46 (1 H, d, J=14.3Hz), 4.92 (1 H, s), 4.96 (1 H, s), 5.1 2 (1 H, d, J=14.3Hz), 5.70 
(1H, s), 7.32-7.64 (4H, m). 
MS m/z: 408{M+), 366, 267, 226, 141, 116. 

(Example 248) 

Compound of Compound No. 5-102 

[0425] iH-NMR(200MHz, CDCI3) Sppm: 0.90 (6H. d, J=7.0Hz), 1.78-1.92 (1H, m), 2.41 (2H, d, J=7.3Hz), 3.48 (3H, 
s), 3.57 (3H, s), 4.17 (2H, s), 4.40 (2H, m). 4.44 (1H, d, J=14.3Hz). 5.10 (1H, d, J=14.3Hz), 5.72 (1H, s), 7.32-7.65 

(4H, m). 

MS m/z: 398(M+), 356, 283, 267, 225, 116. 
(Example 249) 

Compound of Compound No. 5-103 

[0426] iH-NMR(200MHz, CDCI3) Sppm: 0.90 (6H, d, J=6.6Hz), 1 .78-1 .91 (1 H, m), 2.41 (2H, d, J=7.0Hz), 3.55 (3H. 
s). 3.85 (3H. s), 4.34 (2H, m), 4.48 (1H. d, J=14.3Hz), 5.10 (1H, d, J=14.3Hz), 5.70 (1H, s), 7.40-7.65 (4H, m). 
MS m/z: 384(M+), 342, 267, 226, 116. 
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(Example 250) 

Compound of Compound No. 5-104 

[0427] 1H-NMR(200MH2, CDCI3) 6ppm: 0.89 (6H, d, J=7.0Hz), 1.82-1.92 (1H, m). 2.41 (2H, d, J=7.3Hz), 3.39 (3H, 
s), 3.56 (3H, s), 3.64 {2H, t, J=4.8H2), 4.31-4.40 (4H, m), 4.57 (1H, d, J=14.3Hz), 5,12 (1H, d, J=14.3Hz), 5.72 (1H. 
s), 7.36-7.65 (4H. m). 

MS m/z: 428(M+), 386, 328, 267, 226, 116. 
(Example 251) 

Compound of Compound No. 6-1 

[0428] 1H-NMR(200MHZ, CDCI3) 6ppm: 1 .62-2.08 (6H, m), 1 .88 (3H. s), 2.45-2.65 (3H, m). 3.44 (3H, s), 4.53 (1H, 
br), 5.00 (1H. br), 5.62 (1H, s). 7.38-7.63 (4H. m). 
MS m/z: 322(M+), 294, 268, 252, 226. 

( Example 252) 

Compound of Compound No. 6-5 

[0429] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.65-0.82 (2H, m), 1.00-1 .30 (3H, m), 1 .65-2.10 (6H, m). 2.43-2.65 (3H, m). 
3.46 (3H, s). 4.58 (1H, d, J=14.0Hz), 4.98 (1H, d, J=14.0Hz), 5.71 (1H, s), 7.38-7.62 (4H, m). 
MS m/z: 348(M+), 307, 294, 280, 226, 116. 

(Example 253) 

Compound of Compound No. 6-8 

[0430] 1H-NMR(200MH2, CDCI3) Sppm: 1 .65-2.10 (6H, m), 2.50-2.68 (3H. m). 3.04 (3H, s). 3.49 (2H, s), 4.30 (1 H. 
d. J=14.0Hz), 5.13 (1H, d, J=14.0Hz), 5.61 (1H, s). 6.95-6.99 (2H, m), 7.23-7.60 (7H. m). 
MS m/z: 398(M+), 344, 280, 226, 116. 

(Example 254) 

Compound of Compound No. 6-15 

[0431] 1H-NMR(200MH2, CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.42-2.65 (3H, m), 3.10 (1 H, br-t), 3.45 (3H, s), 3.60-4.00 
(2H, m). 4.50-4.65 (1H, br-s), 5.00-5.17 (1H, br-s), 5,63 (1H, s), 7.37-7.66 (4H, m). 
MS m/z: 338(M+), 310, 297, 284, 226, 116. 

(Example 255) 

Compound of Compound No. 6-24 

[0432] iH-NMR(200MHz, CDCI3) Sppm: 1.60-2.10 (6H, m). 2.41-2.62 (3H, m), 3.35 (3H, s), 3.72 (1H, d. J=1 5.0Hz), 
3.92 (1H, d, J=1 5.0Hz), 4.44 (1H, d, J=14.5H2), 4.53 (2H, m), 5.06 (1H, d. J=14,5H2), 5.55 (1H. s). 7.28-7.68 (9H, m). 
MS m/2: 428(M+), 374, 322, 279, 268. 116. 

(Example 256) 

Compound of Compound No. 6-25 

[0433] 1H-NMR(200MH2, CDCI3) 6ppm: 1 .58-2.08 (6H, m), 2.44-2.67 (3H, m), 3.52 (3H, s), 4.28-4.53 (3H, m), 5.16 
(1H. d, J=12.8H2), 5.67 (1H, s), 6.79 (2H. d, J=8.4 H2), 7.00 (1H, t, J=7.3Hz), 7.23-7.33 (2H, m), 7.41-767 (4H, m). 
MS m/2: 414(M+), 386, 373. 360, 293. 
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(Example 257) 

Compound of Compound No. 6-27 

5 [0434] iH-NMR(200MHz, CDCI3) 6ppm: 1.60-2.10 (6H, m), 2.42-2.64 (3H, m), 3.48 (3H, s), 3.83 (3H, s), 4.30-4.55 
(3H, m). 5.13 (1H. d, J=14.0Hz), 5.63 (IH. s), 6.70-7.01 (4H, m). 7.38-7.63 (4H, m). 
MS m/z: 444(M+), 416, 403, 390. 321, 293. 279. 137, 116. 

( Example 258 ) 

10 

Compound of Compound No. 6-28 

[0435] ^H-NMR(200MHz, CDCI3) 6ppm: 1.60-2.10 (6H, m), 2.43-2.65 (3H, m), 3.50 (3H, s), 3.76 (3H, s), 4.22-4.48 
(3H, m), 5.14 (IH, d, J=13.5Hz), 5.65 (IH, s), 6.31-6.37 (2H, m), 6.53 (IH, dd, J=8.1, 1.5Hz), 7.15 (IH, t, J=8.1Hz), 
15 7.39-7.63 (4H, m). 

MS m/z: 444(M+), 416, 403, 390, 321, 293, 279, 137. 116. 

(Example 259 ) 

20 Compound of Compound No. 6-29 

[0436] ■'H-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.1 0 (6H. m), 2.42-2.64 (3H. m) , 3.48 (3H, s), 3.75 (3H, s), 4.20-4.47 
(3H, m), 5.13 (IH. d, J=14.0Hz), 5.63 (1H. s). 6,72 (2H, d, J=9.2Hz), 6.80 (2H, d, J=9.2Hz), 7.39-7.64 (4H, m). 
MS m/z: 444(M+), 416, 403, 390, 321, 293, 279, 137, 116. 

25 

(Example 260) 

Compound of Compound No. 6-33 

30 [0437] iH-NMR(200MHz, CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.41-2.63 (3H. m), 3.61 (3H, s), 4.34-4.56 (3H, m), 5.14 
(1H. d. J=14.0Hz), 5.64 (IH, s), 6.80-7.12 (4H. m). 7.39-7.64 (4H, m). 
MS m/z: 432(M+). 404, 391 , 378, 321 , 293, 279, 125, 116. 

(Example 261 ) 

35 

Compound of Compound No. 6-34 

[0438] iH-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.10 (6H, m), 2.42-2.65 (3H, m), 3.51 (3H, s), 4.24-4.48 (3H, m), 5.14 
(IH. d, J=14.0Hz), 5.66 (IH, s), 6.46-6.74 (3H, m). 7.19 (1 H, t. J=8.4Hz), 7.40-7.65 (4H, m) . 
40 MS m/z: 432(M+), 404, 391 , 378, 321 , 293, 279, 125, 116. 

( Example 262 ) 

Compound of Compound No. 6-35 

45 

[0439] 1H-NMR(200MHZ, CDCI3) Sppm: 1 .60-2.10 (6H, m). 2.42-2.65 (3H, m), 3.49 (3H, s). 4.21-4.48 (3H, m), 5.13 
(IH, d, J=1 3.5Hz), 5.65 (IH, s), 6.69-6.76 (2H, m), 6.91-6.99 (2H, m). 7.39-7.65 (4H, m). 
MS m/z: 432(M+), 404, 391 , 378, 321 , 293, 279, 125, 116. 

50 (Example 263) 

Compound of Compound No. 6-36 

[0440] ''H-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.10 (6H, m). 2.42-2.64 (3H, m), 3.56 (3H, s), 4.42-4.62 (3H, m). 5.15 
55 (IH. d. J=14.0Hz), 5.71 (IH, S), 6.76 (IH. d. J=8.8Hz), 7.06 (IH. t, J=7.7Hz). 7.41-7.66 (6H. m). 
MS m/z: 439(M+), 411. 398. 385, 279. 132, 116. 
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(Example 264 ) 

Compound of Compound No. 6-37 

5 [0441] iH-NMRCaOOMHz, CDCI3) 5ppm: 1 .60-2.10 (6H. m). 2.43-2.66 (3H, m). 3.52 (3H, s), 4.28-4.53 (3H, m), 5.13 
(1H, d. J=14,0H2), 5.69 (1H. s), 7.00-7.09 (2H, m), 7.31-7.66 (6H, m). 
MS m/z: 439(M+), 411 , 398. 385. 279, 132. 116. 

( Example 265) 

10 

Compound of Compound No. 6-38 

[0442] ^H-NMR(200MHz, CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.43-2.66 (3H, m). 3.52 (3H, s), 4.30-4.57 (3H, m), 5.12 
(1H, d, J=14.0H2), 5,68 (1H, s), 6.85 (2H. d, J=9.2Hz), 7.41-7.66 (6H, m). 
15 MS m/z: 439(M+), 411 , 398. 385, 279, 132, 116. 

( Example 266 ) 

Compound of Compound No. 6-41 

20 

[0443] ''H-NMR(200MHz. CDCI3) 8ppm: 1 .60-2.10 (6H, m), 2.45-2.65 (3H, m). 3.67 (3H. s). 4.44 (1H. d, J=14.0Hz), 
4.60 (2H, s). 5.13 (1H, d. J=14.0Hz), 5.71 (1H, s), 6.85-6.96 (2H. m), 7.38-7.65 (5H, m). 8.06 (1H, dd, J=5.1, 1.1Hz). 
MS m/z: 415(M+). 312, 279. 251, 224. 136, 116. 

25 (Example 267) 

Compound of Compound No. 6-42 

[0444] 1H-NMR(200MHZ. CDCI3) 6ppm: 1 .60-2.10 (6H, m). 2.43-2.65 (3H, m), 3.52 (3H, s), 4.29-4.57 (3H, m), 5.13 
30 (1H, d, J=14.0Hz). 5.68 (1H, s). 7.11-7.24 (2H, m), 7.41-7.66 (4H, m). 8.10-8.28 (2H, m). 
MS m/z: 415(M+), 387. 374. 361 , 279. 251 , 224, 116. 

( Example 268) 

35 Compound of Compound No. 6-43 

[0445] iH-NMR(200MHz. CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.32 (3H. s), 2.44-2.64 (3H, m), 3.59 (3H. s), 4.40-4.62 
(3H, m). 5.13 (1H. d, J=14.0Hz). 5.68 (1H, s), 5.72 (1H, s). 7.39-7.64 (4H, m). 
MS m/z: 419(M+), 391 , 378. 365, 279, 140, 116. 

40 

(Example 269) 

Compound of Compound No. 6-44 

45 [0446] iH-NMR(200MHz, CDCI3) 5ppm: 1 .60-2.10 (6H. m). 2.23 (3H, s), 2.43-2.64 (3H, m), 3.59 (3H. s), 4.32-4.65 
(3H, m), 5.18 (1H, d, J=15.0Hz), 5.56 (1H, s), 5.69 (1H, s). 7.37-7.62 (4H. m), 7.78 (1H, s), 
MS m/z: 418(M+), 390, 377, 364, 321 , 279, 226, 139, 116. 

(Example 270) 

50 

Compound of Compound No. 6-45 

[0447] iH-NMR(200MHz, CDCI3) 5ppm: 1 .60-2.10 (6H. m), 2.43-2.66 (3H, m), 3.54 (3H, s), 4.40-4.66 (3H, m), 5.18 
(1 H, d, J=1 4.0Hz), 5.69 (1 H. s), 6.88 (1 H, d, J=2.9Hz). 7.30-7.65 (6H, m). 7.97-8.03 (2H. m), 8.79 (1 H. dd. J=4.4, 1 .8Hz). 
55 MS m/z: 465(M+), 437, 424, 411 , 321 , 293, 279, 226. 168, 128, 116. 
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(Example 271) 

Compound of Compound No. 6-46 

5 [0448] 1H-NMR(200MHZ, CDCI3) 5ppm: 1.60-2.10 (6H, m), 2.16 (3H. s), 2.44-2.65 (3H, m), 3.54 (3H, s). 4.23 (1H, 
d, J=1 7.0Hz). 4.34 (1H, d, J=1 7.0Hz), 4.45 (1H, d. J=14.5Hz). 5.07 (1 H, d, J=14.5Hz), 5.67 (1H, s). 7.40-7.64 (4H, m). 
MS m/z: 380(M+), 352. 339. 326, 279. 226. 116. 

(Example 272) 

10 

Compound of Compound No. 6-47 

[0449] lH-NMR(200MHz, CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.43-2.63 (3H, m), 3.45 (2H, s). 3.46 (3H. s), 4.33 (1H, 
d. J=14.6Hz). 5.15 (1H. d. J=14.5Hz). 5.52 (1H, s). 7.26-7.63 (9H, m). 
15 MS m/z: 430(M+), 402. 389. 376. 279. 226, 123, 116. 

( Example 273 ) 

Compound of Compound No. 6-54 

20 

[0450] ^H-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.10 (6H, m), 2.43-2.65 (3H, m), 3.61 (3H, s), 3.73 (2H. s), 4.45 (1H. 
d, J=14.5Hz), 5.16 (1H, d, J=14.5Hz), 5.71 (1H, s), 7.04 (1H, t, J=4.8Hz), 7.38-7.64 (4H, m), 8.47 (2H. d. J=4.8Hz). 
MS m/z: 432(M+), 404, 391 , 378. 279, 226, 153, 125. 116. 

25 (Example 274) 

Compound of Compound No. 6-55 

[0451] iH-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.10 (6H, m), 2.43-2.65 (3H. m), 3.56 (3H, s), 3.62 {2H, s), 3.65 (3H, 
30 s). 4.41 (1 H, d, J=1 4.5Hz), 5.1 0 (1 H. d. J=1 4.5Hz), 5.65 (1 H, s), 6.94 (1 H, s). 7.03 (1 H, s), 7.38-7.50 (2H, m), 7.58-7.65 

(2H, m). 

MS nn/z: 434(M+), 406, 380, 321, 279, 226, 155, 127. 116. 
(Example 275) 

35 

Compound of Compound No. 6-56 

[0452] 1H-NMR(200MHZ. CDCI3) 8ppm: 1 .60-2.10 (6H. m), 2.45-2.65 (3H. m), 2.73 (3H, s). 3.67 (3H, s), 3.79 (1H, 
d, J=1 6,0Hz), 3.91 (1 H, d, J=1 6.0Hz), 4.44 (1 H, d, J=14.5Hz), 5.15 (1 H, d, J=14.5Hz), 5.73 (1 H, s), 7.39-7.62 (4H, m). 
40 MS m/z: 452(M+), 424. 377, 321 , 279, 224, 173, 116. 

( Example 276) 

Compound of Compound No. 6-57 

45 

[0453] ''H-NMR(200MHz, CDCI3) 6ppm: 1.60-2.10 (6H, m), 2.46-2.65 (3H, m), 3.71 (3H, s), 4.04 (1H, d, J=1 6.0Hz). 
4.44 (1 H, d. J=1 4.5Hz), 4.48 (1 H, d, J=1 6.0Hz), 5.14 (1 H. d. J=14.5Hz), 5.75 (1 H, s). 6.22 (1 H, td, J=6.6, 1 .5Hz), 6.57 
(1H, d, J=9.2Hz), 7.21 (1H. dd, J=6.6. 1.5Hz). 7.36-7.63 (5H, m). 
MS m/z: 415(M+). 387. 361. 312. 279. 224, 136. 116. 

50 

(Example 277) 

Compound of Compound No. 6-58 

55 [0454] iH-NMR(200MHz. CDCI3) 6ppm: 1.60-2.10 (6H, m), 2.43-2.65 (3H, m), 3.10 (3H, s), 4.97 (2H, br-s), 5.73 
(1H. s). 7.23-7.64 (9H. m). 

MS m/z: 384(M+). 356. 343. 330. 279, 224, 116, 105. 
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(Example 278 ) 

Compound of Compound No. 6-60 

[0455] 1H-NMR(200MH2, CDCI3) 5ppm: 1.60-2.10 (6H, m), 2.40-2.60 (3H, m). 3.11 (3H, s), 3.71 (3H, s), 4.96 (2H. 
br-s). 5.73 (1H, s), 6.85-6.94 (3H, m), 7.14 (1H, t, J=8.1Hz), 7.40-7.64 (4H, m). 
MS m/z: 414(M+). 386. 373, 360, 279, 226. 135, 116, 107. 

( Example 279 ) 

Compound of Compound No. 6-65 

[0456] 1H-NMR(200MH2, CDCI3) 5ppm: 1 .62-2.09 (6H. m). 2.44-2.64 (3H. m), 3.41 (3H, s), 3.76 (3H, s). 4.71 (2H, 
s), 5.60 (1H. s), 7.39-7.50 (2H, m) 7.57-7.63 (2H, m). 
MS m/z: 338(M+), 310, 297. 284. 116. 

(Example 280) 

Compound of Compound No. 6-67 

[0457] lH-NMR(200MHz, CDCI3) 6ppm: 1.21 (6H, d. J=6.2Hz), 1 .60-2.1 0 {6H, m), 2.44-2.64 (3H, m). 3.40 (3H, s), 
4.70 (2H. s), 5.03 (1H, m). 5.59 (1H, s), 7,38-7.50 (2H, m), 7.52-7.64 (2H. m). 
MS m/z: 366(M+). 338. 325. 312. 279. 270, 226. 178. 116. 

(Example 281) 

Compound of Compound No. 6-72 

[0458] iH-NMR(200MHz, CDCI3) 6ppm: 1 .60-2.10 (6H, m), 2.45-2.64 (3H, m), 3.41 (3H. s), 4.64 (2H. d. J=5.5Hz), 
4.72 (2H, s), 5.12-5.25 (2H, m), 5.61 (1H, s), 5.77-5.96 (1H, m), 7.39-7.49 (2H, m). 7.57-7.64 (2H. m). 
MS nn/z: 364(M+), 336, 323, 310, 279. 251, 224, 116. 

(Example 282) 

Compound of Compound No. 6-73 

[0459] 1H-NMR(200MHZ. CDCI3) 5ppm: 1 .60-2.10 (6H, m), 2.45-2.64 (3H, m), 3.32 (3H, s), 4.71 (2H. s), 5.18 (2H. 

s), 6.60 (1H, s), 7.20-7.62 (9H, m). 

MS m/z: 414(M+), 370, 360, 316, 279, 226, 116. 91, 

( Example 283) 

Compound of Compound No. 6-74 

[0460] ^H-NMR(200MHz, CDCI3) 8ppm: 1.61-2.15 (6H, m), 2.48-2.66 (3H, m), 3.53 (3H, s), 4.80 (2H, s), 5.73 (1H, 
s), 7.07 (2H, d, J=7.7Hz), 7.19-7.66 (7H, m). 
MS m/z: 400(M+). 359, 346, 307, 116. 

(Example 284) 

Compound of Compound No. 6-76 

[0461] lH-NMR(200MHz. CDCI3) 6ppm: 1.63-2.12 (6H, m), 2.48-2.67 (3H. m), 3.52 (3H, s). 3.79 (3H, s), 4.79 (2H, 
s), 5.72 (1H, s), 6.86 (2H, d. J=9.2Hz), 6.99 (2H, d, J=9.2Hz). 7.42-7.67 (4H, m). 
MS m/z: 431 (M+), 390, 377. 307, 279, 239, 224, 123, 116. 
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( Example 285) 

Compound of Compound No. 7-1 

[0462] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6H2). 1.84 (1H. m). 2.39 (2H. d, J=7.3Hz), 3.41 (3H. s), 
3.77 (3H. s). 4.72 (2H, s), 5.62 (1H. s), 7.43-7.63 (4H, m). 
MS m/2: 326(M+). 311 , 298, 284, 116. 

( Example 286) 

Compound of Compound No. 7-2 

[0463] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.23 (3H, t, J=7.0Hz), 1.85 (1H, m). 2.39 (2H, d. 
J=7.3Hz), 3.42 (3H, s), 4.22 (2H. q, J=7.0Hz), 4.72 (2H, s), 5.63 (1H, s), 7.43-7.63 (4H, m). 
MS m/z: 340(M+). 325. 298, 116. 

( Example 287 ) 

Compound of Compound No. 7-3 

[0464] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.84 (3H, t, J=7.3H2), 0.89 (6H, d, J=7.0H2). 1.60 (2H, m), 1.85 (1H, m), 
2.39 (2H, d, J=7.0H2), 3.42 (3H, S), 4.11 (2H, t, J=6.6Hz), 4.72 (2H, s), 5.62 (1H. s), 7.43-7.63 (4H, m). 
MS m/z: 354(M+). 339, 312, 116. 

(Example 288 ) 

Compound of Compound No. 7-4 

[0465] 1H-NMR(200MH2, CDCI3) 6ppm: 0.87 (3H, t, J=7.7Hz), 0.89 (6H, d, J=7.0Hz), 1 .15-1 .65 (4H, m), 1 .85 (1H, 
m). 2.39 (2H, d. J=7.0H2), 3.42 (3H, s), 4.15 (2H. t, J=6.6Hz), 4.72 (2H, s), 5.62 (1H, s), 7.43-7.63 (4H, m). 
MS m/z: 368(M+), 353, 326, 116. 

(Example 289) 

Compound of Compound No. 7-5 

[0466] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.21 (6H, d, J=6.3Hz), 1.85 (1H, m), 2.39 (2H, d, 
J=7.0Hz). 3.41 (3H, s), 4.72 (2H, s), 5.00 (1H, m), 5.62 (1H, s), 7.43-7.63 (4H, m). 
MS m/z: 354(M+), 339, 312, 270, 116. 

(Example 290) 

Compound of Compound No. 7-6 

[0467] iH-NMR(200MHz, CDCI3) 5ppm: 0.82 (6H, d, J=7.0Hz), 0.89 (6H, d, J=6.6Hz), 1.84 (2H, m), 2.39 (2H, d, 
J=7.0Hz), 3.42 (3H, s), 3.93 (2H, d, J=6.6Hz), 4.72 (2H, s), 5.62 (1H, s), 7.43-7.63 (4H, m). 
MS m/z: 368(M+), 353, 326, 270, 116. 

(Example 291) 

Compound of Compound No. 7-8 

[0468] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m). 2,40 (2H, d, J=7.0Hz). 3.42 (3H, s), 
4.64 (2H, d, J=6.6Hz), 4.73 (2H, s), 5,14-5.27 (2H, m). 5.63 (1H, s), 5.77-5.97 (1H, m), 7.43-7.63 (4H, m). 
MS nn/z: 352(M+), 337, 310, 267, 116. 
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(Example 292) 

Compound of Compound No. 7-9 

[0469] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d. J=6.6Hz). 1.85 (1H, m). 2.40 (2H. d. J=7.0Hz), 3.33 (3H, s). 
4.72 (2H, S), 5.19 (2H, s), 5.63 (1H, s), 7.20-7.63 (9H, m). 
MS m/z: 402(M+), 360, 316, 267. 116. 

( Example 293 ) 

Compound of Compound No. 7-10 

(0470] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.84 (1H. m), 2.39 (2H, d, J=7.3Hz). 3.30 (3H. br-s), 
3.43 (3H, s). 3.54 (2H. br-s), 4.31 (2H, br-s), 4.73 (2H, s), 5.63 (1H, s), 7.43-7.63 (4H, m). 

( Example 294 ) 

Compound of Compound No. 7-14 

[0471] iH-NMR(200MHz, CDCI3) 8ppm: 0.90 (6H, d, J=6.8Hz). 1 .84 (1 H, m), 2.20 (6H, br-s), 2.38 (2H, d, J=7.3Hz), 
2.61 (2H. br-s), 3.45 (3H, s), 4.27 (2H. t, J=6.5Hz), 4.73 (2H. s), 5.63 (1H, s), 7.39-7.62 (4H, m). 
MS m/z: 383(M+), 368, 339, 325, 313, 267, 116. 

(Example 295) 

Compound of Compound No. 7-17 

[0472] iH-NMR(200MHz, CDCI3) Sppm: 0.92 (6H, d, J=6.6Hz), 1.88 (1H, m), 2.42 (2H, d, J=7.3Hz). 3.54 (3H. s). 
4.82 (2H. s), 5.76 (1H, s), 7.06-7.63 (9H, m). 
MS m/z: 388(M+), 373, 346, 312, 295, 116. 

(Example 296) 

Compound of Compound No. 7-19 

[0473] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.92 (6H, d, J=6.6Hz), 1.87 (1H, m), 2.42 (2H, d. J=7.3Hz). 3.53 (3H, s), 
3.79 (3H, s). 4.80 (2H, s), 5.75 (1H, s). 6.86 (2H, d. J=9.2Hz), 7.00 (2H. d, J=9.2Hz). 7.42-7.66 (4H. m). 
MS m/z: 418(M+), 376, 295, 239, 116. 

(Example 297) 

Compound of Compound No. 7-21 

[0474] iH-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d. J=6.6Hz), 1.87 (1H, m), 2.42 (2H, d, J=7.3Hz), 3.52 (3H, s), 
4.81 (2H. s), 5.76 (1H, s), 7.05 (4H, d, J=6.2Hz), 7.42-7.67 (4H. m). 

( Example 298) 

Compound of Compound No. 7-24 

[0475] iH-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1 .84 (1H, m), 2.39 (2H, d, J=7.0Hz), 3.34 (3H, s), 
4.72 (2H, s), 5.20 (2H, s), 5.63 (1H, s), 7.24-7,63 (6H, m). 8.54-8.59 (2H, m). 
MS m/z: 403(M+), 388, 361, 267, 225, 116, 92. 
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( Example 299 ) 

Compound of Compound No. 7-25 

[0476] iH-NMR(200MHz. CDCI3) Sppm: 0.90 (6H, d, J=7.0Hz), 1.86 (1H, m), 2.42 (2H, d. J=7.3Hz), 3.45 (3H, s), 
4.59 (1H, s), 4.62 (1H. s), 4.69 (1H, d, J=14.5Hz), 4.91 (1 H, d, J=14.5Hz). 5.74 (1H, s), 6.28-6.35 (2H, m), 7.40-7.70 
(6H, m). 

( Example 300 ) 

Compound of Compound No. 7-26 

[0477] ^H-NMR(200MHz. CDCI3) 6ppm: 0.91 (6H. d. J=6.6Hz), 1.87 (1H, m), 2.42 (2H. d, J=7.0Hz). 3.57 (3H, s), 
4.80 (2H, s), 5.82 (1H, s), 6.32 (1H, t. J=2.6Hz), 7.32-7.70 (6H, m). 
MS m/z: 378(M+), 363. 336, 295, 279, 267, 226, 149, 116. 

( Example 301 ) 

Compound of Compound No. 7-27 

[0478] iH-NMR(200MHz, CDCI3) 5ppm: 0.91 (6H. d, J=6.6Hz), 1.87 (1H, m), 2.08 (3H, s), 2.42 (2H, d, J=7.0Hz), 
3.56 (3H, s), 4.79 (2H, s), 5.80 (1H. s), 7.16 (2H, s), 7.43-7.69 (4H. m). 
MS m/z: 392(M+), 377, 350, 295, 267, 226, 213, 179, 137, 116. 

(Example 302) 

Compound of Compound No. 7-29 

[0479] iH-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d, J=6.6Hz), 1 .69-1 .90 (1H. m), 2.43 (2H, d, J=7.0Hz), 3.54 (3H, 
s), 4.82 (2H, s), 5.78 (1H, s), 7.30-7.69 (6H. m). 8.44 (1H, d, J=2.6Hz), 8.49 (1H. dd. J=1 .9, 4.8H2). 
MS m/z: 389(M+), 347, 295, 136, 116. 

(Example. 303) 

Compound of Compound No. 7-30 

[0480] lH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1 .71-1 .93 (1 H. m), 2.15 (3H, s). 2.41 (2H, d, J=7.0Hz), 
3.61 (3H, s), 4.83 (2H, s), 5.77 (1 H. s). 7.1 4 (1 H, dd, J=5.1 , 7.4Hz), 7.43-7.66 (5H, d, J=7.3H2). 8.21 (1 H, d, J=4.0Hz). 
MS m/z: 403(M+), 361 , 295, 267. 252, 224, 178, 136, 116. 

(Example 304) 

Compound of Compound No. 7-31 

[0481] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.69-1.93 (1H, m), 2.41 (2H, d. J=7.3Hz), 2.52 (3H, 
s), 3.59 (3H, s), 4.82 (2H, s), 5.77 (1H, s), 6.80 (1H, d, J=7.7H2), 7.07 (1H, d. J=7.3Hz), 7.46-7.69 (5H, m). 
MS m/z: 403(M+), 361, 295, 267, 252, 224, 178, 136. 116. 

(Example 305) 

Compound of Compound No. 7-32 

[0482] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz). 1 .62-1 .91 (1 H, m), 2.39 (2H, d, J=7.0Hz), 3.63 (3H, 
s), 3.88 (3H, s), 4.81 (2H, s), 5.75 (1H, s), 7.26-7.92 (7H, m). 
MS m/z: 419(M+), 377, 295, 226, 136, 116. 



101 



EP 1 304 325 A1 



(Example 306) 

Compound of Compound No. 7-33 

[0483] iH-NMRCaOOMHz. CDCI3) 5ppm: 0.90 (6H, d. J=6.6Hz), 1 .69-1 .89 (1H, m), 2.43 (2H, d, J=7.3Hz), 3.72 (3H. 
s), 4.49-4.58 (3H, m), 5.08 (1H, d, J=14.3Hz), 5.81 (1H. s), 6.82 (1H, d, J=8.1Hz), 6.95 (1H. d, J=7.7Hz), 7.41-7.64 
(5H. m). 

MS m/z: 437(M+), 395, 267, 224, 170, 142, 116. 
(Example 307) 

Compound of Compound No. 7-34 

[0484] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.91 (6H, d, J=6.6Hz), 1 .69-1 .93 (1H. m). 2.41 (2H, d. J=5.5Hz), 2.42 (3H. 
s), 3.50 (3H, s). 4.79 (2H, s), 5.75 (1H, s), 6.11 (1H, s), 7.43-7.68 (7H, m). 
MS nn/z: 393(M+), 351 , 295, 224, 136, 116. 

( Example 308) 

Compound of Compound No. 7-35 

[0485] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.83 (6H, d, J=6.6Hz), 1 .67-1 .85 (1 H. m). 2.27 (3H, s). 2.35 (2H, d, J=7.0Hz). 
3.58 (3H, s), 4.60 (1H. bs), 5.10 (1H. bs). 5.60 (1H, s), 7.41-7.68 (4H, m). MS m/z: 410(M+). 368. 295, 137, 116, 

(Example 309) 

Compound of Compound No. 7-36 

[0486] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1 .74-1 .88 (1H, m), 2.40 (2H, d, J=7.3Hz), 3.55 (3H, 
s), 4.84 (2H, s), 5.76 (1H, s), 7.09 (1H, d. J=5.5Hz). 7.45-7.69 (4H, m), 8.80 (1H, d, J=5.5Hz), 9.02 (1H. s). 

( Example 310 ) 

Compound of Compound No. 7-37 

[0487] iH-NMR(200MHz. CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1 .74-1 .88 (1 H, m). 2.40 (2H, d, J=7.3Hz). 2.80 (3H, 
d, J=4.7Hz), 3.47 (3H, s), 4.35 (1H, bs), 4.70 (2H, bs), 5.67 (1H, s), 7.37-7.60 (4H, m). 
MS m/z: 325(M+), 283, 267. 226, 152, 116. 

(Example 311 ) 

Compound of Compound No. 7-39 

[0488] iH-NMR(200MHz, CDCI3) Sppm: 0.81-1.10 (9H, m), 1.40-1.56 (2H, m), 1.82-1.89 (1H. m), 2.41 (2H. d, 
J=7.0Hz), 3.07-3.27 (2H, m), 3.47 (3H, s), 4.30-4.90 (3H, m), 5.67 (1H. s), 7.41-7.60 (4H, m). 
MS m/z: 353(M+), 311, 268, 226, 196, 116. 

( Example 312 ) 

Compound of Compound No. 7-47 

[0489] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1 .78-2.05 (1H, m), 2.39 (2H. d, J=7.3Hz), 2.65 (4H, 
d, J=5.0Hz), 3.23 (4H, d, J=5.0Hz), 3.38 (3H, s), 4.68 (2H, s), 5.70 (1H, s), 7.34-7.60 (4H, m). 
MS nn/z: 380(M+), 312, 267. 221, 116. 
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( Example 313) 

Compound of Compound No. 7-48 

[0490] ■'H-NMR(200MHz. CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.73-1.88 (1H, m), 2.39 (2H, d, J=7.3H2). 3.24 (4H. 
d. J=4.8Hz), 3.38 (3H, s), 3.50 (4H, d, J=4.8H2). 4.69 (2H, s), 5.71 (1H, s). 7.35-7.61 (4H, m). 
MS m/z: 381 (M+), 339, 267, 114. 

(Example 314) 

Compound of Compound No. 7-49 

[0491] ^H-NMR(200MHz. CDCI3) 5ppm: 0.90 (6H. d, J=7.0Hz), 1 .06 (6H, d, J=6.2H2). 1 .66-2.05 (1 H, m), 2.33-2.45 
(4H. m), 3.25-3.64 {5H, m), 4.68 (2H, s), 5.72 (1 H, s), 7.35-7.61 (4H, m). 
MS nfVz: 409(M+), 367, 267, 142, 116. 

( Example 315) 

Compound of Compound No. 7-50 

[0492] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.86 (6H. d, J=6.6Hz). 1.84 (1H, m), 2.37 (2H, d, J=7.3Hz). 3.24 (3H, s), 
4,82 (1H. d, J=14.0Hz), 5.06 (1H, d, J=14.0H2), 5.77 (1H, s). 7.16 (2H. s), 7.43-7.76 (4H, m). 
MS m/z: 441 (M+), 399, 325, 284, 267, 174, 116. 

(Example 31 6) 

Compound of Compound No. 7-52 

[0493] iH-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d, J=6.6Hz), 1.88 (1H, m). 2.43 (2H, d, J=7.3Hz), 3.25 (3H, s), 
3.96 (3H, s), 4.25 (1H, d, J=17.5Hz), 4.93 (2H, br-s), 5.47 (1H, dd, J=4.0, 1.5Hz), 5.76 (1H, s), 5.89 (1H, dd, J=4.0, 
2.5Hz), 6.70 (1 H, t, J=2.0Hz), 7.38-7.65 (4H, m). 

(Example 317) 

Compound of Compound No. 7-53 

[0494] ^H-NMR(200MH2, CDC\^) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (1H, m), 2.33 (3H, s), 2.42 (2H, d, J=7.0Hz), 
3.46 (3H, s), 4.62 (1H, br-s), 4.95 (1H, br-s), 5.73 (1H, s), 7.40-7.64 (4H. m). 
MS m/z: 342(M+), 327, 300, 267. 226. 137, 116. 

( Example 318) 

Compound of Compound No. 7-63 

[0495] ^H-NMR(200MHz, CDCI3) 5ppm: 0.92 (6H, d, J=6.6Hz), 1 .69-2.05 (1 H, m). 2.45 (2H, d, J=7.0Hz), 3.57 (3H. 
s), 4.60 (1H, d, J=13.8Hz). 4.99 (1H, d, J=13.8Hz), 5.85 (1H, s), 7.28-7.80 (7H, m), 8.63 (1H, d. J=5.5Hz). 
MS m/z: 405(M+), 363, 295, 267, 138, 116. 

(Example 319) 

Compound of Compound No. 7-64 

[0496] ^H-NMR(200MHz, CDCI3) 8ppm: 0.92 (6H, d, J=6.6Hz). 1 .67-1 .95 (1 H, m), 2.44 (2H, d, J=7.0H2). 3.58 (3H, 
s). 4.61 (1H, d, J=14.1Hz), 5.03 (1H, d, J=14.1Hz). 5.86 (1H, s), 7.27-7.65 (5H, m). 8.79 (2H, d, J=4.8Hz). 
MS m/z: 406(M+), 364, 295, 267, 139, 116. 
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( Example 320) 

Compound of Compound No. 7-65 

[0497] 1H-NMR(200MH2, CDCI3) 5ppm: 0.92 (6H. d, J=6.6Hz), 1.73-1.95 (1H, m), 2.45 (2H, d, J=7.3Hz). 2.83 (3H, 
s), 3.54 (3H, s). 4.64 (1H, d, J=14.1H2), 5.02 (1H, d, J=14.1Hz), 5.87 (1H. s). 7.47-7.69 (4H, m). 
MS m/z: 426(M+), 366. 295. 267. 173, 139. 116. 

(Example 321) 

Compound of Compound No. 8-1 

[0498] iH-NMR(200MHz. CDCI3) 6ppm: 0.90 (6H. d, J=6.6Hz), 1.85 (1H. m). 2.36-2.49 (6H. m). 2.83 (1H. d, 
J=1 6.5Hz), 2.96 (1 H. d, J=16.5Hz). 3.50 (3H, s). 3.70 (4H, t, J=4.8H2), 4.41 (1 H. d, J=1 4.0Hz), 5.11 (1H, d, J=14,0H2), 
5.63 (1H, s), 7.38-7.63 (4H, m). 

MS m/z: 395(M+), 380, 364, 352, 310, 267, 116. 100. 
(Example 322) 

Compound of Compound No. 8-2 

[0499] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.90 (6H. d. J=6.6Hz), 1.09-1.27 (6H, m), 1.70-1.85 (3H. m). 2.41 (2H, d, 
J=7.3Hz), 2.49-2.96 (4H, m), 3.50 (3H, s), 3.60-4.08 (2H, m). 4.40 (1H, d, J=14.5Hz), 5.12 (1H, d, J=14.6H2), 5.63 
(1H, s), 7.38-7.63 (4H, m)(mixture of 2 isomers). 
MS m/z: 423(M+), 408. 281 . 267, 226. 128, 116. 

(Example 323 ) 

Compound of Compound No. 8-3 

[0500] ^H-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.81 (1H, m), 2.38 (2H. d, J=7.3Hz), 3.41 (3H, s), 
3.68 (2H, s), 4.40 (1H, d, J=14.5Hz), 5.23 (1H, d, J=14.5Hz), 5.61 (1H, s), 7.05 (1H, d. J=7.7Hz), 7.18 (1H. dd, J=7.7, 
5.1Hz), 7.37-7.66 (5H, m), 8.58 (1H, dd, J=1.8, 1.1Hz). 
MS m/z: 387(M+), 349, 268, 226, 120. 92. 

(Example 324) 

Compound of Compound No. 8-4 

[0501] ''H-NMR(200MHz, CDCI3) 6ppm: 0.93 (6H. d, J=6.6Hz), 1.88 (1H, m), 2.44 (2H, d, J=7.3Hz), 3.29 (3H, s), 

3.45 (2H, s). 4.43 (1H, d, J=14.0H2), 5.09 (1H, d, J=14.0Hz), 5.66 (1H, s), 7.25 (1H, dd, J=7.7, 5.0Hz), 7.38-7.62 (5H, 
m), 8.27 (1 H. d, J=1 .8Hz), 8.52 (1 H, dd, J=4.8, 1 .5Hz). 

MS nVz: 387(M+), 372, 345. 267, 226. 120, 92. 

( Example 325 ) 

Compound of Compound No. 8-5 

[0502] iH-NMR(200MHz, CDCI3) 5ppm: 0.93 (6H. d, J=6.6Hz), 1.86 (1H, m), 2.43 (2H, d, J=7.3H2), 3.23 (3H, s), 

3.46 (2H, s), 4.40 (1H, d, J=14.0Hz). 5.09 (1H, d, J=14.0Hz), 5.63 (1H, s), 7.00 (1H, d, J=5.9H2), 7.38-7.63 (4H, m), 
8.53 (1H,d, J=5.9Hz). 

MS nn/z: 387(M+). 372, 345, 267. 226, 120, 92. 
( Example 326 ) 

Compound of Compound No. 8-6 

[0503] iH-NMR(200MHz, CDCI3) 5ppm: 0.91 (6H, d, J=6.6Hz), 1.86 (1H. m), 2.08 (3H. s), 2.43 (2H, d, J=7.3Hz), 
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3.52 (3H, s). 4.47 (1 H, d, J=14.0Hz), 4.58 (1H, d, J=1 7.0Hz), 4.66 (1H, d. J=17.0H2), 5.08 (1H, d. J=14.0H2), 5.74 (1H. 

s), 7.17 (1H, s), 7,34 (1H, s). 7.39-7.64 (4H, m). 

MS m/z: 390(M+), 375, 348. 284, 267. 231 , 226. 116. 95. 

5 (Example 327) 

Compound of Compound No. 8-7 

[0504] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.91 (6H, d, J=6.6H2), 1,87 (1H, m), 2.43 (2H, d, J=7.0Hz), 3.53 (3H, s). 
10 4.49 (1 H. d, J=1 4.0Hz), 4.53 (1 H. d, J=1 7.0Hz). 4.69 (1 H. d. J=1 7.0Hz), 5.08 (1 H, d. J=1 4.0Hz), 5.75 (1 H, s), 7.39-7.65 
(6H, m). 

MS (APCI) nn/z: 456({M+H)+). 
(Example 328) 

15 

Compound of Compound No. 8-8 

[0505] ■'H-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H. d, J=6.6Hz), 1.88 (1H, m), 2.23 (3H, s), 2.44 (2H, d, J=7.3Hz), 
3.43 (3H, s), 4.27 (1H, d, J=16.5Hz), 4.42 (1H. d, J=16.5Hz), 4.48 (1H. d. J=1 4.0Hz), 5.10 (1H. d, J=14.0Hz). 5.73 (1H. 
20 s). 6.67 (1H, d. J=1.1Hz), 6.93 (1H, d, J=1.1Hz). 7.34 (1H. s), 7.41-7.65 (4H, m). 

(Example 329) 

Compound of Compound No. 8-9 

25 

[0506] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.92 (6H, d, J=6.6Hz), 1.88 (1H, m), 2.44 (2H, d, J=7.0Hz), 3.57 (3H, s), 
4.25 (1 H. d. J=1 7.5Hz). 4,50 (1 H. d, J=14.0Hz), 4.52 (1 H, d, J=1 7.5Hz), 4.82 (1 H, d, J=:14,0Hz), 5.1 1 (1 H, d, J=14.0Hz), 
5.77 (1H, s), 7.40 (1H, s), 7.42-7.67 (4H, m). 
MS m/z: 444(M+), 429, 409, 367, 267, 149, 136. 116. 

30 

(Example 330) 

Compound of Compound No. 8-1 0 

35 [0507] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.91 (6H, d, J=6.6Hz), 1.87 (1H. m), 2.43 (2H, d. J=7.3Hz), 3.67 (3H, s), 
3.91 (3H. s), 3.93 (3H, s), 4.48 (1H. d, J=14.0Hz), 4.65 (1H, d, J=17.0Hz), 4.82 (1H, d, J=:17.0Hz), 5.13 (1H, d, 
J=1 4.0Hz), 5.82 (1 H, s), 7.43-7.64 (5H, m). 
MS m/z: 492(M+), 477, 461. 450. 413, 359. 302. 267. 197, 116. 

40 ( Example 331) 

Compound of Compound No. 8-12 

[0508] ^H-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m). 2.41 (3H, s). 2.42 (2H, d, J=7.3Hz), 
45 3.35-3.54 (2H, m), 3.46 (3H, s), 4.48 (1H. d, J=14.5Hz), 5.09 (1H, d. J=14.5Hz). 5.69 (1H, s), 6.03 (1H, s), 7.39-7.63 
(4H, m). 

MS m/z: 391 (M+), 376, 349, 267. 226. 116, 96. 
(Example 332) 

50 

Compound of Compound No. 8-13 

[0509] ''H-NMR(200MHz. CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1 .86 (1H, m), 2.14 (3H. s), 2.20 (3H, s). 2.42 (2H, d, 
J=7.0Hz), 3.54 (3H, s), 4.33-4.63 (3H, m), 5.09 (1H, d, J=1 4.0Hz), 5.73 (1H, s), 5.85 (1H, s). 7.38-7.64 (4H. m). 
55 MS m/z: 404(M+), 389, 267, 245, 228. 149, 109. 
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( Example 333) 

Compound of Compound No. 8-14 

[0510] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.92 (6H, d. J=6.6H2), 1.88 (1H. m), 2.44 (2H. d, J=7.0Hz). 3.57 (3H, s), 
4.52 (1 H, d, J=1 4.0Hz), 4,62 (1 H, d, J=1 6.5Hz), 4.81 (1 H, d. J=1 6.5Hz), 5.1 0 (1 H, d, J=1 4.0Hz), 5.79 (1 H, s), 7.41 -7.66 
(4H, m), 7.96 (1H. s), 8.18 (1H, s). 
MS nn/z: 377(M+), 362, 335, 267, 226, 116. 

(Example 334) 

Compound of Compound No. 8-15 

[0511] iH-NMR(200MHz, CDCI3) 6ppm: 0.91 (6H, d, J=6.6Hz), 1.86 (1H, m). 2.42 (2H, d, J=7.0H2), 3.73 (3H, s), 
4.05 (1 H, d, J=15.5H2), 4.45 (1 H, d, J=1 4.0H2), 4.49 (1 H, d, J=1 5.5Hz). 5.1 6 (1 H. d, J=1 4.0Hz). 5.77 (1 H, s), 6.23 (1 H, 
td, J=6.6, 1.1Hz), 6.58 (1H, d, J=9.2 Hz), 7.21 (1H, dd, J=6.6, 1.1Hz), 7.36-7.63 (5H, m). 
MS nn/z: 403(M+), 267, 226. 136, 116, 108, 80. 

( Example 335 ) 

Compound of Compound No. 8-16 

[0512] 'H-NMR(200MHz, CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.42 (2H. d, J=7.0Hz), 3.54 (3H, s), 
4.31-4.60 (3H, m), 5.16 (1H, d, J=14.0Hz). 5.70 (1H, s), 6.70 (2H, d, J=6.2H2), 7.41-7.66 (4H, m), 8.45 (2H, br-d). 

(Example 336) 

Compound of Compound No. 8-17 

[0513] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.90 (6H. d. J=6.6Hz). 1.86 (1H, m), 2.15 (3H, s), 2.42 (2H, d, J=7.3H2). 
3.74 (3H, s), 4.08 (1 H, d, J=1 6.0Hz), 4.45 (1 H, d, J=1 4.5Hz), 4.49 (1 H, d, J=1 6.0Hz), 5.1 5 (1 H, d, J=1 4.5Hz), 5.78 (1 H, 
s), 6.15 (1H, t, J=6.6Hz), 7.10 (1H, d, J=6.2 Hz), 7.26 (1H, d, J=6.6H2), 7.39-7.63 (4H, m). 
MS m/z: 417(M+), 402, 267, 150. 122, 116, 92. 

( Example 337 ) 

Compound of Compound No. 8-18 

[0514] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d. J=6.6Hz), 1.86 (1H, m), 2.42 (2H, d, J=7.3Hz), 3.72 (3H, s), 
4.09 (1 H. d. J=1 6.OH2), 4.46 (1 H, d, J=14.5Hz). 4.51 (1 H. d, J=1 6.0Hz), 5.14 (1 H, d, J=14.5Hz), 5.76 (1 H, s), 7.27 (1 H, 
d, J=1.1Hz), 7.41-7.64 (5H, m). 

MS m/z: 471 (M+), 431, 429, 402, 267. 204. 176. 116. 
(Example 338) 

Compound of Compound No. 8-19 

[0515] iH-NMR(200MHz, CDCI3) 5ppm: 0.91 (6H, d, J=6.6Hz). 1.87 (1H, m). 2.43 (2H, d, J=7,3Hz), 3.71 (3H, s), 
4.14 (1H. d, J=15.5Hz), 4.45-4.53 (2H, m), 5.15 (1H, d, J=14.5Hz), 5.78 (1H, s). 6.64 (1H, d. J=9.5Hz), 7.41-7.65 (6H. 
m). 

MS m/z: 471 (M+), 267. 226, 204, 176. 148, 116. 
(Example 339) 

Compound of Compound No. 8-20 

[0516] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d. J=6.6Hz). 1.86 (1H. m), 2.42 (2H. d, J=7.3Hz). 3.70 (3H, s), 
4.05 (1H, d, J=1 6.0Hz), 4.40-4.49 (2H, m), 5.14 (1H, d. J=14.5Hz), 5.77 (1H. s), 6.54 (1H, d, J=9.5Hz), 7.27-7.63 (6H, 
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m). 

MS m/z: 437(M+), 422, 395. 322. 309, 267. 170, 142, 116. 
( Example 340 ) 

5 

Compound of Compound No. 8-21 

[0517] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 {6H. d. J=6.6Hz). 1.86 (1H. m), 2.42 (2H. d, J=7.3Hz). 3.58 (3H, s), 
4,41-4.75 (3H. m). 5.09 (1H, d, J=14.0Hz), 5.88 (1H, s), 7.39-7.64 (4H, m), 7.70 (2H. s). 
10 MS m/z: 471 (M+). 458, 456. 267. 226, 168. 116. 

(Example 341) 

Compound of Compound No. 8-22 

15 

[0518] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (1H, m), 2.42 (2H, d, J=7,0Hz), 3.76 (3H, s), 
3.82 (3H, s). 3.99 (1 H, d, J=16.0Hz), 4.46 (1 H. d. J=:1 4.5Hz), 4.53 (1 H. d, J=1 6.0Hz). 5.1 2 (1 H. d, J=1 4.5Hz), 6.77 (1 H. 
s), 6.17 (1H, t, J=7.0Hz), 6.67 (1H, dd. J=7.3, 1.5Hz). 6.85 (1H. dd. J=7.0, 1.5Hz), 7.39-7.63 (4H. m). 
MS m/z: 433(M+), 418, 228, 166. 

20 

(Example 342) 

Compound of Compound No. 8-23 

25 [0519] lH-NMR(200MHz, CDCI3) 6ppm: 0.91 (6H, d, J=6.6Hz), 1.87 (1H, m), 2.43 (2H, d. J=7.0Hz), 3.69 (3H, s), 
4.1 3 (1 H, d, J=1 6.0Hz), 4.42 (1 H, d. J=1 4.5Hz), 4.49 (1 H, d, J=1 6.0Hz), 5.14 (1 H, d. J=14.5Hz). 5.79 (1 H. s). 6.47 (1 H. 
dd, J=7.3, 0.8Hz), 7.41-7.65 (4H, m), 7.94 (1H, d, J=6.6Hz), 8.04 (1H, s). 
MS m/z: 404(M+). 389, 362, 267. 226. 137, 116. 109. 

30 (Example 343) 

Compound of Compound No. 8-24 

[0520] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.83 (1H, m), 2.39 (2H, d, J=7.3Hz), 3.40 (3H, s), 
35 4.44 (1H, d, J=14.0Hz), 4.59 (1H, d, J=16.0 Hz). 4.71 (1H, d. J=16.0Hz), 5.08 (1H, d, J=14.0Hz), 5.61 (1H, s), 6.18 
(1H, t. J=2.2Hz), 7.23 (1H, dd, J=2.5, 1.1 Hz), 7.42-7.64 (5H, m). 
MS m/z: 392(M+), 377, 350, 325. 309, 282, 267, 224, 125, 116. 

(Example 344) 

40 

Compound of Compound No. 8-25 

[0521] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.89 (6H, d, J=6,6Hz), 1.83 (1H. m). 2.05 (3H, s), 2.39 (2H, d, J=7.0Hz), 
3.41 (3H, s), 4.44 (1H. d. J=14.0Hz). 4.54 (1H. d, J=16.0 Hz), 4.67 (1H. d, J=16.0Hz). 5.09 (1H. d, J=14.0Hz), 5.61 
45 (1H. s), 7.02 (1H, s), 7.30 (1H, s), 7.42-7.61 (4H, m). 

MS m/z: 406(M+), 391 . 364. 325, 309. 282, 267, 139. 116. 

(Example 345) 

50 Compound of Compound No. 8-26 

[0522] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.22 (3H, s), 2.39 (2H, d. J=7.3Hz), 
3.60 (3H, s), 4.36-4.66 (3H, m), 5.19 (1H, d, J=14.5Hz), 5.55 (1H, s), 5.72 (1H, s), 7.37-7.62 {4H, m), 7.76 (1H. s). 
MS m/z: 406(M+). 391. 364. 267, 226, 139, 116, 111. 

55 
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( Example 346) 

Compound of Compound No. 8-27 

5 [0523] '«H-NMR(200MHz, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.3Hz), 3.68 (3H, s), 
4.45 (1H, d, J=14.0Hz), 4.62 (2H, s). 5.15 (1H, d, J=14.0H2), 5.74 (1H, s), 6.87 (1H, d, J=8.1Hz), 6.93 (1H, dd, J=5.8, 
1.5H2), 7.38-7.65 (5H. m), 8.07 {1H. dd, J=5.2, 1.5H2). 
MS m/z: 403(M+), 388. 279. 267, 224. 170, 149. 136. 

10 (Example 347) 

Compound of Compound No. 8-28 

[0524] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d. J=6.6H2), 1.85 (1H, m), 2.25 (3H. s). 2.41 (2H, d, J=7.0Hz), 
15 3,68 (3H, s), 4.44 (1H. d, J=14.5Hz), 4.63 (2H, s). 5.15 (1H, d, J=14.5Hz), 5.74 (1H, s). 6.84 (1H, dd. J=7.3. 5.1Hz), 
7.42-7.62 (5H, m). 7.89 (1H. d. J=4.8Hz). 
MS m/z: 417(M+), 402. 394, 360. 267, 150, 116. 

(Example 348) 

20 

Compound of Compound No. 8-29 

[0525] '•H-NMR(200MH2, CDCI3) 6ppm: 0.90 (8H. d. J=6.6Kz), 1.86 (1H, m), 2.34 (3H, s), 2.42 (2H, d, J=7.3Hz), 
3.68 (3H, s), 4.46-4.70 (3H. m), 5.10 (1H, d, J=14.5Hz), 5.75 (1H. s), 6.67 (IH, d, J=8.1Hz). 6.74 (1H, d, J=7.0Hz). 
25 7.39-7.64 (5H, m). 

MS m/z: 417(M+), 402, 375, 360. 309. 267, 224, 150, 116. 

(Example 349) 

30 Compound of Compound No. 8-30 

[0526] '•H-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (IH. m). 2.34 (3H. s), 2.42 (2H, d. J=7.3Hz). 
3.68 (3H, s), 4.43 (1 H, d, J=1 4.0Hz), 4.67 (2H, s), 5.1 6 (1 H. d. J=14.0Hz). 5.74 (1 H. s), 6.98 (1 H, d, J=8.8Hz). 7.40-7.64 
(4H. m). 7.83 (IH. dd. J=8.8, 2.6Hz), 8.36 (IH. s), 
35 MS m/z: 471 (M+). 452. 429. 267. 240. 1 76. 1 46. 1 1 6. 

(Example 350) 

Compound of Compound No. 8-31 

[0527] 1H-NMR(200MHZ. CDCI3) 5ppm: 0.90 (6H, d, J=7.0Hz), 1 .85 (IH, m), 2.42 (2H, d, J=7.0Hz), 3.66 (3H, s), 
4.43 (IH, d, J=14.0Hz), 4.59 (2H. s), 5.15 (IH, d. J=14.0Hz), 5.73 (IH. s), 6.84 (IH, d, J=8.8Hz), 7.39-7.65 (5H, m), 
8.01 (IH, d, J=2.2Hz). 

MS m/z: 437(M+), 422, 395, 322, 309, 267, 170. 142. 116. 
( Example 351) 

Compound of Compound No. 8-32 

50 [0528] iH-NMR(200MHz. CDCI3) 6ppm: 0.88 (6H, d, J=6.6Hz). 1.84 (IH, m). 2.41 (2H. d. J=7.0Hz), 3.55 (3H, s), 

4.40- 4.60 (3H, m), 5.16 (IH, d, J=1 4.0Hz), 5.73 (1H, s), 7.09 (IH. dd, J=8.1, 1.5Hz). 7.19 (IH. dd. J=8.1, 4.8Hz), 

7.41- 7.66 (4H, m), 8.04 (IH, dd, J=4.4, 1.5Hz). 

MS nfVz: 433(M+), 418, 326, 310, 279, 267, 166, 149. 

55 
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(Example 352) 

Compound of Compound No. 8-33 

5 [0529] 1H-NMR(200MHZ, CDCIa) 6ppm: 0.89 (6H. d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.3H2), 3.62 (3H, s), 
3.89 (3H, s), 4.45 (1H, d, J=14.5Hz), 4.68 (2H, s), 5.13 (1H, d, J=14.5H2), 5.74 (1H, s), 6.90 (1H, dd, J=7.7. 5.1Hz), 
7.09 (1 H, dd, J=8.1 . 1 .5Hz), 7.38-7.64 (5H, m). 
MS nrVz: 456(M+), 441, 414. 279, 267, 189, 166, 149. 116. 

10 (Example 353) 

Compound of Compound No. 8-34 

[0530] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (1H, m). 2.42 (2H. d. J=7.3Hz). 2.43 (3H, s), 
15 3.65 (3H, s). 4.51 (1 H, d, J=1 4.0H2), 4.68 (1 H, d. J=1 6.OH2). 4.77 (1 H, d. J=1 6.0Hz), 5.08 (1 H, d. J=14.0Hz), 5.76 (1 H, 
s), 6.88 (1H. d. J=7.7Hz), 7.41-7.65 (4H, m), 7.80 (1H. d, J=7.7Hz). 
MS m/z: 442(M+), 427, 400, 267, 224, 175, 147. 116, 

( Example 354 ) 

20 

Compound of Compound No. 8-35 

[0531] 'H-NMR(200MHz. CDCI3) 5ppm: 0.89 (6H. d, J=6.5H2), 1.85 (IN, m), 2.42 (2H. d. J=7.3Hz). 3.55 (3H, s), 
4.30-4.58 (3H, m), 5.15 (1H, d, J=14.5Hz), 5.72 (1H, s), 7.12 (1H, d, J=2.6Hz), 7.41-7.54 (4H, m), 7.63 (1H, td, J=7.0, 
25 1.8Hz), 8.11 (1H,d.J=:2.6Hz), 8.22(1 H,d.J=1.8Hz). 
MS m/z: 437(M+), 422. 395, 267, 225, 142, 116. 

(Example 355) 

30 Compound of Compound No. 8-36 

[0532] iH-NMR(200MHz, CDCI3) Sppm: 0.89 (6H, d, J=6.6Hz), 1.85 (1H, m), 2,41 (2H. d, J=7.0Hz), 3.65 (3H. s), 
4.42 (1 H, d. J=1 4.5Hz), 4.62 (1 H, d, J=1 6.0Hz), 4.73 (1 H, d, J=1 6.0Hz), 5.14 (1 H, d, J=1 4.5Hz), 5.73 (1 H, s), 7.39-7.64 
(4H, m), 7.69 (1H, d, J=2.2Hz), 7.93 (1H, d. J=2.2Hz). 
35 MS m/z: 473(M+), 471(M-1+), 431, 429. 309. 267, 224, 204, 176, 149, 116. 

( Example 356 ) 

Compound of Compound No. 8-37 

40 

[0533] iH-NMR(200MHz. CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d, J=7.3Hz), 3.46 (3H, s), 
3.73 (1H, br-s), 3.94 (1H, br-s), 4.58 (1H, br-s), 5.07 (1H. br-s), 5.66 (1H. s), 7.27-7.66 (6H, m), 8.09 (1H, dd, J=4.4, 
1.8Hz), 8.27 (1H,d, J=1.8H2). 

MS m/z: 403(M+), 388, 361 , 353, 329. 309, 284, 267, 226, 116. 

45 

(Example 357) 

Compound of Compound No. 8-38 

50 [0534] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.88 (6H. d, J=6.6Hz), 1.84 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.55 (3H, s), 
'4,40-4.60 (3H, m), 5.16 (1H, d, J=1 4.0Hz), 5.73 (1H, s). 7.09 (1H, dd, J=8.1, 1.5Hz), 7.19 (1H. dd. J=8.1, 4.8Hz), 
7.41-7.66 (4H, m), 8.04 (1H. dd. J=4.4. 1.5Hz). 
MS m/z: 437(M+), 422, 395, 281 . 267. 224, 116. 

55 
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(Example 358) 

Compound of Compound No. 8-39 

5 [0535] 1H-NMR(200MH2, CDCy 6ppm: 0.89 (6H, d, J=6.6Hz). 1.84 (1H. m), 2.33 (3H, t, J=2.6Hz), 2.40 (2H, d, 
J=7.3Hz), 3.59 (3H, s), 4.45 (1 H, d, J=1 4.0Hz). 4.49 (1 H, d, J=1 5.0Hz), 4,66 (1 H, d, J=1 5.0Hz), 5.14 (1 H, d, J=1 4.0Hz), 
5.71 (1H, s), 7.40-7.63 (4H, m). 

MS nVz: 425(M+). 410, 383, 309, 267, 224, 158, 130, 116. 
10 (Example 359) 

Compound of Compound No, 8-40 

[0536] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.32 (3H. s), 2.40 (2H, d, J=7.0Hz), 
15 3.61 (3H, s), 4.41-4.63 (3H. m), 5.15 (1H, d, J=14.0Hz). 5.70 (1H. s), 5.72 (1H. s). 7.39-7.64 (4H, m). 
MS m/z: 407(M+), 392, 365, 267, 226. 149, 116. 

(Example 360 ) 

20 Compound of Compound No. 8-41 

[0537] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1,86 (1H, m). 2.42 (2H, d. J=7.3Hz), 3.64 (3H, s), 
4.47 (1 H, d, J=1 4.5Hz), 4.57 (1 H, d, J=15.0Hz). 4.74 (1 H, d, J=15.0Hz), 5.1 7 (1 H, d. J=:14.5Hz), 5.71 (1 H, s), 7.41 -7,65 
(7H, m), 7.93-7.98 (2H, m). 
25 MS m/z: 503{M+), 488, 461 , 309, 267, 236, 224, 11 6. 

( Example 361 ) 

Compound of Compound No. 8-42 

30 

[0538] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H. d. J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.0Hz). 3.62 (3H, s). 
4.41 -4.69 (3H, m), 5.1 6 (1 H, d, J=1 4.5Hz), 5.71 (1 H, s). 6.07 (1 H, d, J=1 .8Hz), 7.40-7.64 (4H, m), 8.1 4 (1 H, d, J=1 .8Hz). 
MS m/z: 393(M+), 378, 351, 267, 224, 126, 116, 98. 

35 ( Example 362) 

Compound of Compound No. 8-43 

[0539] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1 .83 (1 H, m), 1 .85 (3H, s), 2.23 (3H, s), 2.40 (2H, d. 
40 J=7.3Hz), 3.62 (3H, s), 4.43 (1H, d, J=14.5Hz), 4.47 (1 H, d, J=16,0Hz), 4.61 (1H, d, J=1 6.0Hz), 5.15 (1H, d, J=14.5Hz), 
5.71 (1H. s). 7.39-7.63 (4H. m). 

MS m/z: 421 (M+), 406, 379, 309, 267, 224, 154, 126, 116. 
( Example 363) 

45 

Compound of Compound No. 8-44 

[0540] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H. d, J=6.6Hz), 1.84 (1H, m), 2,34 (3H, s), 2.41 (2H, d, J=7,3Hz). 
3.61 (3H, s), 4.41-4.60 (3H, m), 5.15 (1H, d, J=14.5Hz), 5.71 (1H, s), 7.39-7.63 (4H, m). 
50 MS m/z: 441 (M+), 426, 399, 309, 267, 224, 174, 146, 116. 

(Example 364) 

Compound of Compound No. 8-45 

55 

[0541] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.61 (3H, s), 
3,95 (3H, s), 4.42-4.71 (3H, m), 5.14 (1H, d. J=14.5Hz), 5.72 (1H, s), 6.64 (1H, s), 7.341-7.64 (4H, m). 
MS m/z: 451 (M+), 436, 409, 293, 267, 224, 184, 156, 116. 
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(Example 365 ) 

Compound of Compound No. 8-46 

5 [0542] IH-NMR (200MH2, CDCI3) 6ppm: 0.89 (6H, d, J=6.6H2), 1.27 (6H, d, J=6.9H2), 1.84 (1H, m), 2.40 (2H. d, 
J=7.3H2), 2.95 (1H, m), 3.62 (3H, s), 4.41-4.64 (3H. m), 5.16 (1H. d, J=14.6H2), 5.68 (1H, d, J=1.1H2), 5.70 (IH, s), 
7.39-7.64 (4H, m). 

MS m/2: 435(M+), 420. 393, 309, 267, 224, 168, 140, 116. 
10 (Example 366) 

Compound of Compound No. 8-47 

[0543] 1H-NMR(200MH2, CDCI3) 6ppm: 0.86 (6H, d, J=6.6H2), 1.84 (IH. m), 2.39 (2H, d, J=7.3Hz), 3.55 (3H. s), 
15 AAl (1 H, d, J=1 4.0Hz), 4.68 (1 H, d, J=1 4.5Hz), 4.83 (1 H, d, J=14.5Hz), 5.1 8 (1 H, d. J=1 4.0Hz), 5.70 (1 H, s), 6.92 (1 H. 
dd, J=6.6. 1.8Hz), 7.36-7.63 (7H. m), 8.13 (IH, dd. J=8.4, 1.4Hz), 8.91 (IH, dd, J=4.4, 1.8Hz). 
MS m/2: 453(M+), 438, 395, 309, 267, 226, 186, 158, 116. 

(Example 367) 

20 

Compound of Compound No. 8-48 

[0544] "•H-NMR{200MHz, CDCy 6ppm: 0.88 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.42 (2H, d, J=7.0Hz), 3.55 (3H, s), 
4.42-4.65 (3H, m), 5.20 (IH, d, J=1 4.0Hz), 5.72 (IH, s), 6.88 (IH, d, J=2.6Hz). 7.30-7.65 (6H, m), 7.96-8.03 (2H, m), 
25 8.79 (1 H, dd, J=4.4, 1 .8H2). 

MS m/2: 453(M+), 438, 411, 309, 278, 226, 186, 176, 158, 149, 116. 

(Example 368) 

30 Compound of Compound No. 8-49 

[0545] ^H-NMR(200MH2, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (IH, m), 2.42 (3H. s), 2.42 (2H, d, J=7.0Hz), 
3.56 (3H, s), 4.1 8 (1 H, d, J=16.5Hz), 4.47 (1 H. d, J=1 6.5Hz), 4.80 (1 H, d, J=14.5H2), 5.07 (1 H, d, J=14.5Hz), 5.75 (1 H, 
s), 6.88 (1H, d, J=2.6Hz), 7.40-7.65 (4H, m). 
35 MS m/z: 424(M+), 409, 382, 267, 226. 168, 167, 129, 116. 

( Example 369 ) 

Compound of Compound No. 8-5 

40 

[0546] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1.85 (IH, m), 2.41 (2H, d, J=7.3H2), 2.44 (3H, s), 
3.65 (3H, s), 4.49 (1 H, d, J=14.5Hz). 4.60 (1 H, d, J=1 6.5H2), 4.71 (1 H, d, J=1 6.5H2), 5.09 (1 H, d, J=1 4.5Hz), 5.74 (1 H, 
S), 6.85 (1 H, d, J=5.0Hz), 7.39-7.64 (4H, m), 8.34 (1 H, d, J=5.0H2). 
MS m/z: 418(M+), 403. 381, 309, 267. 224, 151, 123, 116. 

45 

( Example 370) 

Compound of Compound No. 8-51 

50 [0547] 1H-NMR(200MH2, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (IH, m), 2.37 (6H, s), 2.42 (2H, d. J=7.0Hz), 
3.65 (3H, s), 4.53 (1 H, d. J=14.0H2), 4,63 (2H, s), 5.05 (1 H, d, J=1 4.0Hz), 5.75 (1 H, s), 6.70 (1 H, s). 7.38-7.63 (4H, m). 
MS m/2: 432(M+), 417. 390, 309, 267. 224, 165, 137, 116. 107. 

( Example 371) 

55 

Compound of Compound No. 8-52 

[0548] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.90 (6H, d. J=6.6H2), 1.86 (IH, m), 2.41 (3H, s), 2.42 (2H, d, J=7.3Hz), 
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2.49 (3H, s), 3.67 (3H, s), 4.47 (1H, d, J=14.0H2), 4.57 (1H, d, J=16.5H2), 4.69 (1H, d, J=16.5H2). 5.11 (1H, d. 

J=14.5H2), 5.74 (1H, s), 6.54 (1H. s). 7.39-7.64 (4H, m). 

MS m/2: 432(M+). 417. 390, 309, 267, 224, 165, 137, 116, 107. 

5 (Example 372 ) 

Compound of Compound No. 8-53 

[0549] lH-NMR(200MH2, CDCI3) 5ppm: 0.91 (6H, d, J=6.6H2), 1.21 (6H, d, J=7.0H2), 1.87 (IH, m). 2.42 (2H, d. 
10 J=7.3Hz), 2.43 (3H. s), 2.97 (1H, m), 3.60 (3H, s), 4.51 (IH, d. J=14.5Hz), 4.62 (IH. d. J=15.0Hz). 4.76 (IH, d. 
J=1 5.0Hz), 5.04 (IH. d, J=14.5Hz). 5.76 (IH, s), 6.51 (IH, s), 7.38-7.63 (4H, m). 
MS m/z: 460(M+). 445. 418, 309, 267, 224, 193, 165, 135. 116. 

(Example 373) 

IS 

Compound of Compound No. 8-54 

[0550] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (IH, m), 2,42 (2H, d, J=7.0Hz). 3.68 (3H, s). 
4.44 (1H, d, J=14.0Hz), 4.67 (2H, s), 5.16 (1 H. d. J=14.0Hz), 5.74 (IH, s), 6.89 (IH. dd, J=5.9. 1.1Hz). 7.40-7.65 (4H. 
20 m), 8.50 (1 H, d, J=5.9Hz). 8.72 (1 H, s). 

MS m/z: 404(M+), 389, 362, 309, 267, 226, 137, 116. 

(Example 374) 

25 Compound of Compound No. 8-55 

[0551] iH-NMR(200MHz, CDCI3) 6ppm: 0.92 (6H, d. J=6.6Hz), 1.88 (1H. m). 2.44 (2H, d, J=7.3Hz), 3.73 (3H. s). 
4.23 (IH, d. J=1 6.5Hz), 4.49 (1H, d, J=16.5Hz), 4.51 (IH. d, J=14.0Hz), 5.13 (IH, d. J=14.0H2). 5.83 (IH, s), 7.41-8.02 
(8H, m), 8.28 (IH, d, J=7.3Hz). 
30 MS m/z: 454(M+). 439. 412, 267, 226, 187, 159. 116. 

( Example 375 ) 

Compound of Compound No. 8-56 

35 

[0552] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (IH, m), 2.42 (2H, d, J=7.3Hz), 3.67 (3H, s), 
4.47 (1 H, d, J=14.5Hz). 4.68 (1 H, d, J=15.0Hz). 4.82 (1 H, d, J=15.0Hz), 5.18 (IH, d, J=14.0Hz). 5.75 (IH. s). 7.25-7.73 
(8H, m). 

MS m/z: 443(M+), 428, 401 , 385, 309, 267, 224, 176, 148. 116. 

40 

(Example 376) 

Compound of Compound No. 8-58 

45 [0553] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d. J=6.6Hz). 1.08 (3H, t, J=7.3Hz), 1.85 (IH, m). 2.41 (2H. d, 
J=7.0Hz), 2.57 (2H, q. J=7.3Hz), 2.90-3.30 (2H, m), 3.46 (3H. s), 4.49 (IH, d. J=:14.5Hz), 5.08 (IH. d, J=14.5Hz), 5.64 
(IH. s). 7.39-7.63 (4H. m). 

MS m/z: 353(M+), 338. 323, 310, 296, 268, 226, 180. 166. 149. 116. 
50 (Example 377) 

Compound of Compound No. 8-67 

[0554] iH-NMR(200MHz. CDCI3) 5ppm: 0.93 (6H. d, J=6.6Hz), 1.89 (IH, m), 2.45 (2H, d, J=7.3Hz), 3.48 (3H, s). 
55 3.40-3.80 (2H, m), 4.40-4.60 (2H, m). 5.15 (IH. d. J=13.5Hz), 5.70 (IH, s), 6.49 (2H, dd. J=8.4, 1.1Hz), 6.73 (IH, t. 
J=7.3H2). 7.16 (2H. td, J=7.3, 1.1Hz), 7.39-7.64 (4H. m). 
MS m/z: 401 (M+), 386, 373. 268, 226, 180. 166, 116, 106. 
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( Example 378 ) 

Compound of Compound No. 8-68 

5 [0555] '•H-NMR(200MHz, CDC\^) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.24 (6H, s), 2.41 (2H, d. J=7.0Hz), 
2.79 (1 H, d, J=15.0Hz), 2.91 (1 H, d, J=15.0Hz), 3.46 (3H, s), 4.42 (1 H. d, J=14.0Hz), 5.11 (1 H, d, J=14.0Hz), 5.60 (1H, 
s), 7.38-7.62 (4H. m). 

MS nn/z: 353(M+), 338. 310. 282, 267, 226, 116. 
10 (Example 379) 

Compound of Compound No. 8-69 

[0558] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.91 (12H, m), 1 .84 (1H, m), 2.40 (2H, d, J=7.3Hz), 2.47-2.59 (4H, m), 3.02 
15 (2H, s), 3.48 (3H, s), 4.39 (1H, d, J=14.5Hz), 5.10 (1H, d, J=14.5Hz), 5.60 (1H, s). 7.37-7.66 (4H. m). 
MS m/z: 381 (M+), 366, 293, 279, 265, 167, 149, 86. 

(Example 380) 

20 Compound of Compound No. 8-70 

[0557] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.91 (6H. d, J=6.6Hz). 1 .87 (1 H, m), 2.43 (2H, d. J=7.3Hz), 2.83-2.95 (5H, 
m), 3.47 (3H, s), 3.74 (1H, d, J=1 7.0Hz), 3.96 (1H, d. J=1 7.0Hz), 4.39 (1H. d, J=14.5Hz). 5.11 (1H. d. J=14.5Hz). 5.60 
(1H, s), 7.37-7.66 (4H, m). 
25 MS m/z: 415{M+), 400, 372, 281 . 267, 226, 120. 

( Example 381) 

Compound of Compound No. 8-81 

30 

[0558] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz). 1.83 (1H, m), 2.39 (2H, d. J=7.3Hz), 3.46 (2H, s), 
3.47 (3H, s), 4.33 (1H. d. J=14.5Hz). 5.17 (1H, d. J=14.5Hz). 6.53 (1H, s), 7.25-7.63 (9H. m). 
MS m/z: 418(M+), 403, 376. 309, 281 , 268, 226, 123, 116. 

35 ( Example 382 ) 

Compound of Compound No. 8-83 

[0559] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.40 (2H, d, J=7.0Hz). 3.50 (6H, s). 
40 4.38 (1H, d. J=14.5Hz), 5.16 (1H, d. J=14.5Hz), 5.63 (1H, s), 7.38-7.63 (8H, m). 
MS m/z: 486(M+), 471 , 444, 309, 281 , 268, 226, 1 91 . 

( Example 383) 

45 Compound of Compound No. 8-86 

[0560] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.84 (1H, m). 2.40 (2H. d, J=7.0Hz), 3.43 (2H. s). 
3.50 (3H. s). 4.34 (1 H, d, J=14.5Hz), 5.16 (1 H, d. J=14.5Hz), 5.57 (1H. s), 7.25 (2H, d, J=8.8Hz), 7.32 (2H. d. J=8.8Hz), 
7.37-7.64 (4H, m). 
50 MS m/z: 453(M+), 41 0, 281 , 279, 268, 226, 149. 

(Example 384) 

Compound of Compound No. 8-90 

55 

[0561] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d. J=6.6Hz). 1.84 (1H, m). 2.41 (2H, d. J=7.3Hz), 3.47 (2H, s), 
3.61 (3H, s), 4.55 (1H. br-s). 5.08 (1H, br-s), 5.65 (1H. s), 6.69-6.72 (2H, m). 7.40-7.63 (4H, m). 
MS m/z: 442(M+), 382, 325. 284. 267. 226, 155. 154, 125, 116. 
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(Example 385 ) 

Compound of Compound No. 8-91 

[0562] ^H-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d. J=6.6H2). 1.85 (1H, m), 2.40 (2H, d, J=7.0Hz), 3.60 (3H, s). 
3.74 (2H, s), 4.46 (1H, d, J=14.0Hz), 5.17 (1H, d, J=14.0Hz), 5.73 (1H, s), 7.01 (1H, t, J=5.0Hz), 7.38-7.64 (4H. m), 
8.47 (2H, d. J=5.0Hz). 

(Example 386) 

Compound of Compound No. 8-92 

[0563] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.41 (2H, d, J=7.3Hz), 2.73 (3H, s), 

3.68 (3H, s), 3.86 (2H, s), 4.44 (1H, d, J=14.0Hz), 5.17 (1H, d, J=14.0Hz), 5.76 (1H, s), 7.39-7.63 (4H, m). 

(Example 387) 

Compound of Compound No. 9-1 

[0564] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.89 (6H. d, J=6.6Hz). 1.29 (3H, t, J=7.3Hz), 1.78-1.88 (1H, m), 1.90 (3H. 
s), 2.42 (2H, d, J=7.3Hz), 3.75 (2H. q, J=7.3Hz), 4.41 (1 H, d, J=14.1 Hz), 5.11 (1 H, d. J=1 4.1 Hz), 5.60 (1 H, s), 7.38-7.69 
(4H, m). 

MS m/z: 324(M+). 282. 240, 166. 116. 
(Example 388) 

Compound of Compound No. 9-3 

[0565] 1 H-NMR(200MHz, CDCI3) 6ppm: 0.72-1 .43 (3H, m), 0.90 (6H, d, J=6.6Hz), 1 .29 (3H, t, J=7.3Hz), 1 .79-1 .96 
(1H. m), 1.90 (3H, s), 2.43 (2H, d. J=7.3Hz). 3.78 (2H, q. J=7.3H2). 4.49 (1H, d, J=14.3Hz), 5.09 (1H, d, J=14.3H2), 

5.69 (1H, s), 7.38-7.62 (4H, m). 

MS m/z: 350(M+), 308, 282, 240, 116. 

(Example 389) 

Compound of Compound No. 9-7 

[0566] lH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.32 (3H. t, J=7.3Hz), 1.78-1.93 (1H, m), 2.42 (2H, 
d, J=7.3Hz). 3.37 (3H, s). 3.63-3.93 (4H, m), 4.39 (1H, d. J=14.1Hz), 5.18 (1H, d, J=14.1Hz), 5.59 (1H. s), 7.39-7.64 
(4H, m). 

MS m/z: 354(M+), 312, 281, 116. 
(Example 399) 

Compound of Compound No. 9-8 

[0567] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.88 (6H, d, J=6.6H2), 1 .34 (3H, t, J=7.3Hz). 1 .77-1 .91 (1 H, m). 2.43 (2H, 
d, J=7.3Hz), 3.74-3.87 (2H, m), 4.30 (1H, d, J=14.8Hz), 4.38 (1H, d, J=14.3Hz). 4.49 (1H. d, J=14.8H2), 5.23 (1H, d, 
J=14.3Hz), 5.64 (1H, s), 6.78 (2H, d, J=8.8Hz), 6.97 (1H, t, J=7.3Hz). 7.20-7.64 (6H, m). 
MS m/z: 416(M+), 374, 295, 116. 

(Example 391) 

Compound of Compound No. 9-9 

[0568] lH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1 .24 (3H, t, J=7.2Hz), 1 .78-1 .95 (1 H, m), 2.41 (2H, 
d, J=7.3Hz). 3.69 (2H. q, J=7.2Hz), 3.76 (3H, s). 4.72 (2H, s). 5.59 (1H. s), 7.39-7.64 (4H, m). 
MS nn/z: 340(M+), 325, 298, 116. 
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(Example 392 ) 

Compound of Compound No. 9-21 

5 [0569] 1H-NMR(200MH2, CDCI3) 8ppm: 0.86 (6H, d, J=6.9Hz), 1.63 (9H. s). 1.63-1.87 (1H. m), 1.93 (3H, s). 2.37 
(2H, d, J=7.0Hz), 3.80 (1H, d, J=14.3H2), 5,33 (1H. s), 5.59 (1H, d, J=14.3Hz). 7.39-7.67 (4H, m). 
MS nn/z: 352(M+). 296, 254, 212, 116. 

( Example 393 ) 

10 

Compound of Compound No. 9-23 

[0570] '•H-NMR(200MHz, CDCI3) 5ppm: 0.72-1.09 (4H, m), 0.87 (6H, d, J=6.6Hz), 1.34-1.59 (1H, m), 1.64 (9H, s), 
1.65-1.83 (1H, m), 2.38 (2H, d, J=7.0Hz), 3.85 (1H. d, J=14.3Hz). 5.42 (1H, s), 5.58 (1H, d, J=14.3Hz), 7.43-7.67 (4H, 
IS m). 

MS m/z: 378(M+), 322, 280, 254, 116. 

(Example 394 ) 

20 Compound of Compound No. 9-27 

[0571] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.87 (6H, d. J=6.6Hz). 1 .64 (9H, s). 1 .67-1 .87 (1 H, m), 2.37 (2H, d, J=7.0Hz), 
3.38 (3H, s), 3.74 (1H, d, J=15.4Hz), 3.79 (1H, d, J=14.1Hz), 3.91 (1H. d, J=15.4H2). 5.32 (1H, s), 5.64 (1H, d, 
J=14.1Hz). 7.39-7.63 (4H, m). 
25 MS m/z: 382(M+), 326, 311 , 284, 253, 116. 

(Example 395) 

Compound of Compound No. 9-28 

30 

[0572] 1 H-NMR(200MHz, CDCI3) 6ppm: 0.87 (6H, d, J=6.6Hz), 1 .65 (9H, s), 1 .68-1 .88 (1 H, m), 2.21 (2H. d, J=7.0Hz), 
3.85 (1 H, d, J=1 3.9Hz), 4.35 (1 H, d, J=1 4.8Hz), 4.51 (1 H, d, J=1 4.8Hz), 5.40 (1 H, s), 5.66 (1 H, d, J=1 3.9Hz), 6.76-7.64 
(9H, m). 

MS m/z: 444(M+), 388, 346, 295, 253, 116. 

35 

(Example 396) 

Compound of Compound No. 9-29 

40 [0573] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.87 (6H, d, J=6.6Hz), 1 .47-1 .82 (1 H, m). 1 .57 (9H, s), 2.36 (2H, d, J=6.6Hz), 
3.74 (3H, s), 4.00 (1H, d, J=13.6Hz), 5.30 (2H, m), 7.44-7.69 (4H, m). 
MS m/z: 368(M+), 31 2, 270, 253, 116. 

(Example 397) 

45 

Compound of Compound No. 4-39 

[0574] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.11-0.19 (2H, m), 0.46-0.55 {2H, m), 0.85-1.02 (1H. m), 2.46 (2H, d, 
J=7.0Hz), 3.42 (3H. s). 3,78 (3H. s), 4.73 (2H, s), 5.76 (1H, s), 7.41-7.64 (4H, m). 
50 MS m/z: 324(M+), 283, 265, 222, 208. 

(Example 398) 

Compound of Compound No. 4-115 

55 

[0575] iH-NMR(200MHz, CDCI3) 6ppm: 2.20 (6H, s), 3.38 (2H, s). 3.52 (3H, s), 4.31-4.63 (3H, m). 5.14 (1H, d, 
J=1 3.6Hz), 5.91 (1H. s), 6.75-6.79 (2H, m), 6.97 (1H, t, J=7.3Hz), 7.22-7.29 (2H, m), 7.39-7.64 (4H, m). 
MS m/z: 403(M+), 360, 244, 224, 137. 



115 



EP 1 304 325 A1 



( Example 399) 

Compound of Compound No. 5-5 

5 [0576] 1H-NMR(200MH2. CDCI3) 5ppm: 0.87 (3H, t, J=7.7Hz), 0.90 (6H, d. J=6.6H2), 1 .54-2.07 (5H, m), 2.41 (2H, 
d, J=7,3Hz), 3.45 {3H, s), 4.47 (1H, d, J=14.0Hz), 5.07 (1H, d, J=14.0Hz), 5.61 (1H, s), 7.37-7.62 (4H, m). 
MS m/z: 338{M^), 323, 296, 268, 226. 166, 116. 

( Example 400 ) 

10 

Compound of Compound No. 7-45 

[0577] 1H-NMR(200MH2, CDCI3) 6ppm: 0.85 (6H, d, J=6.6Hz), 1.82 (1H, m), 2.37 (2H. d, J=7.0Hz). 3.44 (3H, s), 
4.41 (2H, d, J=5.9Hz), 4.72 (2H, t, J=5.5Hz), 4.75 (1H, bs), 5.66 (1H, s), 7.19-7.61 (9H, m). 
15 MS nrVz: 401 (M+). 359. 268, 253, 226, 152, 116. 91. 

( Example 401 ) 

Compound of Compound No. 10-1 

20 

[0578] 1 H-NMR(200MH2. CDCI3) 5ppm: 1 .04-1 .51 (BH, m), 1 .60-1 .72 (1 H, m), 1 .89 (1 H, s), 1 .95 (1 H, bs), 2.21 (1 H, 
bs). 2.32 (1H, dd, J=8.1H2. 14.3Hz). 2.50 (1H, dd. J=8.1Hz, 14.3Hz), 3.45 (3H. s), 4.53 (1H, bs), 5.01 (1H, bs). 6.65 
(1H. s). 7.38-7.63 (4H, m). MS m/z: 362(M+), 333, 319, 294, 268. 

25 (Example 402) 

Compound of Compound No. 1 0-7 

[0579] 1H-NMR(200MHZ, CDCI3) 5ppm: 1.02-1.75 (9H. m), 1.95 (1H, bs), 2.22 (1H, bs), 2.32 (1H. dd, J=7.9Hz, 
30 14.5Hz). 2.50 (1H, dd, J=7.9Hz, 14.5Hz). 3.36 (3H, s), 3.46 (3H. s), 3.66 (1H, bd), 3.85 (1H. bd), 4.46 (1H, bd), 5.08 
(1H, bd), 5.63 (1H. s), 7.39-7.64 (4H, m). 
MS m/z: 392(M-^), 363, 298, 268, 226. 

(Example 403) 

35 

Compound of Compound No. 10-8 

[0580] iH-NMR(200MHz, CDCI3) 1.02-1.72 (9H, m), 1.92 (1H, bs), 2.20 (1H, bs), 2.32 (1H, dd, J=:8.1Hz, 14.3Hz), 
2.50 (1H, dd, J=8.1Hz, 14.3Hz), 3.51 (3H, s), 4.27-4.54 (3H, m), 5.15 (1H. bd), 5.68 (1H, s), 6.76-6.80 (2H, m). 6.98 
40 (1 H, t, J=7.5Hz), 7.22-7.64 (6H, m). 

MS m/z: 392(M-'), 363. 298, 268, 226. 

( Example 404 ) 

45 Compound of Compound No. 1 0-1 0 

[0581] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .06-1 .54 (8H, m), 1 .62-1 .76 (1 H. m). 1 .97 (1 H, bs), 2.21 (1 H, bs), 2.31 (1 H, 
dd, J=8.1Hz, 14.3Hz), 2.49 (1H, dd, J=8.1Hz, 14.3Hz), 3.41 (3H. s). 3.77 (3H, s), 4.72 (2H, s), 5.63 (1H, s), 7.39-7.64 

(4H, m). 

50 MS m/z: 454(M+), 425. 386, 360,116. 
(Example 405) 

Compound of Compound No. 10-11 

55 

[0582] ^H-NMR(200MHz. CDCI3) 6ppm: 1.39-1.56 (1H, m), 1.89 (3H, s), 1.91-2.09 (1H, m). 2.26-2.34 (2H, m), 
2.47-2.68 (2H, m), 2.89-2.98 (1 H. m), 3.45 (3H,s). 4.56 (1 H, bs), 4.98 (1 H. bs), 5.60-5.65 (1 H. m), 5.68 (1 H, s). 5,72-5.79 
(1H, m), 7.39-7.63 (4H, m). 
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MS m/z: 334{M+), 291, 268, 226, 152. 

(Example 406) 

5 Compound of Compound No. 1 0-1 6 

[0583] iH-NMR(200MH2,CDCl3)6ppm: 1.42-1.60 (1H,m), 1.95-2.11 (1 H, m), 2.27-2.38 (2H. m), 2.47-2.69 (2H, m), 
2.90-3.04 (1H, m), 3.54 {3H. s), 4.82 {2H. s). 5.62-5.68 (1H, m), 5.74-5.80 (2H, m), 7.10-7.67 (9H, m). 
MS m/z: 412(M+). 347. 253. 136. 116. 

10 

(Example 407) 

Compound of Compound No. 10-1 7 

15 [0584] iH-NMR(200MHz, CDCI3) 6ppm: 1 .38-1 .55 (1 H, m), 1 .91-2.09 (1 H, m), 2.26-2.34 (2H, m), 2.47-2.68 (2H, m), 
2.89-2.98 (1 H, m), 3.37 (3H, s), 3.47 (3H, s), 3.67 (1 H, bd). 3.85 (1 H. bd), 4.47 (1 H. d, J=1 4.1 Hz), 5.08 (1 H, d, J=1 4.1 Hz), 
5.59-5.64 (1H, m), 5.67 (1H, s). 5.72-5.78 (1H. m). 7.39-7.64 (4H, m). 
MS m/z: 364(M+), 298, 225, 182. 136. 

20 (Example 408) 

Compound of Compound No. 10-19 

[0585] 1H-NMR(200MHZ, CDCI3) Sppm: 1 .40-1 .53 (1 H, m), 1 .87-2.05 (1 H, m), 2.25-2.33 (2H, m), 2.47-2.68 (2H, m), 
25 2.86-2.98 (IH. m), 3.51 {3H, s), 4.28-4.52 (3H, m). 5.16 (1H, d, J=14.3Hz), 5.54-5.60 (1H, m), 5.70 (1H. s). 5.70-5.75 
(1 H, m), 6.71 -6.80 (2H, m). 6.98 (1 H, t. J=7.3Hz). 7.22-7.27 (2H, m), 7.40-7.64 (4H. m). 
MS m/z: 426 (M+), 360, 291, 244. 150. 

(Example 409) 

30 

Compound of Compound No. 10-20 

[0586] 1H-NMR(200MHZ, CDCIa) 6ppm: 1 .39-1 .56 (1 H. m), 1 .92-2.1 0 (1 H, m), 2.26-2.35 (2H, m), 2.45-2.66 (2H, m), 
2.86-3.02 (1 H, m), 3.42 (3H, s), 3.77 (3H, s), 4.73 (2H, s), 5.61 -5.66 (1 H, m), 5.66 (1 H, s), 5.72-5.78 (1 H, m), 7.40-7.64 
35 (4H, m). 

MS m/z: 350 (M+), 284, 168, 136. 116. 

( Example 410) 

40 Compound of Compound No. 10-21 

[0587] iH-NMR(200MHz, CDCI3) 5ppm: 1 .89 (3H, s), 2.01 -2.07 (2H, m), 2.43-2.59 (5H, m), 3.45 (3H, s), 4.52 (1 H, 
bs). 5.00 (IH ,bs). 5.66-5.67 (3H, m), 7.39-7.63 (4H, m). 
MS m/z: 334 (M+), 268, 226, 137. 116. 

45 

(Example 411) 

Compound of Compound No. 10-30 

50 [0588] iH-NMR(200MHz, CDCI3) Sppm: 2.01-2.07 (2H, m), 2.43-2.59 (5H, m), 3.36 (3H, s), 3.46 (3H, s), 3.65 (IH, 
d, J=1 4.5Hz), 3.88 (IH, d, J=:14.5Hz), 4.47 (1H, d. J=14.1Hz), 5.09 (IH. d. J=14.1Hz), 5.66 (3H, s). 7.39-7.64 (4H, m). 
MS m/z: 364 (M+). 298, 225. 182, 137. 

( Example 412 ) 

55 

Compound of Compound No. 10-34 

[0589] ^H-NMR(200MHz. CDCI3) Sppm: 2.02-2.08 (2H, m), 2.50-2.58 (5H, m), 3.41 (3H, s), 3.77 (3H, s), 4.72 (2H. 
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s). 5.66 (3H, s), 7.43-7.64 (4H, m). 
MS m/z: 360 (M+). 284, 168, 137. 116. 

(Example 413) 

5 

Compound of Compound No. 10-35 

[0590] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.91 (3H, s), 1.25-1.67 (10H, m). 1.89 (3H, s), 2.52 (2H, s), 3.47 (3H, s), 
4.49 (1H, d. J=13.0Hz), 5.26 (1H, d, J=13.0Hz). 5.65 (1H, s), 7.38-7.62 (4H, m). 
10 MS w/z: 350{M+), 335, 307. 268, 226. 

(Example 414) 

Compound of Compound No. 10-41 

15 

[0591] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (3H, s), 1.23-1.64 (10H, m), 2.51 (2H, s), 3.36 (3H, s), 3.48 (3H, s), 
3.65 (1 H. d, J=1 4.5Hz). 3.88 (1H, d. J=14.5Hz), 4.43 (1 H, d, J=13.9Hz), 5.13 (1H. d. J=13.9Hz)5.62 (1H, s). 7.39-7.63 
(4H. m). 

MS nVz: 380{M+), 365, 298, 268, 116. 

20 

(Example 415) 

Compound of Compound No. 10-44 

25 [0592] iH-NMR(200MHz, CDCI3) 6ppm: 0.91 (3H, s), 1.22-1.67 (10H, m), 2.50 (2H, s). 3.42 (3H, s), 3.77 (3H, s), 
4.72 (2H. s), 5.62 (1H, s), 7.38-7.64 (4H, m). 
MS m/z: 366(M+), 351, 297, 284, 168. 

( Example 416) 

30 

Compound of Compound No. 10-45 

[0593] iH-NMR(200MHz, CDCI3) 6ppm: 0.84-0.96 (3H, m), 1.12-2.15 (8H, m). 1.89 (3H, s), 2.29-2.43 (1H, m), 
2.56-2.76 (1 H, m). 3.45 (3H. s), 4.55 (1 H, bs). 4.98 (1 H, bs), 5.67 (1 H, s), 7.39-7.62 (4H, m). 
35 MS m/z: 350(M+), 335. 307, 268, 226. 

( Example 417 ) 

Compound of Compound No. 10-51 

40 

[0594] iH-NMR(200MHz, CDCI3) 5ppm: 0.84-0.96 (3H, m), 1 .12-2.15 (8H, m). 2.32-2.43 (1H, m), 2.56-2,76 (1H, m). 
3.37 (3H. s), 3.46 (3H, s), 3.65 (1H, d, J=13.0Hz), 3.88 (1H, d, J=13.0Hz), 4.46 (1H, d, J=14.1Hz), 5.09 (1H, d, 
J=14.1Hz). 5.65 (1H. s). 7.39-7.60(4H, m). 
MS m/z: 380(M+), 365. 298. 226. 116. 

45 

(Example 41 8) 

Compound of Compound No. 10-52 

50 [0595] '•H-NMR(200MHz. CDCI3) 5ppm: 0.82-0.95 (3H, m), 1.12-2.12 (8H, m). 2.32-2.43 (1H, m), 2.56-2.77 (1H, m). 
3.51 (3H, s), 4.27-4.52 (3H, m). 5.1 7 (1 H, d, J=1 3.9Hz). 5.68 (1 H. s), 6.76-6,80 (2H. m), 6.98 (1 H. t. J=7.3Hz). 7.22-7.70 
(6H, m). 

MS m/z: 442(M+). 427, 360. 349. 268. 

55 
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(Example 419) 

Compound of Compound No. 10-54 

[0596] 1H.NMR(200MHZ, CDCy 5ppm: 0.84-0.95 (3H, m). 1 .11-2.15 (8H. m), 2.27-2.42 (1H. m), 2.55-2.76 (1H, m), 
3.41 (3H, s), 3,77 (3H, s). 4.72 (2H. s). 5.64 (1H, s), 7.39-7.63 (4H, m). 
MS m/z: 366(M+). 351 , 311 , 284, 168. 

(Example 420) 

Compound of Compound No. 10-55 

[0597] iH-NMR(200MHz, CDCI3) 6ppm: 0.94-1 .00 (3H, m), 1 .06-2.28 (8H. m), 1 .89 (3H. s), 2.49-2.56 (2H, m), 3.44 
(3H. s), 4.54 (1H, bs). 4.98 (1H. bs), 5.65 (1H. s), 7.38-7.63 (4H, m). 
MS nn/z: 350(M+). 335, 307. 268, 226. 

( Example 421) 

Compound of Compound No. 10-61 

[0598] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.94-1 .00 (3H, m), 1 .12-2.28 (8H, m), 2.49-2.56 (2H, m), 3.37 (3H, s). 3.45 
(3H, s), 3.66 (1H, d, J=13.7), 3.88 (1H, d, J=13.7), 4.46 (1H, d, J=14.7), 6.09 (1H, d. J=14.7), 5.64 (1H. s), 7.39-7.64 

(4H, m). 

MS nn/z: 380(M+), 365, 325, 298, 270, 
(Example 422) 

Compound of Compound No. 10-62 

[0599] lH-NMR(200MHz, CDCI3) 5ppm: 0.92-0.98 (3H, m), 1.06-2.26 (8H, m), 2.49-2.56 (2H, m), 3.56 (3H, s), 
4.27-4.56 (3H, m), 5.16 (1H, d, J=13.2Hz), 5.68 (1H, s), 6.76-6.80 (2H, m), 6.97 (1H. t, J=7.3Hz). 7.22-7.68 (6H. m). 
MS nn/z: 442(M+). 427, 387, 360, 116. 

( Example 423) 

Compound of Compound No. 10-64 

[0600] iH-NMR(200MHz, CDCI3) 5ppm: 0.94-0.99 (3H, m), 1 .06-2.28 (8H, m), 2.48-2.55 (2H, m), 3.41 (3H, s), 3.77 
(3H, s), 4.72 (2H, s), 5.63 (1H, s), 7.39-7.64 (4H, m). 
MS m/z: 366(M+), 351 , 31 1 , 284, 1 68. 

(Example 424) 

Compound of Compound No. 10-65 

[0601] iH-NMR(200MHz, CDCI3) 5ppm: 1 .53-1 .94 (8H, m), 1 .89 (3H, s), 2.96 (2H, d. J=22.3Hz), 3.45 (3H, s), 4.59 
(1H, bs), 4.95 (1H, bs), 5.82 (1H, s), 7.38-7.62 (4H, m). 
MS m/z: 354(M+), 334, 291 , 268. 1 90. 

(Example 425) 

Compound of Compound No. 10-73 

[0602] iH-NMR(200MHz, CDCI3) 5ppm: 1.38-2.61 (8H. m), 1.88 (3H. s), 2.88 (1H, dd. J=6,2Hz, 14.3Hz), 3.43 (3H, 
s), 4.57 (1H, bs), 4.97 (1H, bs), 5.72 (1H, s), 7.39-7.62 (4H, m). 
MS nn/z: 372(M+), 352, 330, 309, 268. 
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( Example 426 ) 

Compound of Compound No. 10-79 

[0603] 1H-NMR(200MHZ, CDCI3) 5ppm: 1.38-2.62 (8H, m), 2.87 (1H. dd, J=6.4Hz, 14.5Hz), 3.36 (3H, s), 3.45 (3H, 
s), 3.65 (1H, d, J=14.7H2), 3.87 (1H, d, J=14.7Hz), 4.48 (1H, d, J=12.5Hz), 6.06 (1H, d. J=12.5Hz), 5.71 (1H. s). 
7.39-7.63 (4H, m). 

MS m/z: 402(M+). 382, 329. 298, 270. 
(Example 427) 

Compound of Compound No. 10-81 

[0604] ^H-NMR(200MHz, CDCI3) 6ppm: 1 .38-2.58 (8H, m), 2.89 (1H, dd, J=5.6Hz, 14.3Hz), 3.40 (3H, s), 3.77 (3H, 
S), 4.72 (2H, s), 5.69 (1H, s), 7.40-7.64 (4H. m). 
MS m/z: 388(M+), 368, 284, 272, 168. 

(Example 428) 

Compound of Compound No. 10-82 

[0605] lH-NMR(200MHz, CDCI3) 6ppm: 1.05 (3H, s), 1.63-1.90 (6H, m), 1.89 (3H, s), 2.60 (2H, s), 4.50 (1H, bs), 
5.04 (1H, bs). 5.62 (1H, s), 7.38-7.63 (4H, m). 
MS m/z: 336 (M+), 321 , 308, 293, 281 . 

(Example 429 ) 

Compound of Compound No. 10-88 

[0606] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .05 (3H. s), 1 .63-1 .90 (6H, m), 2.60 (2H, s). 3.36 (3H. s). 3.48 (3H, s). 3.66 
(1 H, d, J=14.7Hz), 3.86 (1 H. d, J=14.7Hz), 4.44 (1 H, d. J=14.3Hz). 5,11 (1 H, d, J=14.3Hz), 5.61 (1 H, s), 7.38-7.63 (4H, 
m). 

MS nVz: 366 (M+), 351, 338, 311 , 298. 
( Example 430 ) 

Compound of Compound No. 10-90 

[0607] 1H-NMR(200MHZ. CDCI3) 5ppm: 1 .05 (3H, s), 1 .63-1 .94 (6H, m). 2.59 (2H. s), 3.42 (3H, s), 3.77 (3H, s), 4.72 
(2H, s), 5.60 (1H, s), 7.39-7.63 (4H, m). 
MS nn/z: 352 (M+), 337, 324, 309, 297. 

(Example 431 ) 

Compound of Compound No. 10-91 

[0608] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .53-2.05 (4H, m), 1 .90 (3H, s), 2.67-2.87 (2H, m), 3.45 (3H, s), 3.69-3.92 
(2H, m). 4.02-4.12 (1H, m), 4.58 (1H, bs), 4.95 (1H, bs), 5.80 (1H, s), 7.39-7.62 (4H. m). 
MS m/z: 338(M+), 295, 268, 226, 116. 

(Example 432) 

Compound of Compound No. 10-97 

[0609] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.53-2.02 (4H, m), 2.71-2.79 (2H, m), 3.36 (3H, s), 3.41 (3H, s), 3.61-3.91 
(4H, m), 4.01-4.14 (1H, m), 4.51 (1H, bs), 5.04 (1H, bs), 5.78 (1H, s). 7.39-7.64 (4H, m). 
MS m/z: 368(M+). 325, 298, 182. 116. 
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( Example 433 ) 

Compound of Compound No. 1 0-1 00 \ 

[0610] 1H-NMR(200MHZ, CDCIg) 5ppm: 1.51-1.68 (2H, m), 1.89 (3H, s), 1.94-2.10 (1H, m), 2.44-2.65 (3H. m). 3.45 
(3H, s). 3.71-3.93 (3H, m). 4.56 (1H, bs), 4.98 (1H, bs), 5.68 (1H, s). 7.39-7.63 (4H. m). 
MS m/z: 338(M+). 310. 295. 268. 226. 

(Example 434) 

Compound of Compound No. 10-105 

[0611] '•H-NMR(200MHz, CDCI3) 5ppm: 1 .53-1 .70 (1H, m), 1.95-2.12 (1H, m). 2.46-2.66 (3H, m), 3.41-3.49 (1H. m), 
3.54 (3H, s), 3.71-3.93 (3H, m), 4.82 (2H, s), 5.79 (1H, s), 7.06-7.10 (2H, m), 7.20-7.67 (7H, m). 
MS m/z: 416(M+), 388, 373, 346, 137. 

(Example 435) 

Compound of Compound No. 10-109 

[0612] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.21-1.41 (2H, m). 1.52-2.00 (3H, m), 1.89 (3H. s). 2,48 (2H, d, J=7.3Hz), 
3.36 (2H, dt. J=2.2, 11.7Hz), 3.46 (3H, s). 3.96 (2H, dd. J=2.6, 11.7Hz), 4.40-4.60 (1H. m). 4,90-5.10 (1H, m), 5.65 
(1H, s), 7.43-7.63 (4H, m). 
MS m/z: 352(M+), 268, 116. 

(Example 436) 

Compound of Compound No. 10-114 

[0613] iH-NMR(200MHz. CDCI3) 8ppm: 1.22-1.43 (2H. m). 1.55-1.62 (2H, m), 1.73-1.86 (1H, m), 2.49 (2H, d, 
J=7.0Hz), 3.36 (2H, dt, J=2.2, 11 .5Hz), 3.55 (3H, s), 3.95 (2H, dd, J=2.9, 11 .5Hz), 4.82 (2H, s), 5.77 (1 H. s), 7.06-7.67 
(9H, m). 

MS nn/z: 430(M+), 387. 346. 116. 
( Example 437) 

Compound of Compound No. 10-115 

[0614] iH-NMR(200MHz. CDCI3) 6ppm: 1.21-1.39 (2H, m), 1.41-1.57 (2H, m), 1.69-1.85 (1H, m), 2.48 (2H, d, 
J=7.0Hz), 3.25-3.45 (2H, m), 3.37 (3H. s), 3.48 (3H, s). 3.60-4.00 (4H, m), 4.46 (1H, d, J=14.8Hz), 5.10 (1H, d. 
J=1 4.8Hz), 5.64 (1H, s), 7.40-7.65 (4H. m) . 
MS m/z: 382(M+), 339, 298, 116. 

( Example 438) 

Compound of Compound No. 10-116 

[0615] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.16-1.36 (2H, m), 1.44-1.50 (2H. m), 1.65-1.78 (1H, m), 2.46 (2H, d, 
J=7.0Hz), 3.30 (2H, dt, J=2.2, 11.3Hz), 3.53 (3H, s), 3.90 (2H, dd, J=2.9, 11.3Hz), 4.30-4.55 (3H. m), 5.19 (1H, d, 
J=14.3Hz), 5.67 (1H, s), 6.75 (1H, d, J=7.5Hz), 6.97 (1H, t, J=7.5Hz), 7.25 (1H. t, J=7.5Hz), 7.43-7.64 (4H, m). 
MS m/z: 444(M+). 401. 360, 116. 

( Example 439) 

Compound of Compound No. 10-117 

[0616] •'H-NMR(200MHz. CDCI3) 6ppm: 1.21-1.41 (2H, m), 1.53-1.60 (2H. m), 1.70-1.80 (1H. m), 2.46 (2H. d. 
J=7.0Hz), 3.36 (2H, dt, J=2.2. 11.5Hz), 3.43 (3H, s), 3.78 (3H, s). 3.95 (2H, dd, J=2.6, 11.5Hz), 4.73 (2H, s), 5.63 (1H, 
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s). 7.40-7.65 (4H, m). 

MS m/z: 368(M+), 284. 247. 

(Example 440) 

5 

Compound of Compound No. 10-118 

[0617] iH-NMR(200MHz, CDCI3) 6ppm: 1.22-1.41 (2H. m). 1.51-1.57 (2H, m), 1.72-1.83 (1H, m). 2.48 (2H, d, 
J=7.0H2), 3.35 (2H, dt. J=2.2, 11.7H2). 3.69 (3H, s), 3.94 (2H, dd, J=2.9. 11.7Hz). 4.45 (1H, d, J=14.1Hz). 4.61 (2H, 
10 s). 5.16 (1H. d, J=14.1Hz). 5.75 (1H, s), 6.86-6.95 (2H. m), 7.39-7.66 (5H, m), 8.05-8.09 (1H. m). 
MS m/z: 445(M+), 382, 136, 116. 

(Example 441) 

15 Compound of Compound No. 10-119 

[0618] 1H-NMR(200MH2, CDCI3) 5ppm: 1.23-1.41 (2H. m), 1 .51-1 .57 (2H, m), 1.70-1.80 (1H. m), 2.17 (3H, s), 2.48 
(2H, d. J=7.0Hz), 3.36 (2H, dt, J=2.2. 1 1 .5Hz), 3.56 (3H, s), 3.95 (2H, dd. J=2.6, 1 1 .5H2), 4.25 (1 H, d, J=1 2.7Hz), 4.35 
(1H, d J=12.7H2). 4.46 (1H, d, J=14.1H2), 5.10 (1H, d, J=14.1Hz), 5.70 (1H, s), 7.40-7.65 (9H, m). 
20 MS m/z: 418(M+), 326. 116. 

(Example 442) 

Compound of Compound No. 10-120 

25 

[0819] iH-NMR(200MHz, CDCI3) 8ppm: 1.23-1.42 (2H, m), 1.54-1.60 (2H, m), 1.71-1.84 (1H, m), 2,50 (2H, d, 
J=7.3Hz), 3.09 (3H, s), 3.38 (2H, dt, J=2.2, 11 .7Hz), 3.50 (2H, s), 3.97 (2H, dd, J=2.6, 11 .7Hz), 4.33 (1 H, d, J=14.3Hz), 
5.15 (1H, d, J=14.3Hz). 5.62 (1H, s), 6.96-7.01 (2H, m). 7.23-7.61 (7H, m). 
MS m/z: 428(M+), 385, 344, 226, 116. 

30 

(Example 443) 

Compound of Compound No. 10-121 

35 [0620] iH-NMR(200MHz, CDCI3) 6ppm: 1.24-1.43 (2H, m), 1.54-1.60 (2H, m), 1.73-1.84 (1H, m). 2.49 (2H. d, 
J=7.0Hz), 3.12 (3H, s), 3.37 (2H, dt, J=2.2, 11 .4Hz), 3.47 (2H. s), 3.76 (3H. s), 3.97 (2H. dd, J=3.1 , 11 .4Hz), 4.32 (1H, 
d, J=14.1Hz), 5.15 (1H. d, J=14.1Hz), 5.63 (1H, s), 6.54-6.56 (2H, m), 6.76-6.81 (1H, t, m), 7.18 (1H, t, J=8.1Hz), 
7.41-7.61 (4H, m). 

MS m/z: 458(M+). 415, 374, 226, 124. 

40 

(Example 444 ) 

Compound of Compound No. 10-122 

45 [0621] •>H-NMR(200MHz, CDCI3) Sppm: 1.17-1.38 (2H, m), 1.45-1.50 (2H, m), 1.66-1.81 (1H, m), 2.47 (2H, d, 
J=7,0Hz), 3.32 (2H, dt, J=2.2, 11.7Hz), 3.53 (3H, s), 3.92 (2H, dd, J=2.6, 11.7Hz), 4.20-4.50 (3H. m), 5.17 (1H, d, 
J=14.7Hz). 5.67 (1H, s), 6.72 (2H. dd, J=4.5, 9,5Hz), 6.94 (2H, t, J=4,5Hz), 7.40-7.65 (4H, m). 
MS m/z: 462(M+), 419. 378, 116. 

50 ( Example 445 ) 

Compound of Compound No. 10-123 

[0622] •>H-NMR(200MHz, CDCI3) 6ppm: 1.18-1.38 (2H, m), 1.44-1.50 (2H, m), 1.67-1.80 (1H, m). 2.47 (2H, d, 
55 J=7.3Hz), 3.31 (2H. dt, J=2.2, 11.7Hz), 3.54 (3H, s), 3.92 (2H, dd, J=2.2. 11.7Hz), 4,25-4.50 (3H, m). 5.18 (1H, d, 
J=1 5.4Hz), 5.67 (1H, s), 6.40-6.80 (3H. m). 7.19 (1H, t, J=7.5H2). 7.41-7.65 (4H, m). 
MS m/z: 462(M+). 378. 116. 
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( Example 446) 

Compound of Compound No. 10-124 

[0623] ''H-NMR(200MHz, CDCI3) 6ppm: 1.17-1.38 (2H, m), 1.46-1.52 (2H, m), 1.67-1.80 (1H, m), 2.47 (2H. d, 
J=7.0Hz), 3.32 (2H, dt, J=2.2. 11.7Hz), 3.53 (3H, s). 3.92 (2H, dd, J=2.9, 11.7Hz), 4.30-4.60 {3H. m), 5.16 (1H, d, 
J=1 3.9Hz), 5.67 (1H. s), 6.70-6.90 (3H. m), 7.38-7.65 (4H, m). 
MS m/z: 480(M+), 396, 116. 

(Example 447) 

Compound of Compound No. 10-125 

[06241 iH-NMR(200MHz. CDCI3) 6ppm: 1.17-1.38 (2H. m), 1.45-1.50 (2H, m), 1.67-1.84 (1H, m), 2.47 (2H, d. 
J=7.0Hz), 3.32 (2H, dt, J=2.2, 11.7Hz), 3.55 (3H, s), 3.92 (2H, dd, J=3.7, 11.7Hz), 4.27-4.50 (3H, m), 5.19 (1H, d. 
J=1 3.9Hz), 5.69 (1H, s), 6.65-6.74 (2H, m), 6.93-6.98 (1H, m), 7.18 (1 H, t, J=8.1Hz), 7.41-7.65 (4H, m). 
MS m/z: 480(M++2), 478(M+), 394, 116. 

( Example 448 ) 

Compound of Compound No. 10-126 

[0625] "«H-NMR(200MHz, CDCI3) Sppm: 1.19-1.39 (2H, m), 1.49-1.55 (2H, m), 1.68-1.81 (1H, m), 2.46 (2H, d, 
J=7.0Hz), 3.35 (2H, dt, J=2.2, 11.7Hz), 3.43-3.54 (2H. m). 3.49 (3H, s), 3.94 (2H, dd, J=2.6, 11.7Hz), 4.34 (1H, d, 
J=14.3Hz), 5.18 (1H, d, J=14.3Hz), 5.65 (1H, s), 7.22-7.63 (9H, m). 
MS m/z: 460(M+), 417, 376, 116. 

(Example 449) 

Compound of Compound No. 10-127 

[0626] iH-NMR(200MHz, CDCI3) 6ppm: 1 .19-1 .88 (5H, m). 2.45 (2H, d, J=7.0Hz), 3.29-3.42 (2H, m), 3.34 (3H. bs). 
3.77-3.97 (2H, m), 3.83 (3H, s). 3.88 (3H, s), 4.72 (2H, s). 5.13 (2H, s). 5.62 (1H. s), 6.78 (1H, bs), 6.83 (2H, bs), 
7.41-7.62 (4H, m). 

MS m/z: 504(M+), 460, 376, 310. 226, 151 , 116. 
( Example 450 ) 

Compound of Compound No. 10-128 

[0627] iH-NMR(200MHz, CDCI3) 6ppm: 1.18-1.85 {5H, m). 2.44 (2H, d, J=7.0Hz). 3.27-3.39 (2H, m), 3.44 (3H, s), 
3.85 (3H, s), 3.86 (3H, s), 3.88-3.97 (2H, m). 4.34 (2H, d, J=5.5Hz), 4.66 (2H, t, J=5.5Hz), 4.70 (1H, bs), 5.66 (1H, s), 
6.72-6.82 (3H, m), 7.38-7.61 (4H, m). 

MS m/z: 503(M+), 460, 419, 309, 253. 226, 193, 166, 151, 136, 116, 107, 83. 
(Example 451) 

Compound of Compound No. 10-129 

[0628] iH-NMR(200MHz, CDCI3) 6ppm: 1.19-1.90 (5H, m), 2.46 (2H, d, J=7.0Hz), 3.28-3.41 (2H, m), 3.34 (3H, s), 
3.91-4.09 (2H, m), 4.72 (2H, s), 5.14 (2H, s), 5.62 (1H, s), 6.97-7.64 (8H, m). 
MS m/z: 462(M+), 419, 378, 334. 309. 109, 83. 

(Example 452) 

Compound of Compound No. 10-130 

[0629] iH-NMR(200MHz, CDCI3) 6ppm: 1 .18-1 .85 (5H, m), 2.45 (2H, d. J=7.0Hz), 3.27-3.40 (2H, m), 3.44 (3H, s), 
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3.89-3.97 (2H, m). 4.36 (2H. d, J=6,9H2). 4.69 (2H, t, J=5.9H2). 4.75 (1H, bs), 5.66 (1H. s), 6.96-7.62 (8H, m). 
MS m/z: 461 (M+). 418, 404. 377. 309. 267. 253. 226, 136, 117, 109. 83. 66. 55. 

(Example 453) 

5 

Compound of Compound No. 10-131 

[0630] iH-NMR(200MHz. CDCI3) 6ppm: 1.19-1.90 (5H, m), 2.46 (2H, d, J=7.0Hz), 3.29-3.41 (2H, m), 3.35 (3H. s), 
3.91-3.98 (2H. m). 4.72 (2H, s), 5.21 (2H. s), 5.63 (1H. s), 7.24-7.64 (6H, m). 8.54-8.59 {2H, m). 
10 MS m/z: 445(M+). 402, 388, 374, 361 . 353, 309. 225, 116. 92, 83. 

( Example 454) 

Compound of Compound No. 10-132 

15 

[0631] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .22-1 .90 (5H. m), 2.50 (2H, d, J=7.0Hz), 3.36 (2H, dt, J=2.2, 11 .7Hz), 3.51 
(3H, s), 3.95 (2H, dd. J=2.9, 11 .4Hz). 4.52 (2H. d, J=4.8Hz), 4.75 (1H. bs), 5.74 (2H, m), 5,74 (1H, s), 7.13-7.69 (7H. 
m), 8.38 (1H. dd, J=0.7, 4.0Hz). 

MS m/z: 444(M+), 402, 387, 360, 310, 226, 135, 116, 92. 

20 

(Example 455) 

Compound of Compound No. 10-133 

25 [0632] iH-NMR(200MHz, CDCI3) 5ppm: 1 .23-1 .90 (5H, m), 2.48 (2H, d, J=7.0Hz), 3.36 (2H. dt. J=2.2, 11 .7Hz), 3.60 
(3H. s). 3.95 (2H, dd, J=2.9, 11.4Hz), 4.83 (2H. bs), 5.22 (1H, s), 7.00-8.40 (8H, m). 
MS m/z: 431 (M+), 388, 374, 347. 293, 220. 211, 164. 136, 116. 89. 

(Example 456) 

30 

Compound of Compound No. 10-134 

[0633] lH-NMR(200MHz, CDCI3) 6ppm: 1 .23-1 .92 (5H, m), 2.52 (2H, d, J=7.0Hz), 3.37 (2H, dt, J=2.2, 11 .7Hz), 3.58 
(3H, s). 3.95 (2H. dd, J=2.9, 11.4Hz), 4.80 (2H, m), 5.86 (1H, s), 7.29-7.81 (7H, m), 8.61-8.64 (1H, m). 
35 MS m/z: 447(M+). 404, 390, 363. 309. 253, 226, 1 93. 136, 116, 89. 

(Example 457) 

Compound of Compound No. 10-135 

40 

[0634] iH-NMR(200MHz, CDCI3) 6ppm: 1 .21-1 .90 (5H, m), 2.49 (2H, d, J=7.0Hz), 3.35 (2H, dt, J=2.2. 11 .7H2), 3.61 
(3H, s), 3.94 (2H, dd, J=2.6, 11.4Hz), 4.82 (2H, bs), 5.76 (1H, s), 7.16-7.68 (8H, m). 
MS m/z: 466(M++2), 464(M+). 421 . 407. 393. 380, 164, 137. 116. 

45 ( Example 458) 

Compound of Compound No. 10-136 

[0635] iH-NMR(200MHz, CDCI3) 6ppm: 1 .22-1 .91 (5H, m), 2.49 (2H, d, J=7.0Hz), 3.37 (2H. dt. J=2.2, 11 .7Hz), 3.54 
50 (3H, s), 3.96 (2H, dd, J=2.9. 11 .7Hz), 4.81 (2H, bs), 5.76 (1H, s), 7.05 (4H, d, J=6.2Hz), 7.43-7.67 (4H, m). 
MS m/z: 448(M+), 405. 391. 377. 364, 164, 136, 116, 83. 

(Example 459) 

55 Compound of Compound No. 10-137 

[0636] ''H-NMR(200MHz. CDCI3) 6ppm: 1 .22-1 .90 (5H, m), 2.47 (2H. d, J=7.0Hz), 3.34 (2H, dt, J=2.2, 11 .7Hz), 3.86 
(3H. bs), 3.92 (2H. dd, J=2.9, 11.7Hz), 4.85-5.18 (2H, m), 5.85 (1H. s), 7.43-8.21 (9H, m), 9.01 (1H, bs). 
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MS m/z: 481 (M+), 438. 424, 397. 353, 308, 295, 259. 220. 172, 158. 

(Example 460) 

5 Compound of Compound No. 10-138 

[0637] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.21-1.91 (6H, m), 2.43 (3H, s), 2.48 (2H, d, J=7.3Hz), 3.36 (2H, dt, J=1.8, 
11.7Hz), 3.51 (3H, s), 3.94 (2H, dd, J=3.3. 11.7Hz), 4.80 (2H. bs), 5.76 (1H, s), 6.13 (1H, bs), 7.44-7.69 (4H, m). 
MS m/z: 435(M+). 392. 378, 364, 351 , 337, 309. 293, 251 . 226, 190. 

10 

( Example 461 ) 

Compound of Compound No. 10-139 

15 [0638] iH-NMR(200MHz. CDCI3) 6ppm: 1.89 (3H, s), 3.46 (3H, s), 4.10 (2H, s), 4.55 (1H, bs), 4.95 (1H, bs), 5.73 
(1H. s), 6.82-6.84 (1H, m), 6.91-6.96 (1H, m), 7.15-7.19 (1H, m), 7.37-7.62 (4H, m). 
MS m/z: 350(M+). 308, 206. 192, 149. 

( Example 462 ) 

20 

Compound of Compound No. 10-144 

[0639] iH-NMR(200MHz. CDCI3) 6ppm: 3.55 (3H, s), 4.12 (2H, s), 4.80 (2H, s). 5.84 (1H, s). 6.84-6.86 (1H, m). 
6.92-6.96 (1H, m), 7.05-7.09 (2H, m), 7.16-7.65 {8H, m). 
25 MS nn/z: 428(M+), 335. 219, 204, 136. 

(Example 463) 

Compound of Compound No. 10-145 

30 

[0640] '>H-NMR(200MHz, CDCI3) 5ppm: 3.35 (3H, s), 3.48 (3H. s). 3.66 (1H, bd), 3.85 (1H, bd), 4.11 (2H, s), 4.47 
(1H, d, J=15.2Hz), 5.04 (1H, d, J=15.2Hz), 5.71 (1H, s), 6.82-6.84 (IH, m), 6.91-6.96 (1H, m), 7.16-7.19 (1H. m), 
7.37-7.62 (4H, m). 

MS m/z: 380(M+). 350, 319, 307, 218. 

35 

( Example 464) 

Compound of Compound No. 10-146 

40 [0641] 1H-NMR(200MHZ. CDCI3) 6ppm: 3.52 (3H, s), 4.10 (2H, s), 4.28-4.52 (3H, m), 5.13 (IH, d, J=13.9Hz), 5.74 
(1H, s), 6.75-6.80 (3H, m), 6.89-7.02 (2H, m). 7.14-7.63 (7H, m). 
MS m/z: 442(M+), 380, 321. 136. 116. 

(Example 465) 

45 

Compound of Compound No. 10-147 

[0642] 1H.NMR(200MHZ. CDCI3) 6ppm: 3.43 (3H, s), 3.77 (3H, s), 4.09 (2H, s). 4.70 (2H, s), 5.70 (1 H. s), 6.82-6.84 
(1 H, m), 6.91-6.95 (1 H, m), 7.1 5-7.1 8 (1 H. m), 7.38-7.63 (4H, m). 
50 MS m/z: 366(M+), 250, 218, 149, 116. 

(Example 466) 

Compound of Compound No. 10-148 

55 

[0643] iH-NMR(200MHz, CDCI3) 5ppm: 1.89 (3H. s), 3.46 (3H, s). 3.91 (2H, s), 4.56 (IH. bs). 4.93 (IH, bs), 5.65 
(IH, s), 6.90-6.98 (2H, m), 7.26-7.30 (IH, m), 7.37-7.63 (4H. m). 
MS m/z: 350(M+), 308, 233, 219, 206. 
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( Example 467) 

Compound of Compound No. 10-154 

[0644] 1H-NMR(200MH2. CDCI3) 6ppm: 3.35 (3H, s), 3.48 (3H, s), 3.67 (1H. bd). 3.85 {1H, bd), 3.91 (2H, s), 4.48 
(1H, d, J=14.7H2), 5.04 (1H, d, J=14.7Hz), 5.64 (1H, s), 6.91 (1H, d, J=5.1Hz), 6.96-6.97 (1H, m), 7.27-7.30 (1H, m), 
7.37-7.62 (4H, m). 

MS m/z: 380(M+), 365. 350. 319, 307. 
(Example 468) 

Compound of Compound No. 10-155 

[0645] 1H-NMR(200MHZ, CDCI3) 6ppm: 3.53 (3H, s). 3.90 (2H, s), 4.28-4.49 (3H. m), 5.13 (1H. d. J=14.3Hz). 5.66 
(1H, s), 6.73-6.78 (2H. m), 6.83-6.89 (2H, m), 6.99 (1H. t, J=7.3Hz). 7.23-7.63 (7H, m). 
MS m/z: 442(M+). 380. 349. 307, 218. 

(Example 469 ) 

Compound of Compound No. 10-165 

[0646] 1H-NMR(200MHZ, CDCI3) 5ppm: 1 .06 (6H. s). 2.69 (2H, s), 3.43 (3H, s). 3.78 (3H. s). 4.73 (2H, s), 5.67 (1 H. 

s), 7.44-7.64 (4H, m). 

MS nn/z: 394(M+), 284, 137, 116. 

(Example 470) 

Compound of Compound No. 1 0-1 71 

[0647] iH-NMR(200MHz. CDCI3) Sppm: 0.93 (3H, d, J=6.8Hz), 1.05 (3H, d, J=6.8Hz). 2.10-2.25 (1H, m), 3.59 (3H. 
s), 4.84 (2H, s). 5.47 (1H. d, J=7.3Hz). 6.02 (1H, s), 7.06-7.66 (9H, m). 
MS m/z: 387, 116. 

(Example 471) 

Compound of Compound No. 10-172 

[0648] 1H-NMR(200MHZ. CDCI3) Sppm: 0.86 (3H, d, J=6.8Hz), 0.95 (3H, d, J=6.8Hz), 2.10-2.25 (1H, m), 3.34 (3H. 
s), 3.50 (3H, s), 3.61-3.70 (1H, m), 3.82-3.85 (1H, m), 4.40-4.55 (1H, m), 5.05-5.10 (1H, m), 5.60 (1H. d, J=7.0Hz), 
5.78 (1H, s), 7.43-7.63 (4H, m). 
MS m/z: 339. 265, 116. 

(Example 472) 

Compound of Compound No, 10-173 

[0649] 1H-NMR(200MHZ. CDCI3) 6ppm: 0.86 (3H, d, J=6.8Hz). 0.94 (3H, d, J=6.8Hz), 2.10-2.25 (1H. m), 2.16 (3H. 
s), 3.58 (3H, s). 4.27 (2H, s), 4.48 (1H, d, J=14.7Hz), 5.02-5.12 (1H, m), 6.57 (1H, d. J=7.0Hz). 5.87 (1H, s), 7.40-7.65 

(4H, m). 

MS m/z: 367, 116. 
(Example 473) 

Compound of Compound No. 10-175 

[0650] "'H-NMR(200MHz. CDCI3) 5ppm: 1,20 (6H. d, J=7.0Hz), 1.90 (3H, s), 3.55 (3H, s), 3.55-3.70 (1H. m). 4.68 
(1H. bs), 4.91 (1H, bs), 6.47 (1H. s). 7.40-7.65 (4H. m). 
MS nn/z: 324(M+). 281 , 239, 227, 21 0. 
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( Example 474) 

Compound of Compound No. 10-184 

[0651] iH-NMR(200MHz, CDCI3) 6ppm: 1.53 (6H, d, J=7.0Hz), 1.90 (3H, s), 2.35-2.56 (1H. m), 3.52 (3H, s), 4.64 
(1H, bs), 4.95 (1H, bs), 6.03 (1H, s). 7.43-7.46 (2H, m). 7.54 (1H, s), 7.60-7.65 (1H, m). 
MS m/z: 346(M+), 304, 284, 262, 226. 

( Example 475 ) 

Compound of Compound No. 10-201 

[0652] ^H-NMR(200MHz. CDCI3) 6ppm: 3.04 (2H, d, J=6.6Hz), 3.40 (3H, s). 3.40-3.63 (1H. m). 3.78 (3H, s), 4.72 
(2H, s), 5.74 (1H, s), 7.42-7.61 (4H. m). 
MS m/z: 434(M+). 41 5, 375, 31 8, 274. 

(Example 476) 

Compound of Compound No. 10-202 

[0653] 1H-NMR(200MH2. CDCI3) 6ppm: 1.55-1.78 (8H, m), 1.90 (3H, s), 2.62-2.90 (1H, m), 3,51 (3H, s), 4.64 (1H, 
bs), 4.94 (1H, bs). 6.04 (1H. s), 7.43-7.49 (2H, m), 7.54 (1H, s), 7.58-7.65 (1H. m). 
MS m/z: 372(M+), 352, 330. 304. 289. 

(Example 477) 

Compound of Compound No. 10-211 

[0654] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.52-2.06 (8H, m), 1.89 (3H, s), 2.90-3.08 (1H, m), 3.44 (3H, s), 4.58 (1H, 
bs), 4.95 (1H, bs), 5.69 (1H, s), 7.39-7.63 (4H. m). 
MS vntz\ 322(M+). 294, 281, 252, 239. 

(Example 478) 

Compound of Compound No. 10-216 

[0655] '"H-NMR(200MHz, CDCI3) 6ppm. 1 .55-1 .76 (6H, m), 1 ,96-2.10 (2H, m), 2.93-3.08 (1H, m), 3.54 (3H, s), 4.81 
(2H, s), 5.80 (1H, s), 7.06-7.68 (9H. m). 
MS m/z: 400 (M+), 372, 359, 307, 239. 

(Example 479 ) 

Compound of Compound No. 10-217 

[0656] '•H-NMR(200MHz, CDCI3) 5ppm: 1 .52-1 .76 (6H, m), 1.95-2.08 (2H, m), 2.89-3.06 (1H, m), 3.37 (3H, s), 3.44 
(3H, s), 3.68 (1H, d, J=15.8Hz), 3.88 (1H, d, J=15.8Hz), 4.50 (1H, d, J=14.7H2), 5.03 (1H, d, J=:14.7H2), 5.67 (1H, s), 
7,39-7.63 {4H. m). 

MS m/z: 352(M+), 324. 311 . 279. 237. 
(Example 480) 

Compound of Compound No. 10-218 

[0657] ''H-NMR(200MHz, CDCI3) 5ppm: 1.45-1.73 (6H, m), 1.93-2.07 (2H, m), 2.90-3.06 (1H, m), 3.50 (3H, s), 
4.29-4.53 (3H, m). 5.10 (1H, d, J=13.4Hz), 5.70 (1H, s), 6.76-6.80 (2H, m), 6.93-6.97 (1H, m), 7.21-7.68 (6H, m). 
MS m/z: 414 (M+), 373, 321, 293. 279. 
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(Example 481) 

Compound of Compound No. 10-219 

[0658] '•H-NMR(200MH2, CDCI3) 5ppm: 1 .52-1 .82 (6H, m), 1 .95-2.05 (2H. m), 2.93-3.06 (1H, m), 3.42 (3H, s), 3.77 
(3H. s). 4.72 (2H, s), 5.66 (1H. s), 7.40-7.64 (4H, m). 
MS m/z: 338 (M+), 310, 297, 150, 116. 

( Example 482 ) 

Compound of Compound No. 11-3 

[0659] 1H-NMR(200MH2, CDCI3) 6ppm: 0.92-1 .13 (4H, m), 1 .07 (3H, d, J=5.1Hz), 1 .68-1 .78 (1H, m), 2.40-2.62 (2H, 
m), 2.86-3.00 (1 H, m), 3.56 (3H, s), 4.29 (2H, s), 4.42-4.50 (1 H, m), 5.04-5.1 1 (1 H, m), 5.75 (1 H, s). 7.40-7.65 (4H, m). 
MS m/z: 448(M+), 352, 322, 224, 137. 

( Example 483) 

Compounds of Compound No. 11-10 

[0660] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.05-1.25 (2H, m), 1 .45-1.80 (6H, m), 1 .92-2.05 (1 H, m), 2.16 (3H, s), 2.53 
(2H, d, J=7.7Hz), 3.56 (3H, s), 4.25 (1H, d, J=11.2Hz). 4.35 (1H. d, J=11.2Hz), 4.45 (1H, d, J=14.5H2), 5.39 (1H, d. 
J=1 4.5Hz), 5.72 (1H. s), 7.40-7.64 (4H, m). 
MS m/z: 394(M+), 326, 116. 

(Example 484) 

Compound of Compound No. 11-11 

[0661] iH-NMR(200MHz, CDCI3) Sppm: 1.05-1.25 (2H. m), 1.45-1.80 (6H. m), 2.10-2.25 (1H, m). 2.52 (2H. d. 
J=7.3Hz), 3.23 (1 H, bs), 3.45 (3H, s), 3.72 (1 H. bs), 3.93 (1 H, bs), 4.56 (1 H. bs), 5.06 (1 H, bs), 5.66 (1 H, s), 7.40-7.65 
(4H, m). 

MS nn/z: 352(M+), 284, 226, 116. 

(Example 485) 

Compound of Compound No. 11-12 

[0662] "'H-NMR(200MHz. CDCI3) 5ppm: 0.90-1 .00 (2H, m), 1 .02-1 .25 (4H, m), 1 .45-1 .80 (7H, m), 2.10-2.25 (1 H, m), 
2.53 (2H. d, J=7.3Hz), 3.55 (3H, s), 4.31 (1 H, s), 4.44 (1 H, d, J=1 4.3Hz), 5.11 (1 H. d. J=14.3Hz), 5.71 (1 H, s), 7.40-7.65 
(4H. m). 

MS m/z: 420(M+), 352, 116. 
(Example 486) 

Compound of Compound No. 11-16 

[0663] 1H-NMR(200MHZ, CDCI3) 6ppm: 1.05-1.25 (2H, m), 1.45-1.80 (6H, m), 2.10-2.25 (1H, m), 2.53 (2H, d, 
J=7.7Hz), 3.59 (3H, s), 4.83 (2H, s), 5.80 (1H, s). 7.00-7.04 (1H, m), 7.20-7.28 (1H, m), 7.43-7.68 (4H, m), 7.74-7.83 
(1H, m), 8.37-8.40 (1H, m). MS m/z: 415(M+), 347, 136, 116. 

(Example 487) 

Compound of Compound No. 11-19 (mixture of 2 diastereomers) 

[0664] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6H2), 0.98 (2H. t, J=6.2Hz), 1 .20-1 .35 (2H. m), 1 .35-1 .50 
(1H, m), 1.78-1.97 (1H, m), 2.43 (2H, d, J=7.3Hz), 3.45 (3H, s). 4.59, 4.62 (1H. d. J=14.0Hz), 4.95, 4.97 (1H. d, 
J=14.0Hz), 5.73 (1H, s), 7.37-7.62 (4H, m). 
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MS m/z: 350(M+), 335, 308, 268, 226, 116. 

(Example 488) 

5 Compound of Compound No. 11-20 

[0665] lH-NMR(200MHz, CDCI3) 6ppm: 0.80-0.97 (9H, m), 1 .82-1 .97 (1H, m), 2.25-2.48 (2H, m), 3.71 (3H, s), 4.09 
(1H. d. J=14.0H2), 6.04 (1H. d, J=14.0Hz), 5.99, 6.08 (1H, s), 7.34-7.58 (4H, m). 
MS m/z: 420(M++2), 418(M-»^). 405, 403, 378, 376, 322, 280, 267, 116. 

10 

( Example 489 ) 

Compound of Compound No. 11-21 

15 [0666] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.79-1.92 (1H, m), 2.42 (2H, d, J=7.0Hz), 3.58 (3H. 
s), 4.21 (2H, s). 4.39-4.50 (3H, m), 5.10 (1H. d, J=1 4.0Hz), 5.72 (1H, s), 7.40-7.62 (4H, m). 
MS m/z: 402(M+). 387, 360, 268, 226, 116. 

(Example 490) 

20 

Compound of Compound No. 11-22 

[0667] ^H-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d. J=6.2Hz), 1 .78-1 .92 (1 H, m), 2.42 (2H. d. J=7.0Hz), 3.69 (3H, 
s), 4.35-4.60 (3H, m), 5.12 (1H, d, J=14.0Hz), 6.08 (1H, s), 7.45-7.64 (4H, m). 
25 MS m/z: 439(M++2), 437(M+), 397, 395, 285, 268, 116. 

( Example 491 ) 

Compound of Compound No. 11-23 

[0668] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.37 (3H. s), 2.41 (2H. d, J=7.3Hz), 
3.43 (3H, s). 3.59 (3H, s), 4.45 (1H, d, J=14.5Hz). 5.11 (1H, d, J=14.5Hz). 5.72 (1H, s). 7.38-7.62 (4H, m). 
MS nn/z: 384(M-^), 369, 342, 309, 300, 268, 253, 226. 

35 ( Example 492 ) 

Compound of Compound No. 11-24 

[0669] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.40 (2H, d, J=7.0Hz), 3.24 (2H, s), 
40 3.54 (3H, s), 3.58 (2H, m), 4.46 (1H, d, J=14.3Hz), 5.12 (1H, d, J=14.3Hz), 5.71 (1H, s), 7.41-7.65 (4H, m). 
MS m/z: 381 (M+), 366, 339, 267, 226, 191, 136, 116. 

( Example 493 ) 

45 Compound of Compound No. 11-25 

[0670] iH-NMR(200MHz, CDCI3) 6ppm: 0.91 (6H, d. J=6.6Hz), 1.87 (1H, m), 2.41 (2H, d, J=7.0Hz), 3.38 (3H, s), 
4.66 (1H, d, J=13.9Hz), 5.04 (1H, d, J=13.9Hz), 5,64-5.98 (2H, m). 5.70 (1H, s), 5.72 (1H, dd, J=1.8, 10.3Hz), 5.91 
(1H, dd. J=10.3. 16.5Hz), 6.51 (1H. dd, J=1.8. 16.5Hz), 7.39-7.62 (4H, m). 
so MS m/z: 322(M+), 280, 267, 226, 149, 116, 89. 

(Example 494) 

Compound of Compound No. 11-26 

55 

[0671] 1H-NMR(200MHZ, CDCI3) 8ppm: 0.90 (6H, d, J=7.0Hz). 1 .58-1 .78 (3H, m), 1 .74-1 .92 (1 H, m), 2.42 (2H. d, 
J=7.0Hz), 3.46-3.62 (3H, m), 3.92-4.35 (1H, m), 4.34-4.46 (IN, m), 5.12-5.26 (1H, m), 6.61-5.84 (IN, m), 7.35-7.64 
(4H, m). 
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MS m/z: 404(M++2), 402(M+), 389, 360, 343. 316, 295, 267, 226. 180, 152. 
(Example 495) 

Compound of Compound No. 11-27 

[0672] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.40 (2H, d. J=7.1H2), 3.33 (3H, bs), 

4.73 (2H. s), 5.35 (2H, s), 5.65 (1H, s), 7.31-7.85 (11 H, m). 
MS m/z: 452(M+). 408. 141, 116. 

(Example 496) 

Compound of Compound No. 11-28 

[0673] iH-NMR(200MHz, CDCI3) 6ppm: 0.90 (6H, d, J=6.6Hz), 1.86 (1H. m), 2.40 (2H, d, J=7.0H2), 3.37 (3H, s), 

4.74 (2H. s), 5.24 (2H, s), 5.66 (1H, s), 7.28-7.64 (8H, m). 
MS m/z: 470(M+), 455, 428, 267, 159, 116, 89. 

( Example 497 ) 

Compound of Compound No. 11-29 

[0674] iH-NMR(200MKz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1 .85 (1H. m), 2.40 (2H, d, J=7.3Hz). 3.35 (3H. bs), 

4.72 (2H. s). 5.12 (2H, s), 5.64 (1H, s). 6.99-7.64 (7H. m). 
MS m/z: 438(M+), 396. 267, 127. 116. 

( Example 498 ) 

Compound of Compound No. 11-30 

[0675] lH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H. m), 2.40 (2H. d, J=7.3Hz), 3.36 (3H, s), 

4.73 (2H. s), 5.15 (2H. s), 5.64 (1H. s). 7.12-7.64 (8H. m). 
MS nrVz: 438(M++2), 436(M+). 394, 267, 226, 125, 116, 89. 

(Example 499) 

Compound of Compound No. 11-31 

[0676] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H. d, J=6.6Hz), 1 .85 (1 H, m), 2.40 (2H, d, J=7.3Hz), 3.34 (3H, bs), 
4,72 (2H, s), 5.14 (2H, s), 5.63 (1H, s), 7.16 (2H, d, J=8.4Hz), 7.29 (2H. d, J=8.4Hz), 7.38-7.63 (4H, m). 
MS m/z: 438(M++2). 436(M+). 394. 350. 267, 125, 116, 89. 

(Example 500) 

Compound of Compound No. 11-32 

[0677] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H. d, J=6.6Hz), 1 .85 (1H. m), 2.40 (2H, d, J=7.3Hz). 3.37 (3H, bs), 
4.72 (2H, s), 5.12 (2H, s), 5.64 (1H, s). 7.04-7.61 (7H, m). 
MS nrr/z: 474(M++4), 472(M++2), 470(M+), 428, 267, 181 , 159. 

(Example 501) 

Compound of Compound No. 11-33 

[0678] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.90 (6H, d. J=6.6Hz), 1.85 (1H. m). 2.32 (3H, s). 2.39 (2H, d. J=7.3Hz), 
3.34 (3H, bs), 4.73 (2H, s). 5.15 (2H, s). 5.64 (1H. s), 7.04-7.63 (8H, m). 
MS nrVz: 416(M+). 401 , 372, 330, 267, 224. 116. 105, 89, 77. 
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(Example 502) 

Compound of Compound No. 11-34 

[06791 ^H-NMR(200MH2, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.34 (3H, s). 2.39 (2H, d. J=7.0Hz), 
3.32 (3H, bs), 4.71 (2H. s), 5.14 (2H, s), 5.62 (1H. s), 7.13 (4H, s), 7.38-7.62 (4H, m). 
MS m/z: 416(M+), 372. 330, 267. 226, 116, 105, 89, 77, 

( Example 503) 

Compound of Compound No. 11-35 

[0680] 1H-NMR(200MHZ, CDCI3) 6ppm: 0.89 (6H, d, J=6.8Hz). 1.84 (1H. m), 2.38 (2H. d, J=7.3Hz), 3.35 (3H. bs), 
3.76 (3H, S). 4.73 (2H, s), 5.16 (2H, s). 5.64 (1H, s), 5.65 (1H, s), 6.75-6.85 (3H, m), 7.20-7,63 (5H, m). 
MS m/z: 432(M+). 388, 346, 267, 226. 121 , 91 . 

( Example 504 ) 

Compound of Compound No. 11-36 

[0681] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1 .84 (1 H. m), 2.38 (2H, d. J=7.3Hz), 3.30 (3H, bs), 
3.80 (3H. s), 4.71 (2H, s), 5.12 (2H. s), 5.61 (1H, s), 6.83-7.62 (8H, m). 
MS m/z: 432(M+), 431 , 417, 388. 373, 345, 268, 226, 195, 121 , 89. 

(Example 505) 

Compound of Compound No. 11-37 

[0682] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.89 (6H, d, J=6.6Hz), 1.84 (1H, m), 2.38 (2H, d, J=7.0Hz), 3.31 (3H, s), 
3.82 (3H, s), 3.87 (3H, s), 4.72 (2H, s), 5.13 (2H, s), 5.62 (1H, s), 6.77 (1H, bs), 6.83 (2H, s), 7.37-7.62 (4H, m). 
MS m/z: 462(M+), 418, 268, 226. 210, 151, 116. 

(Example 506) 

Compound of Compound No. 11-38 

[0683] iH-NMR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=6.6Hz), 1.83 (1H, m), 2.38 (2H, d, J=7.0Hz), 3.36 (3H, bs), 
3.80 (6H, s), 3.83 (3H, s), 4.74 (2H, s), 5.12 (2H, s), 5.64 (1H, s), 6.44 (2H. bs), 7.38-7.64 (4H. m). 
MS m/z: 492(M+). 226, 181, 148. 116. 

(Example 507 ) 

Compound of Compound No. 11-39 

[0684] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.85 (1H, m), 2.40 (2H, d, J=7.3Hz), 3.35 (3H. s), 
4.73 (2H. s), 5.18 (2H, s), 5.64 (1H, s), 7.14-7.64 (8H, m). 
MS m/z: 486(M+), 444, 400, 267, 175, 116, 

(Example 508) 

Compound of Compound No. 11-40 

[0685] iH-NMR(200MHz, CDCI3) 5ppm: 0.90 (6H, d, J=6.6Hz), 1.84 (1H, m). 2.39 (2H, d, J=7.3Hz), 2.47 (3H, s), 
3.32 (3H. bs), 4.72 (2H, s), 5.13 (2H, s), 5.63 (1 H. s), 7.18 (4H, bs), 7.37-7.62 (4H, m). 
MS m/z: 448(M+). 404. 267, 226. 203. 137. 116. 
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( Example 509) 

Compound of Compound No. 11-41 

[0686] iH-NMR(200MHz, CDCI3) 5ppm: 0.91 (6H, d, J=6.6Hz), 1,86 (1H. m). 2.39 (2H, d, J=7.3Hz), 3.38 (3H, s), 

4.74 (2H, s), 5.27 (2H, s), 6.66 (1H. s), 7.33-8.20 (8H, m). 

MS m/z: 447(M+). 432. 405. 267, 226, 181. 136. 116. 106, 89. 78. 

( Example 510) 

Compound of Compound No. 11-42 

[0687] lH-NMR(200MHz, CDCI3) 6ppm: 0.87 (6H, d, J=6.6Hz). 1.82 (1H, m), 2.37 (2H. d, J-7.0Hz). 3.43 (3H, s), 

4.36 (2H, d. J=5.9Hz). 4.78 (2H, t, J=5.5Hz), 4.78 (1H. bs), 5.67 (1H, s), 6.95-7.61 (8H, m). MS m/z: 419(M+), 377, 
268, 253, 226, 152, 137. 117. 109. 89. 66. 

( Example 511 ) 

Compound of Compound No. 11-43 

[0688] iH-NMR(200MHz. CDCI3) 6ppm: 0.88 (6H, d. J=7.0Hz). 1.83 (1H, m). 2.38 (2H. d, J=7.0Hz), 3.46 (3H, s). 

4.37 (2H. d, J=6.2Hz). 4.75 (1H. bs). 4.84 (2H. t. J=5.9Hz), 5.68 (1H, s). 7.07-7.62 (8H. m). 
MS m/z: 437(M++2), 435(M+), 393. 268, 253, 226. 152, 137. 125. 

( Example 512) 

Compound of Compound No. 11-44 

[0689] iH-NMR(200MHz, CDCI3) 5ppm: 0.87 (6H, d, J=7.0Hz), 1.82 (1H, m), 2.37 (2H. d, J=7.0Hz), 3.43 (3H, s), 
4.36 (2H, d, J=5.5Hz). 4.80 (3H, bs), 5.67 (1H, s), 7.15 (2H, d, J=8.4Hz), 7.27 (2H. d, J=8.4Hz), 7.28-7.61 (4H, m). 
MS m/z: 437(M++2), 435(M+), 393, 268, 226, 152, 137, 125, 116. 

(Example 513) 

Compound of Compound No. 11-45 

[0690] iH-NMR(200MHz, CDCI3) 5ppm: 0.88 (6H, d. J=7.0Hz). 1.83 (1H, m), 2.38 (2H, d, J=7.0Hz), 3.45 (3H, s), 
4.34 (2H, d, J=6.2Hz), 4.70 (1H, bs), 4.91 (2H, t, J=5.9Hz), 5.68 (1H, s), 7.04-7.62 (7H. m). 
MS m/z: 473(M++4). 471(M++2), 469(M+), 427, 268, 253. 226. 

(Example 514) 

Compound of Compound No. 11-46 

[0691] 1H-NMR(200MHZ, CDCI3) 5ppm: 0.87 (6H, d, J=6.6Hz), 1.82 (1H, m), 2.32 (3H, s), 2.36 (2H, d, J=7.3Hz), 
3.43 (3H, s), 4.36 (2H, d, J=5.5Hz), 4.70 (2H, t. J=5.5Hz), 4.75 (1H, bs), 5.66 (1H, s), 7.10 (4H, s), 7.37-7.60 (4H, m). 
MS m/z: 415(M+), 373. 268, 253, 226, 152, 116. 105. 

(Example 515) 

Compound of Compound No. 11-47 

[0692] lH-NMR(200MHz, CDCI3) 5ppm: 0.88 (6H, d, J=7.0Hz), 1.83 (1H, m), 2.38 (2H, d, J=:7.0Hz), 3.45 (3H, s), 
4.45 (2H, d, J=5.9Hz), 4.80 (1H. bs), 4.85 (2H, t, J=5.9Hz). 5.68 (1H, s), 7.31-7.61 (8H, m). 
MS m/z: 469(M+), 427, 268, 253, 226, 159, 137, 116, 89, 66. 
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( Example 516 ) 

Compound of Compound No. 11-48 

5 [0693] ••H-NMR(200MHz, CDCI3) 6ppm: 0.87 (6H, d, J=6.6Hz), 1.81 (1H, m). 2.36 (2H, d, J=7.3Hz), 3.36 (3H, s), 
3.42 (3H, s), 4.33 (2H. d. J=5.9H2), 4.67 (2H, t, J=5.5Hz), 4.75 (1H, bs), 5.65 (1H, s), 6.98 (4H, dd, J=8.6. 60.2Hz s). 
7.37-7.60 (4H. m). 

MS nn/z: 431 (M+), 389, 268, 226, 162. 136, 121, 77. 
10 (Example 51 7) 

Compound of Compound No. 11-49 

[0694] iH-NMR(200MHz, CDCI3) 6ppm: 0.87 (6H, d, J=7.0Hz), 1.82 (1H, m), 2.37 (2H, d, J=7.3Hz), 3.43 (3H. s), 
15 3.85 (3H. s). 3.86 (3H, s). 4.34 (2H, d. J=5.9Hz), 4.67 (2H. t, J=5.5Hz), 4.75 (1 H, bs), 5.65 (1 H. s), 6.72-6.83 (3H, m). 
7.37-7.61 (4H, m). 

MS m/z: 461 (M+). 268, 226. 210, 193, 166, 151, 116, 107. 
(Example 518) 

20 

Compound of Compound No. 11-50 

[0695] •H-NmR(200MHz, CDCI3) 6ppm: 0.89 (6H, d, J=7.0Hz), 1.84 (1H, m), 2.39 (2H, d, J=7.3Hz), 3.47 (3H, s), 
4.49 (2H, d. J=6.2Hz), 4.75 (1H, bs), 4.97 (2H, t, J=5.9Hz), 5.70 (1H. s), 7.37-8.21 (8H, m). 
25 MS nri/z: 446(M+), 416, 404, 268, 253, 226, 152. 136, 116, 106. 89. 

( Example 519 ) 

Compound of Compound No. 11-51 

30 

[0696] '•H-NMR(200MHz, CDCI3) 5ppm: 0.88 (6H, d, J=6.6H2), 1.82 (1H, m), 2.31 (2H, m), 2.37 (2H, d, J=7.0Hz), 
2.90 (2H, t, J=7.3Hz). 3.30 (3H, s), 3.82 (3H, s). 3.85 (3H. s), 4.42 (1H, d, J=14.3Hz), 5.06 (1H, d, J=14.3Hz), 5.42 
(1H, s), 6.62-6.78 (3H, m), 7.33-7.61 (4H, m), 
MS nn/z: 460(M+), 268. 226, 193, 151. 116. 

35 

(Fomriulation Example 1) 
Dust fomiulation 

40 [0697] After mixing the compound (0.5 parts by mass) obtained in Example 1 , hymexazol (free acid, 4 parts by mass), 
"CARPLEX #80-D" (product of Shionogi & Co., Ltd., 5 parts by mass) and "Keiwa Kurefuhl" (product of Keiwa Rozai 
Co., Ltd., 90.5 parts by mass), the mixture was pulverized in "Eck Sample Mill Type KII-1" (product of Fuji Paudal Co., 
Ltd.), whereby a dust formulation was obtained. 

45 (Formulation Example 2) 

Emulsion 

[0698] The compound (1 0 parts by mass) obtained in Example 2 was dissolved in a mixed solution of xylene (product 
50 of Wako Pure Chemicals, 40 parts by mass) and DMSO (product of Wako Pure Chemicals, 35 parts by mass). The 
resulting solution was added to "Parakol KPS" (product of Nippon Nyukazal Co.. Ltd., 25 parts by mass), followed by 
mixing, whereby an emutslflabie concentrate was obtained. 

(Fomriulation Example 3) 

55 

Wettable powder 

[0699] The compound (10 parts by mass) obtained in Example 3, "CARPLEX #80-D" (product of Shionogi & Co., 
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Ltd., 10 parts by mass). "Gohsenol GL05" (product of the Nippon Synthetic Chemical Industry Co., Ltd., 2 parts by 
mass). "Newcole 291 PG" (product of Nippon Nyul<azal Co., Ltd., 0.5 part by mass). "Neogen Powder" (product of 
Daiichi Kogyo Seiyaku Co., Ltd., 5 parts by mass), "Radiolite #200" (product of Showa Chemical Industry, 10 parts by 
mass) and "H bifun" (product of Keiwa Rozai Co., Ltd., 62.5 parts by mass) were mixed sufficiently, followed by pul- 
5 verization in "Eck Sample Mill Type KII-1" (product of Fuji Paudal), whereby a wettable powder was obtained. 

(Formulation Example 4) 

Granules 

10 

[0700] The compound (2 parts by mass) obtained In Example 4, sodium tripolyphosphate (product of Mitsui Chemical, 
2 parts by mass), "AMYCOL No. 1" (product of Nippon Starch Chemical, 1.5 parts by mass), bentonlte (product of 
Houjun Kogyo. 25 parts by mass) and "Calcium Carbonate Karuhin 600" (product of Adachi Sekkai, 69.5 parts by 
mass) were mixed. The resulting mixture was subjected to extrusion granulation by using "Dome Gran" (product of 
15 Fuji Paudal, screen: 0.9 mm^). The granulate was then dried In a shelf type drier (product of TABAI, "PERFECT OVEN 
PS-222", 60**C) and sieved to the granule size between 600 and 11 80 jim, whereby granules were obtained. 

(Test 1) 

20 Control test of tomato late blight (curative effect) 

[0701] A spore suspension of fungus was sprayed and inoculated to the 3 to 5 leaf stage of a test plant (tomato: 
Oogata-fukuju) cultivated In a pot. The plant was placed in an inoculation chamber having a room temperature set at 
20 to 22^*0 to promote the onset of the disease. An emulsiflable concentrate prepared In accordance with Formulation 

25 Example 2 was diluted with water to prepare a spray solution containing 300 ppm of the Invention compound. One day 
after inoculation, the spray solution was applied unifomrity to the test plant in the pot by a spray gun. The degree of 
disease incidence 7 days after Inoculation was studied. The test was conducted in two pots. As a comparative product, 
2-chloro-N-(3-methylbenzyl)-N-(1-methylpyrazol-5-yl)acetamlde (Comparative compound 1) and 5-{(chloroacetyl) 
(3-methylbenzyl)amino}-3-ethyl-1-methylpyrazole-4-carboxylate (Comparative compound 2) (both described in Japa- 

30 nese Patent Application Kokai No. Sho 57-167972) were also tested. They have the following structural formulae: 
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Comparative compound 1 Comparative compound 2 

^5 [0702] The degree of disease Incidence of the test plant was observed by the naked eye, judged in accordance with 
the below-described criteria and rated on a scale of 0 to 3. 

0: no disease incidence was observed. 

1 : the degree of disease incidence was less than 40% of that of the untreated plant. 
50 2: the degree of disease incidence was 40%-80% of that of the untreated plant. 

3: the degree of disease incidence was 80% or more of the untreated plant. 

[0703] As a result of the test, the degree of disease incidence was 0 when the below-described compounds were 
applied: Example 53 (Compound No. 2-21), Example 60 (Compound No. 2-31), Example 67 (Compound No. 2-38), 
55 Example 75 (Compound No. 2-61), Example 78 (Compound No. 2-67), Example 79 (Compound No. 2-73), Example 
81 (Compound No. 2-75), Example 93 (Compound No. 3-17). Example 98 (Compound No. 3-27), Example 103 (Com- 
pound No. 3-37), Example 133 (Compound No. 4-1), Example 134 (Compound No. 4-4), Example 136 (Compound 
No. 4-9), Example 1 38 (Compound No. 4-1 1 ), Example 1 41 (Compound No. 4-1 9), Example 1 43 (Compound No. 4-21 ), 
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Example 1 44 (Compound No. 4-23), Example 1 45 (Compound No. 4-24), Example 1 47 (Compound No. 4-29), Example 
153 (Compound No. 4-41), Example 154 (Compound No. 4-43), Example 155 (Compound No. 4-44), Example 157 
(Compound No. 4-49), Example 158 (Compound No. 4-51), Example 159 (Compound No. 4-54), Example 164 (Com- 
pound No. 4-71), Example 165 (Compound No. 4-74), Example 167 (Compound No. 4-76), Example 168 (Compound 
No. 4-77), Example 2 (Compound No. 4-79), Example 178 (Compound No. 4-144), Example 189 (Compound No. 5-3), 
Example 190 (Compound No. 5-4), Example 191 (Compound No. 5-9), Example 192 (Compound No. 5-10), Example 
205 (Compound No. 5-46), Example 206 (Compound No. 5-47), Example 208 (Compound No. 5-51), Example 209 
(Compound No. 5-52), Example 210 (Compound No. 5-53). Example 211 (Compound No. 5-54), Example 4 (Compound 
No. 5-93), Example 240 (Compound No. 5-94), Example 241 (Compound No. 5-95), Example 242 (Compound No. 
5-96), Example 243 (Compound No. 5-97), Example 244 (Compound No. 5-98), Example 245 (Compound No. 5-99), 
Example 246 (Compound No. 5-100), Example 247 (Compound No. 5-101), Example 248 (Compound No. 5-102), 
Example 249 (Compound No. 5-103), Example 250 (Compound No. 5-104), Example 251 (Compound No. 6-1), Ex- 
ample 252 (Compound No. 6-5), Example 254 (Compound No. 6-1 5), Example 1 (Compound No. 6-20), Example 266 
(Compound No. 6-41), Example 268 (Compound No. 6-43), Example 271 (Compound No. 6-46), Example 274 (Com- 
pound No. 6-55), Example 275 (Compound No. 6-56), Example 276 (Compound No. 6-57), Example 279 (Compound 
No. 6-65), Example 280 (Compound No. 6-67), Example 285 (Compound No. 7-1), Example 293 (Compound No. 

7- 10), Example 298 (Compound No. 7-24), Example 4 (Compound No. 7-28), Example 302 (Compound No. 7-29), 
Example 303 (Compound No. 7-30), Example 304 (Compound No. 7-31), Example 311 (Compound No. 7-39), Example 
31 7 (Compound No. 7-53), Example 323 (Compound No. 8-3), Example 324 (Compound No. 8-4), Example 326 (Com- 
pound No. 8-6), Example 327 (Compound No. 8-7), Example 331 (Compound No. 8-12), Example 332 (Compound 
No. 8-13), Example 333 (Compound No. 8-14), Example 334 (Compound No, 8-15), Example 336 (Compound No. 

8- 17), Example 343 (Compound No. 8-24), Example 344 (Compound No. 8-25), Example 346 (Compound No. 8-27), 
Example 347 (Compound No. 8-28), Example 348 (Compound No. 8-29), Example 351 (Compound No. 8-32), Example 
354 (Compound No. 8-35), Example 356 (Compound No. 8-37), Example 357 (Compound No. 8-38), Example 359 
(Compound No. 8-40), Example 361 (Compound No. 8-42), Example 362 (Compound No. 8-43), Example 367 (Com- 
pound No. 8-48), Example 368 (Compound No. 8-49), Example 369 (Compound No. 8-50), Example 373 (Compound 
No. 8-54), Example 379 (Compound No. 8-69), Example 385 (Compound No. 8-91), Example 386 (Compound No. 
8-92), Example 399 (Compound No. 5-5), Example 401 (Compound No. 10-1), Example 402 (Compound No. 10-7), 
Example 405 (Compound No. 10-11), Example 407 (Compound No. 10-17), Example 409 (Compound No. 10-20), 
Example 410 (Compound No. 10-21), Example 411 (Compound No. 10-30), Example 417 (Compound No. 10-51), 
Example 420 (Compound No. 10-55), Example 421 (Compound No. 10-61), Example 424 (Compound No. 10-65), 
Example 425 (Compound No. 10-73), Example 426 (Compound No. 10-79), Example 427 (Compound No. 10-81), 
Example 428 (Compound No. 10-82), Example 429 (Compound No. 10-88), Example 431 (Compound No. 10-91), 
Example 432 (Compound No. 10-97), Example 433 (Compound No. 10-100), Example 434 (Compound No. 10-105), 
Example 435 (Compound No. 10-109), Example 436 (Compound No. 10-114), Example 437 (Compound No. 10-115), 
Example 438 (Compound No. 10-116), Example 439 (Compound No. 10-117), Example 440 (Compound No. 10-118), 
Example 441 (Compound No. 10-119), Example 443 (Compound No. 10-121), Example 445 (Compound No. 10-123), 
Example 446 (Compound No. 10-124), Example 469 (Compound No. 10-165), Example 473 (Compound No. 10-175), 
Example 474 (Compound No. 1 0-1 84), Example 475 (Compound No. 1 0-201 ), Example 476 (Compound No. 1 0-202), 
Example 479 (Compound No. 10-217), Example 482 (Compound No. 11-3), Example 483 (Compound No. 11-10), 
Example 484 (Compound No. 11-11), Example 488 (Compound No. 11-20), Example 489 (Compound No. 11-21), 
Example 490 (Compound No. 11-22) and Example 492 (Compound No. 11-24). On the other hand, the degree of 
disease Incidence was 3 when the comparative compounds 1 and 2 were applied. 

( Test 2) 

Control test of downy mildew on cucumber (curative effect) A spore suspension of fungus was sprayed and inoculated 
to the 3 to 5 leaf stage of a test plant (cucumber: Sagami-hanpaku) cultivated in a pot. The plant was placed in an 
inoculation chamber having a room temperature set at 20 to 22^*0 to promote the onset of the disease. An emulsif iable 
concentrate prepared in accordance with Fomnulatlon Example 2 was diluted with water to prepare a spray solution 
containing 300 ppm of the invention compound. One day after inoculation, the spray solution was applied unifomnly to 
the test plant in the pot by a spray gun. The degree of disease incidence 7 days after inoculation was studied. The test 
was conducted In 2 pots. As comparative products, Comparative compounds 1 and 2 described in Test 1 were 
employed. 

[0704] The degree of disease incidence of the test plant was observed by the naked eye, Judged in accordance with 
the below-described criteria and rated on a scale of 0 to 3. 0: no damage was observed. 
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1 : the degree of disease Incidence was less than 40% of that of the untreated plant. 
2: the degree of disease incidence was 40-80% of that of the untreated plant. 
3: the degree of dannage was 80% or more of the untreated plant. 

[0705] As a result of the test, the degree of disease incidence was 0 when the below-described compounds were 
applied: Example 10 (Compound No. 1-11), Example 11 (Compound No. 1-12), Example 3 (Compound No. 1-14), 
Example 17 (Compound No. 1-19), Example 23 (Compound No. 1-25), Example 32 (Compound No. 1-34), Example 
37 (Compound No. 1-62). Example 40 (Compound No. 1-72), Example 41 (Compound No. 1-73), Example 47 (Com- 
pound No. 1-86), Example 49 (Compound No. 1-89), Example 64 (Compound No. 2-22), Example 56 (Compound No. 
2-24), Example 57 (Compound No. 2-26), Example 60 (Compound No. 2-31), Example 62 (Compound No. 2-33), 
Example 64 (Compound No. 2-35), Example 66 (Compound No. 2-37), Example 67 (Compound No. 2-38), Example 
69 (Compound No. 2-40), Example 74 (Compound No. 2-50), Example 75 (Compound No. 2-61), Example 76 (Com- 
pound No. 2-63), Example 77 (Compound No. 2-64), Example 78 (Compound No. 2-67), Example 79 (Compound No. 

2- 73), Example 81 (Compound No. 2-75), Example 82 (Compound No. 2-76), Example 83 (Compound No. 2-78), 
Example 84 (Compound No. 2-82), Example 86 (Compound No. 2-84), Example 95 (Compound No. 3-19), Example 
96 (Compound No. 3-20), Example 97 (Compound No. 3-21), Example 98 (Compound No. 3-27), Example 99 (Com- 
pound No. 3-28), Example 100 (Compound No. 3-29), Example 101 (Compound No. 3-30), Example 102 (Compound 
No. 3-31), Example 103 (Compound No. 3-37), Example 126 (Compound No. 3-87), Example 130 (Compound No. 

3- 97), Example 133 (Compound No. 4-1), Example 134 (Compound No. 4-4), Example 135 (Compound No, 4-5), 
Example 138 (Compound No. 4-11), Example 139 (Compound No. 4-14) Example 141 (Compound No. 4-19), Example 
142 (Compound No. 4-20), Example 145 (Compound No. 4-24), Example 150 (Compound No. 4-34), Example 151 
(Compound No. 4-35), Example 152 (Compound No. 4-40), Example 153 (Compound No. 4-41), Example 154 (Com- 
pound No. 4-43), Example 155 (Compound No. 4-44), Example 156 (Compound No. 4-45), Example 157 (Compound 
No. 4-49), Example 158 (Compound No. 4-51), Example 159 (Compound No. 4-54), Example 164 (Compound No. 

4- 71), Example 165 (Compound No. 4-74), Example 167 (Compound No. 4-76), Example 168 (Compound No. 4-77), 
Example 169 (Compound No. 4-78), Example 2 (Compound No. 4-79), Example 170 (Compound No. 4-80), Example 
175 (Compound No. 4-121), Example 176 (Compound No. 4-131), Example 181 (Compound No. 4-150), Example 183 
(Compound No. 4-154), Example 189 (Compound No. 5-3), Example 190 (Compound No. 5-4), Example 191 (Com- 
pound No. 5-9), Example 192 (Compound No. 5-10), Example 195 (Compound No. 5-23), Example 197 (Compound 
No. 5-26), Example 199 (Compound No. 5-36), Example 203 (Compound No. 5-43), Example 207 (Compound No. 

5- 48), Example 208 (Compound No. 5-51), Example 209 (Compound No. 5-52), Example 210 (Compound No. 5-53), 
Example 211 (Compound No. 5-54), Example 21 3 (Compound No, 5-56), Example 21 4 (Compound No. 5-57), Example 
215 (Compound No. 5-64), Example 217 (Compound No. 5-66), Example 218 (Compound No. 5-67), Example 219 
(Compound No. 5-68), Example 220 (Compound No. 5-69), Example 221 (Compound No. 5-70), Example 225 (Com- 
pound No. 5-74), Example 228 (Compound No. 5-78), Example 229 (Compound No. 5-79), Example 234 (Compound 
No. 5-85), Example 235 (Compound No. 5-86), Example 236 (Compound No. 5-87), Example 237 (Compound No. 

5- 89), Example 238 (Compound No. 5-90), Example 240 (Compound No. 5-94), Example 241 (Compound No. 5-95), 
Example 242 (Compound No. 5-96), Example 243 (Compound No. 5-97), Example 246 (Compound No. 5-100), Ex- 
ample 247 (Compound No. 5-101), Example 249 (Compound No. 5-103), Example 250 (Compound No. 5-104), Ex- 
ample 251 (Compound No. 6-1), Example 1 (Compound No. 6-20), Example 256 (Compound No. 6-25), Example 257 
(Compound No. 6-27), Example 258 (Compound No. 6-28), Example 259 (Compound No. 6-29). Example 260 (Com- 
pound No. 6-33), Example 261 (Compound No. 6-34), Example 262 (Compound No. 6-35), Example 263 (Compound 
No. 6-36), Example 264 (Compound No. 6-37), Example 267 (Compound No. 6-42), Example 268 (Compound No. 

6- 43), Example 269 (Compound No. 6-44), Example 270 (Compound No. 6-45), Example 272 (Compound No. 6-47), 
Example 273 (Compound No. 6-54), Example 274 (Compound No. 6-55), Example 275 (Compound No. 6-56), Example 
276 (Compound No. 6-57), Example 279 (Compound No. 6-65), Example 280 (Compound No. 6-67), Example 281 
(Compound No. 6-72), Example 285 (Compound No. 7-1 ), Example 291 (Compound No. 7-8), Example 294 (Compound 
No. 7-14), Example 295 (Compound No. 7-17), Example 296 (Compound No. 7-19), Example 297 (Compound No. 

7- 21), Example 298 (Compound No. 7-24), Example 4 (Compound No. 7-28), Example 302 (Compound No. 7-29), 
Example 303 (Compound No. 7-30), Example 304 (Compound No. 7-31), Example 305 (Compound No. 7-32), Example 
310 (Compound No. 7-37), Example 318 (Compound No. 7-63), Example 321 (Compound No. 8-1), Example 322 
(Compound No, 8-2), Example 323 (Compound No. 8-3), Example 324 (Compound No. 8-4), Example 325 (Compound 
No. 8-5), Example 326 (Compound No. 8-6), Example 327 (Compound No. 8-7), Example 328 (Compound No. 8-8), 
Example 331 (Compound No. 8-12), Example 332 (Compound No. 8-13), Example 333 (Compound No. 8-14), Example 
334 (Compound No. 8-15), Example 336 (Compound No. 8-17), Example 337 (Compound No. 8-18), Example 338 
(Compound No. 8-19), Example 339 (Compound No. 8-20), Example 341 (Compound No. 8-22), Example 342 (Com- 
pound No. 8-23), Example 343 (Compound No. 8-24), Example 344 (Compound No. 8-25), Example 345 (Compound 
No. 8-26), Example 346 (Compound No. 8-27), Example 347 (Compound No. 8-28), Example 348 (Compound No. 
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8-29), Example 350 (Compound No. 8-31), Example 351 (Compound No. 8-32), Example 354 (Compound No. 8-35), 
Example 357 (Compound No. 8-38), Example 358 (Compound No. 8-39), Example 359 (Compound No. 8-40), Example 
361 (Compound No. 8-42), Example 362 (Compound No. 8-43), Example 366 (Compound No. 8-47), Example 367 
(Compound No. 8-48), Example 368 (Compound No. 8-49), Example 369 (Compound No. 8-50), Example 370 (Com- 
pound No. 8-51), Example 371 (Compound No. 8-52), Example 373 (Compound No. 8-54), Example 374 (Compound 
No. 8-55), Example 378 (Compound No. 8-68), Example 383 (Compound No. 8-86), Example 384 (Compound No. 
8-90), Example 385 (Compound No. 8-91), Example 386 (Compound No. 8-92), Example 389 (Compound No. 9-7), 
Example 397 (Compound 4-39), Example 400 (Compound No. 7-45), Example 410 (Compound No. 10-21), Example 
411 (Compound No. 10-30), Example 41 2 (Compound No. 10-34), Example 424 (Compound No. 10-65), Example 425 
(Compound No. 10-73), Example 426 (Compound No. 10-79), Example 427 (Compound No. 10-81), Example 428 
(Compound No. 10-82), Example 429 (Compound No. 10-88), Example 430 (Compound No. 10-90), Example 433 
(Compound No. 10-100), Example 434 (Compound No. 10-105), Example 436 (Compound No. 10-114), Example 438 
(Compound No. 10-116), Example 440 (Compound No. 10-118), Example 443 (Compound No. 10-121), Example 445 
(Compound No. 10-123), Example 454 (Compound No. 10-132), Example 455 (Compound No. 10-133), Example 459 
(Compound No. 10-137), Example 461 (Compound No. 10-139), Example 463 (Compound No. 10-145), Example 464 
(Compound No. 10-146), Example 467 (Compound No. 10-154), Example 473 (Compound No. 10-175), Example474 
(Compound No. 10-184), Example 475 (Compound No. 10-201). Example 477 (Compound No. 10-211), Example 478 
(Compound No. 10-216), Example 479 (Compound No. 10-217), Example 481 (Compound No. 10-219), Example 482 
(Compound No. 11-3), Example486 (Compound No. 11-16), Example 493 (Compound No. 11-25), Example 497 (Com- 
pound No. 11-29), Example 509 (Compound No. 11-41), Example 516 (Compound No. 11-48), Example 517 (Com- 
pound No. 11-49) and Example 618 (Compound No. 11-50). On the other hand, the degree of disease incidence was 
3 when the comparative compounds 1 and 2 were applied. 

[Industrial Applicability] 

[0708] The compounds of the present invention are usable as agricultural fungicides. Since they exhibit excellent 
effects against plant diseases caused by various fungi, particularly late blight on tomatoes and downy mildew on cu- 
cumbers, without giving a damage to host plants, they are excellent as agricultural or horticultural fungicides. 
[0707] Examples of the plant diseases against which the compounds of the invention are markedly effective include 
late blight on tomatoes {Phytophthora infestans), downy mildew on cucumbers {Pseudoperonospora cubensis), downy 
mildew on grape vines (Plasmopara viticola) and late blight on potatoes {Phytophthora infestans). The fungicidal spec- 
trum of the compounds of the invention are not limited to them. 



Claims 

1 . A 5-(m-cyanobenzylamino)pyrazole derivative represented by the following formula (I): 




wherein: 

R"" represents a C^.g alkyi group, a C3.7 cycloalkyi group, or a phenyl group; 
R2 represents a hydrogen atom or a O^,^ alkyI group; 

R3 represents a Cj.g alkyI group, a cyano-C^.g alkyI group, a hydroxy-C.,.6 alkyI group, a (C^.g alkoxy)-C.,.g 
alkyI group, a (C2.7 aliphatic acyloxy)-C^.6 alkyI group, a (C.,.6 alkylamino)-C.,.6 alkyI group, a di(C^.6 alkyI) 
amino-C.,.6 alkyI group, a (5- or 6-membered nitrogen-containing saturated heterocyclyI)-C.,.6 alkyI group (the 
heterocyclic moiety of said heterocyclylalkyi group may additionally include one ring oxygen atom or NH group), 
a substituted or unsubstituted C3.7-cycloalkyl-C<|.6 alkyI group (the substituent(s) of the cycloalkyi moiety of 
said cycloalkylalkyi group is (are) one 0^.3 alkyI group or 1 to 3 halogen atoms which may be the same or 
different, and the cycloalkyi moiety of said cycloalkylalkyi group may be interrupted by one oxygen atom), a 
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C3.7-cycloalkenyl-Ci.e-alkyl group, a halo-Ci.6 alkyl group (said halogen substituent(s) is (are) 1 to 6 halogen 
atoms which may be the same or different), a substituted or unsubstituted C7.9 aralkyi group (the substituent 
(s) of the aryl moiety of said aralkyi group is (are) 1 to 5 substituents which are selected from the below- 
described substituent group A and may be the same or different), a substituted or unsubstituted heteroaralkyi 
group (the substituent(s) of the aryl moiety of said heteroaralkyi group is (are) 1 to 5 substituents which are 
selected from the below-described substituent group B and may be the same or different), a C3.7 cyctoalkyi 
group, a C3.6 alkenyl group, a C2.7 aliphatic acyl group or a substituted or unsubstituted phenyl group (the 
substituent(s) of said phenyl group is (are) 1 to 5 substituents which are selected from the below-described 
substituent group A and which may be the same or different), 

represents a hydrogen atom, a halogen atom, a C^.q alkyl group, a cyano-C^.g alkyl group, a hydroxy-C^.g 
alkyl group, a halo-C^.g alkyl group (said halogen substituent(s) is (are) 1 to 3 halogen atoms which may be 
the same or different), a (Ci.e-alkoxy)-C^.6 alkyl group, a {(C^^ alkoxy)-C^.6 alkoxyj-C^.g alkyl group, a (C3.6 
aikenyloxy)-Ci.e alkyl group, a (substituted or unsubstituted C2.7 aliphatic acyloxy)-C^.g alkyl group (said sub- 
stituent is a Ci.g alkoxy group), a (substituted or unsubstituted C2.7 alkoxycarbonyloxy)-Ci.g alkyl group (said 
substituent is a C^.g alkoxy group), a (substituted or unsubstituted phenoxy)-C^.g alkyl group (said substituent 
(s) is (are) 1 to 5 substituents which are selected from the below-described substituent group A and may be 
the same or different), a (substituted or unsubstituted benzyloxy)-Ci.e alkyl group (said substituent(s) is (are) 
1 to 5 substituents which are selected from the below-described substituent group A and may be the same or 
different), a (substituted or unsubstituted heteroaryloxy)-Ci^ alkyl group (said substituent(s) is (are) 1 to 3 
substituents which are selected from the below-described substituent group B and may be the same or differ- 
ent), a (substituted or unsubstituted C^.g alkylamino)-Ci^ alkyl group (said substituent is a phenyl group or a 
C^.g alkoxy group), a (C3.g alkenylamino)-C^^ alkyl group, a (phenylamino)-Ci.g alkyl group, an {N-(C^.g alkyl) 
anilino}-C^.g alkyl group, a di(C^.g alkyOamino-C^.g alkyl group, a (substituted or unsubstituted 5- or 6-mem- 
bered nitrogen-containing saturated heterocyclyl)-Ci.6 alkyl group (said substituent(s) is (are) 1 or 2 C^.g alkyl 
groups which may be the same or different and the heterocyclic moiety of said heterocyclylalkyi group may 
additionally include one ring oxygen atom or NH group), a (substituted or unsubstituted C^.g-alkylthio)-Ci.g 
alkyl group (said substituent is a phenyl group or a C^.g alkoxy group), a {C^^ alkenylthio)-C^.g alkyl group, a 
(substituted or unsubstituted phenylthio)-Ci.g alkyl group (said substituent(s) is (are) 1 to 5 substituents which 
are selected from the below-described substituent group A and may be the same or different), a (substituted 
or unsubstituted heteroarylthio)-Ci.g alkyl group (said substituent(s) is (are) 1 to 3 substituents which are 
selected from the below-described substituent group B and may be the same or different), a (C2.7 alkoxycar- 
bonyl)-Ci.6 a'kyl group, a substituted or unsubstituted C7.9 aralkyi group (said substituent(s) is (are) 1 to 5 
substituents which are selected from the below-described substituent group A and may be the same or differ- 
ent), a substituted or unsubstituted heteroaralkyi group (said substituent(s) is (are) 1 to 3 substituents which 
are selected from the below-described substituent group B and may be the same or different), a C3.7 cycloalkyi 
group, a substituted or unsubstituted phenyl group (the substituent(s) of said phenyl group is (are) 1 to 5 
substituents which are selected from the below-described substituent group A and may be the same or differ- 
ent), a substituted or unsubstituted heteroaryl group (said substituent(s) is (are) 1 to 3 substituents which are 
selected from the below-described substituent group B and may be the same or different), a C3.g alkenyl group, 
a C2.7 alkoxycarbonyl group, a C^.g alkoxy group, a (C^.g alkoxy)-Ci.g alkoxy group, a (C^.g alkylamino)-Ci.g 
alkoxy group, a di(Ci.6 alkyl)amino-C^.g alkoxy group, a substituted or unsubstituted heteroaralkyloxy group 
(said substituent(s) is (are) 1 to 3 substituents which are selected from the below-described substituent group 
B and may be the same or different), a C3.7 cycloalkoxy group, a C3.6 alkenyloxy group, a phenoxy group (said 
substituent(s) Is(are) 1 to 5 substituents which are selected from the below-described substituent group A and 
may be the same or different), a substituted or unsubstituted benzyloxy group (said substituent(s) is (are) 1 
to 5 substituents which are selected from the below-described substituent group A and may be the same or 
different), a substituted or unsubstituted heteroaryloxy group (the substituent(s) is (are) 1 to 3 substituents 
which are selected from the below-described substituent group B and may be the same or different), a sub- 
stituted or unsubstituted C^.g alkylamino group (said substituent is a phenyl group or a C^.g alkoxy group), a 
C3.g alkenylamino group, a di(Ci.g alkyl)amino group, a substituted or unsubstituted 5- or 6-membered nitro- 
gen-containing saturated heterocyclic group (said substituent(s) is (are) 1 or 2 C-j.^ aikyi groups which may 
be the same or different, and said heterocyclic group may additionally include one ring oxygen atom or NH 
group), a substituted or unsubstituted C^.g alkylthio group (said substituent is a phenyl group or a C^.g alkoxy 
group), a C3.g alkenylthio group, a substituted or unsubstituted phenylthio group (said substituent(s) is (are) 
1 to 5 substituents which are selected from the below-described substituent group A and may be the same or 
different), or a substituted or unsubstituted heteroarylthio group (the substituent(s) is (are) 1 to 3 substituents 
which are selected from the below-described substituent group B and may be the same or different); 
Y represents a C^.^ alkyl group, a C^.g alkoxy group, a cyano group, a nitro group, a halogen atom, or a C2.7 



138 



EP 1 304 325 A1 



alkoycarbonyl group; 

n is an Integer of 0 to 4, with the proviso that when n is 2 to 4, the groups Y may be the same or different; 
substituent group A consists of C^.g alkyi groups, halo-C^.g alky! groups (said halogen substltuent(s) is (are) 
1 to 3 halogen atoms which may be the same or different), C^.g alkoxy groups, a cyano group, a nitro group, 
halogen atoms, C2.7 alkoxycarbonyl groups, C2.7 alkylcarbonylamino groups, and alkylenedioxy groups; 
and 

substituent group B consists of C^.g a'ky' groups, halo-C^.g alkyI groups (said halogen substituent(s) is (are) 
1 to 3 halogen atoms which may be the same or different), C^.g alkoxy groups, a cyano group, a phenyl group, 
halogen atoms, C2.7 alkoxycarbonyl groups, and an 0x0 group; or a salt thereof. 

2. The 6-(m-cyanobenzylamino)pyrazole derivative of Claim 1 , wherein represents a alkyI group, a cyclohexyl 
group or a phenyl group; or a salt thereof. 

3. The 5-(m-cyanobenzylamlno)pyrazole derivative of Claim 1, wherein R** represents a C^.2 alkyI group; or a salt 
thereof. 

4. The 6-(m-cyanobenzylamlno)pyrazole derivative of Claim 1 , wherein R"" represents a methyl group; or a salt there- 
of. 

5. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 4, wherein R^ represents a hydrogen 
atom or a ^"^1 group; or a salt thereof. 

6. The 5-(m-cyanobenzylamino)pyrazoie derivative of any one of Claims 1 to 4, wherein R2 represents a hydrogen 
atom or a methyl group; or a salt thereof. 

7. The 5-(m-cyanobenzylamlno)pyrazole derivative of any one of Claims 1 to 4, wherein R^ represents a hydrogen 
atom; or a salt thereof. 

8. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 7, wherein R^ represents a C«,.5 alky I 
group, a cyanomethyl group, a 2-cyanoethyl group, a hydroxymethyl group, a 2-hydroxyethyl group, a methoxyme- 
thyl group, an ethoxymethyl group, a 2-methoxyethyl group, an acetoxymethyl group, a methylaminomethyl group, 
an ethylamlnomethyl group, a propylaminomethyl group, an isopropylaminomethyl group, a butylaminomethyl 
group, an isobutylaminomethyl group, a t-butylaminomethyl group, a dimethylaminomethyl group, a diethylami- 
nomethyl group, an ethylmethylaminomethyl group, a 1 -pyrrolidinylmethyl group, a piperidinomethyl group, a (C.,,2 
alkyl-C3.g cycloalkyl)-C^.2 alkyI group, a (fluoro-C3.g cycloalkyl)-C^.2 alkyI group, a (difluoro-Cs^ cycloalkyl)-C.|.2 
alkyI group, atetrahydrofuranyl-C^.2 alkyI group, a tetrahydropyranyl-C^.2 alkyI group, a halo-C^.4alkyl group (said 
halogen substituent(s) is (are) 1 to 3 fluorine atoms or chlorine atoms which are the same), a benzyl group, a 
methylbenzyl group, an isopropylbenzyt group, a methoxybenzyl group, a cyanobenzyl group, a nitrobenzyl group, 
a chlorobenzyl group, a methoxycarbonylbenzyl group, a 3-thienylmethyl group, an acetyl group, a cyclohexyl 
group, a 3-butenyl group, a phenyl group, a methylphenyl group, an Isopropylphenyl group, a methoxyphenyl 
group, a cyanophenyl group, a nitrophenyl group, a chlorophenyl group, a fluorophenyl group or a methoxycarb- 
onylphenyl group; or a salt thereof. 

9. The 5-(m-cyanobenzylamlno)pyrazole derivative of any one of Claims 1 to 7, wherein R^ represents a C4.5 alkyI 
group, acyclobutylmethyl group, a (methylcyclobutyl)methyl group, atetrahydrofuranylmethyl group, acyclopentyl- 
methyl group, a (methylcyclopentyl)methyl group, a (fluorocyclopentyl)methyl group, a (difluorocyclopentyl)methyl 
group, a tetrahydropyranylmethyl group, a cyclohexylmethyl group, a cyclopentenylmethyl group, a chloromethyl 
group, a 1 ,1-difluorolsobutyl group, a 3,3,3-trifluoro-2-trifluoromethylpropyl group, a 3,3,3-trifluoro-2-methylpropyl 
group, a 3,3,3-trifluoro-2,2-dlmethylpropyl group, or a cyclopentyl group; or a salt thereof. 

10. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 7, wherein R^ represents a C4.5 
branched alkyl group, a cyclobutylmethyl group, a (methylcyclobutyl)methyl group, a tetrahydrofuranyl group, a 
cyclopentylmethyl group, a (fluorocyclopentyl)methyl group, a (dif luorocyclopentyl)methyl group, a tetrahydropyra- 
nylmethyl group, a cyclohexylmethyl group, a cyclopent-2-eny!methyl group, a cyclopent-3-enylmethyl group, a 
1 ,1 -dif luoroisobutyl group, a 3,3,3-trifluoro-2-trlfluoromethylpropyl group, a 3,3,3-trifluoro-2-methylpropyl group, or 
a 3,3,3-trifluoro-2,2-dimethylpropyl group; or a salt thereof. 

11. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 7, wherein R^ represents an Isobutyl 
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group, a cyclobutylmethyl group, a tetrahydrofuranylmethyl group, a cyclopentylmethyl group, a 3,3,3-trifluoro- 

2- methylpropyl group or a 3,3,3-trifluoro-2,2,-dimethylpropyi group; or a salt thereof. 

12. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 11 , wherein represents a hydrogen 
atom, a fluorine atom, a chlorine atom, a alkyi group, a cyanomethyl group, a 2-cyanoethyl group, a hy- 
droxymethyl group, a hydroxyethyl group, a hydroxypropyl group, a trifluoromethyl group, a trichloromethyl group, 
a difluoromethyl group, a dichloromethyl group, a fluoromethyl group, a chloromethyl group, a bromomethyl group, 
a (C^^ aII<oxy)-C^.2 alkyI group, a methoxymethoxymethyl group, a (2-methoxy)ethoxymethyl group, a 2-(meth- 
oxymethoxy)ethyl group, an allyloxymethyl group, a 2-allyloxyethyl group, a butyryloxymethyl group, an isobutyry- 
loxymethyl group, a pivaloyloxymethyl group, a cyclopropylcarbonyloxymethyl group, a 2-methyl-1-butenoy- 
loxymethyl group, a 2-methyl-2-butenoyloxymethyl group, a methoxyacetoxy methyl group, a 2 -methoxy butyry- 
loxymethyl group, an ethoxyacetoxymethyl group, a methoxycarbonyloxym ethyl group, an ethoxycarbonyloxyme- 
thyl group, a2-(methoxycafbonyloxy)ethyl group, a methoxymethoxycarbonyloxymethyl group, a2-methoxyethox- 
ycarbonyloxymethyl group, a phenoxymethyl group, a 2-fluorophenoxymethyl group, a 3-fluorophenoxymethyl 
group, a 4-f I uorophenoxy methyl group, a 2,4-dichlorophenoxymethyl group, a 3-trifluoromethylphenoxymethyl 
group, a 2-methylphenoxymethyl group, a 3-methoxyphenoxymethyl group, a 4-methoxyphenoxymethyI group, a 

3- cyanophenoxymethyl group, a 4-cyanophenoxymethyl group, a benzyloxy group, a methylbenzyloxy group, an 
isopropylbenzyloxy group, a cyanobenzyloxy group, a nitrobenzyloxy group, a chlorobenzyloxy group, a methox- 
ycarbonylbenzyloxy group, a 2-pyridyloxymethyl group, a (3-methyl-2-pyridyl)oxymethyl group, a (6-methyl-2-py- 
ridyl)oxymethyl group, a (3-methoxy-2-pyridyl)oxymethyl group, a (2-chloro-2-pyrldyl)oxymethy( group, a (5-chloro- 
3-pyridyl)oxymethyl group, a 1 -pyrazolyloxymethyl group, a (4-bromo-1-pyrazolyl)oxymethyl group, a 3-isoxazoly- 
loxymethyl group, a (5-methyl-3-isoxazolyl)oxymethyl group, a (4,5-dimethyl-3-isoxazolyl)oxymethyl group, a 
{5-methyl-2-(1,3,4-thiadia2oiyl)}oxymethyl group, a S-quinolyloxymethyl group, a (4-methy!-2-pyrimid!nyl)oxyme- 
thyl group, a 4-pyrlmidinyloxym ethyl group, a methylaminomethyl group, a benzylaminomethyl group, a meth- 
oxymethylaminomethyl group, an ethylaminomethyl group, a propylamlnomethyl group, an isopropylaminomethyl 
group, a butylaminomethyl group, an isobutylaminomethyl group, a t-butylaminomethyl group, an allylaminomethyl 
group, a phenylaminomethyl group, an N*methylanilinomethyl group, a dimethylamlnomethyl group, a diethylami- 
nomethyl group, an ethylmethylaminomethy group, a piperidinomethyl group, a morpholinomethyl group, a 
2,6-dimethylmorpholinomethyl group, a methylthiomethyl group, a benzylthiomethyl group, a methoxymethylthi- 
omethyl group, an ethylthiomethyl group, a propylthiomethyl group, an isopropylthiomethyl group, a butylthiomethyl 
group, an isobutylthiomethyl group, a t*butylthiomethyl group, an allytthlomethyl group, a phenylthiomethyl group, 
a methylphenylthiomethyl group, an isopropylphenylthlomethyl group, a methoxyphenylthiomethyl group, a cyan- 
ophenylthiomethyl group, a nrtrophenylthiomethyl group, a chlorophenylthiomethyl group, a methoxycarbonylphe- 
nylthiomethyl group, a (2*oxo-1-pyridyl)thiomethyl group, a 2-pyridylthiomethyl group, a (1-methyl-2-imidazolyl) 
thiomethyl group, a 2-pyrlmidylthiomethyl group, a {5-methyl-2-(1,3,4-thladiazolyl)}thiomethyl group, a methoxy- 
carbonylmethyl group, a 2-(methoxycarbonyl)ethyl group, an ethoxycarbonylmethyl group, a 2-(ethoxycarbonyl) 
ethyl group, a benzyl group, a methylbenzyl group, an isopropylbenzyl group, a methoxybenzyl group, a cyanoben- 
zyl group, a nitrobenzyl group, a chlorobenzyl group, a fluorobenzyl group, a methoxycarbonylbenzyl group, a 
2-pyridylmethyl group, a (2-oxo-1-pyridyl)methyl group, a (3-methyl-2-oxo-1-pyridyl)methyl group, a (5*methyl- 
2-0x0-1 -pyridyl)methyl group, a (3-methoxy-2-oxo-1-pyridyl)methyl group, a (3,5-dichloro-2-oxo-1-pyridyl)methyl 
group, a (5-trifluoromethyl-2-oxo-1-pyridyl)methyl group, a (4-oxo-1-pyridy I) methyl group, a (3,5-dichloro-4-oxo- 
1 .pyridyl)methyl group, a 2-pyridylmethyl group, a 3-pyrldylmethyl group, a 4-pyridylmethyl group, a 1-pyrazolyl- 
methyl group, a (4-methyl-1-pyrazolyl)methyl group, a (3,5-dimethyl-1-pyrazolyl)methyl group, a (4Tbromo-1 -pyra- 
zolyl)methyl group, a 1 -Imidazolylmethyl group, a (2-methyl-1-lmidazolyl)methyl group, a (4,5-dichloro-1-imida- 
zolyl)methyl group, a {4,5-di(methoxycarbonyl)-1-imidazolyl}methyl group, a 3-isoxazolylmethyl group, a (5-me- 
thyl-3-isoxazolyl)methyl group, a 1-(1,2,4-triazolyl)methyl group, a 2-pyrimldinylmethyl group, a (2-oxo-1-pyrlmld- 
inyl)methyl group, a 2-furylmethyl group, a C^.^ cycloalkyi group, a phenyl group, a methylphenyl group, an Iso- 
propylphenyl group, a methoxyphenyl group, a cyanophenyl group, a nitrophenyl group, a chlorophenyl group, a 
methoxycarbonylphenyl group, a 2-furyl group, a 2-thlenyl group, a 2,6-dichloro-4-pyridyl group, a 1 -methyl-2-pyr- 
rolyl group, a C3.5 alkenyl group, a methoxycarbonyl group, an ethoxycarbonyl group, a 0^.4 alkoxy group, a meth- 
oxymethoxy group, a (2-methoxy)ethoxy group, an ethoxymethoxy group, a methylaminomethoxy group, an ethyl- 
aminomethoxy group, a dimethylaminomethoxy group, a diethylaminomethoxy group, an ethylmethylaminometh- 
oxy group, a 2-pyridylmethoxy group, a 3-pyridylmethoxy group, a 4-pyridylmethoxy group, a 1-pyrazolylmethoxy 
group, a 1-imidazolyImethoxy group, a 3-isoxazolylmethoxy group, a 1-(1 ,2,4-triazolyl)methoxy group, a 2-pyrl- 
midinylmethoxy group, a 2-furylmethoxy group, a (6-trifluoromethyl-2-pyridyl)methoxy group, a (5-phenyl-2-me- 
thyl-3-furyl)methoxy group, a (6-chloro-2-pyridyl)methoxy group, a (5-cyano-3-methyl-1 -pyrazolyl)methoxy group, 
a (5-methoxycarbonyl-1-pyrazolyl)methoxy group, a cyclopropoxy group, a cyclobutoxy group, a cyclohexyloxy 
group, an ailyloxy group, a phenoxy group, a 2-fluorophenoxy group, a 3-fluorophenoxy group, a 4-ftuorophenoxy 
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group, a 2,4-dichlorophenoxy group, a 3-trifluoromethy!phenoxy group, a 2-methylphenoxy group, a 3-methoxy- 
phenoxy group, a 4-methoxyphenoxy group, a 3-cyanophenoxy group, a 4-cyanophenoxy group, a benzyloxy 
group, a methylbenzyloxy group, an isopropylbenzyloxy group, a cyanobenzyloxy group, a nitrobenzyioxy group, 
a chlorobenzyloxy group, a methoxycarbonylbenzyloxy group, a 2-pyriclyloxy group, a (3-methyl-2-pyridyl)oxy 
group, a (6-methyl-2-pyrjdyl)oxy group, a (3-methoxy-2-pyridyl)oxy group, a (6-chloro-2-pyriclyl)oxy group, a 3-py- 
ridyloxy group, a 1 -pyrazolyloxy group, a (4-nnethyl-1 -pyrazolyl)oxy group, a 3-isoxazolyloxy group, a (5-methyl- 
3-isoxazolyl)oxy group, a (4,5-dimethyl-3-isoxazoIyl)oxy group, a (4-chloro-5-phenyl-3-lsoxazolyl)oxy group, a 
(5-methoxycarbonyl-3-isoxazolyl)oxy group, a {5-methyl-2-(1 ,3,4-thladiazolyl)}oxy group, a 2-pyrazlnyloxy group, 
a 6-quinolyloxy group, a 8-qulnolyloxy group, a 4-quinazolyloxy group, a 2-pyrimidinyloxy group, a (4-methyl-2-py- 
rimidinyl)oxy group, a (3,5-dlmethyl-2-pyrimidinyl)oxy group, a 4-pyrimidinyloxy group, a (2,6-dlmethyl-4-pyrlmid- 
inyl)oxy group, a (6-methyl-2-isopropyl-4-pyrimidinyl)oxy group, a 3-benzolsoxazolyloxy group, a methylaminome- 
thyl group, a benzylaminomethyl group, a methoxymethylamlnomethyl group, an ethylaminomethyl group, a pro- 
pylamlnonnethyl group, an isopropylaminomethyl group, a butylaminomethyl group, an isobutylaminomethyl group, 
a t-butylamlnomethyl group, an allylamino group, a dimethylamino group, a diethylamino group, an ethylnnethyl- 
amino group, a piperidino group, a morpholino group, a 2,6-dlmethylmorpholino group, a methylthio group, a ben- 
zylthio group, a methoxynnethylthio group, an ethylthio group, a propylthio group, an isopropylthio group, a butylthio 
group, an isobutylthio group, a t-butylthio group, an allylthio group, a phenylthio group, a methylphenylthio group, 
an isopropylphenylthio group, a methoxyphenylthio group, a cyanophenylthio group, a nitrophenylthio group, a 
chlorophenylthio group, a methoxycarbonylphenylthio group, a 2-oxo-1-pyridylthlo group, a 2-pyridylthio group, a 
1-methyl-2-imidazoiylthio group or a 5-methyl-2-(1 ,3,4-thiadiazolyl)thio group; or a salt thereof. 

13. The (5-m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 11 , wherein represents a 

group, a methoxynnethyl group, an ethoxy methyl group, a 2-methoxyethyl group, a butyryloxymethyl group, an 
Isobutyryloxymethyl group, a pivaloyloxymethyl group, a cyclopropylcarbonyloxymethyl group, a methoxyace- 
toxymethyl group, a methoxycarbonyloxymethyl group, a 2-methoxyethoxycarbonyloxymethyl group, a phe- 
noxymethyl group, a 2-pyridyloxymethyl group, a 1 -pyrazolyloxymethyl group, a 3-isoxazolyloxymethyl group, a 
(5-methyl-3-isoxazolyl)oxymethyl group, a 6-qulnolyloxymethyl group, a (1-methyl-2-imidazolyl)thiomethyl group, 
a 2-pyrimidyfthiomethyl group, a {5-methyl-2-(1 ,3,4-thiadiazolyl))thiomethyl group, a methoxybenzyl group, fluor- 
obenzyl group, a (2-oxo-1-pyridyl)methyl group, a 2-pyridylmethyl group, a 3-pyridylmethyl group, a (3,5-dimethyl- 
1 -pyrazolyl)methyl group, a (4-bromo-1-pyrazolyl)methyl group, a (5-methyl-3-isoxazolyl)methyl group, a cyclo- 
propyl group, a cyclobutyl group, a methoxy group, an ethoxy group, an isopropoxy group, a 2-pyridylm ethoxy 
group, a phenoxy group, a 2-pyrldyloxy group, a (3-methyl-2-pyrldyl)oxy group, a (6-methyl-2-pyridyl)oxy group, 
a 3-pyridyloxy group or a (4-methyl-1 -pyrazolyl)oxy group; or a salt thereof. 

14. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 11 , wherein 1=^ represents a ^"^^ 
group, a methoxymethyl group, a cyclopropylcarbonyloxymethyl group, a phenoxymethyl group, a 2-pyridyloxy me- 
thyl group, a (1-methyl-2-imidazolyl)thiomethyl group, a {5-methyi-2-(1 ,3,4-thiadiazolyl)}thiomethyl group, a fiuor- 
obenzyl group, a 2-pyridylmethyl group, a 3-pyridylmethyl group, a (5-methyl-3-isoxazolyl)methyl group, a cyclo- 
propyl group, a cyclobutyl group, a methoxy group, an ethoxy group, an isopropoxy group, a 2-pyridyImethoxy 
group, a phenoxy group, a 2-pyridyloxy group, a {3-methyl-2-pyridyl)oxy group, or a 3-pyridyloxy group; or a salt 
thereof. 

15. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 11, wherein represents a methyl 
group, a methoxymethyl group, a 2-pyridyloxymethyl group, a methoxy group, a phenoxy group, or a 2-pyridyloxy 
group; or a salt thereof. 

16. The 5-(m-cyanobenzyiamino)pyrazole derivative of any one of Claims 1 to 15, wherein Y represents a methyl 
group, an ethyl group, a methoxy group, an ethoxy group, a cyano group, a nitro group, a fluorine atom, a chlorine 
atom, a bromine atom, a methoxycarbonyl group or an ethoxycartsonyl group, and n is 0 or 1 ; or a salt thereof. 

17. The 5-(m-cyanobenzylamino)pyrazole derivative of any one of Claims 1 to 15, wherein n is 0; or a salt thereof. 

18. An agricultural chemical comprising, as an effective ingredient, a 5-(m-cyanobenzylamino)pyrazole derivative or 
a salt thereof as claimed in any one of Claims 1 to 1 7. 
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